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(Mn y^~/K i-^y^/K 2— ^y^w#c7>c 6 _ ! 0 yy -sum) s r 

JjV-^jV ($! N ^yv'/K 7x^f/Uf©C 7 _ x 0 77/^/K ^L<«y 

^~^- Cl _ 4 r/^/^) , tu— A'TA'fr^A' (M. yyt^^<z)c 8 
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(#U T-fe^K t°t=/K ^n^;l4©C! _ 6 7 WSJ 



K.\t7ym, B$m^) xm^nx^xh^^M7^;K 1 

^c^/K n-yohVK -fy^ntVK n-^TvK y^/K sec 

*K #^y^K iRflERT^a^iUXtt, h 

^h^^ n-/n^ •I'yyp^ n-T'h^ -fyy'b^ 

otl$fclS2^t3ii ttf4L<|j;lffdi:2i) g&LTV^C>3W3; b 

«T^;V y^vK a^vK yntT^K ^y^nif/K tert- 
A' (M> ^n^nfcVK ^n^/K y^D^yf;K ^aA^^) > 

c 7 _ j 0 77/^ ($J> ^^/K y^^v^ ^u<»y^^-c 

! _ 4 T/y^r/y#) ^s^tf btt5 0 £fc, 2fK^gmS^MS^i:-^^^ 
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t itit m%.tt i -rif ^~/k#/wk~/k i - t°n y v^^tj/^^/k 

Sfc7Vl"¥/l' (Ms 7*^vK ^ntVK -TV^ntVK "T^/K tert-:/ 

/k 7x^f/i4©c 7 _ j 0 T7^/H) N ry-/u ^^^/k 1-. 

2-t7f;i4®C 5 _ ! o 7!l-;i4) #^LTV^Tt> iv^ 1 - 

/P^^/K ^f77> ^rv^/P/JwK sec-:/ b ^rv^/Ix/fc/K tert-^ }> :3f 
v-#/l^-/K ^O^/^drv'77/^^/K ^ y^^f-/^= 3 rv'7v7;^^/K ^> 
^yf/Vt^^^/l'^^^fOC! _ 6 T/l^^tf/I^-yl^tf^ff ^fts 

•7^7 b=3ri^77/^^/K 2 -^7 b^iV77/^^7^<DC 7 _ x 2 T y — /^^r 
7x^f7l/t^f^M^/^(DC 7 _ 1 o T7^#/^^#/^~/l^ (0 
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U\ 

15 bfrl& 0 

Rt\^Xn, ^P^>JfH\ q.^M/K C Z _ 6 T/Hr~/K C 2 _ 6 T/l^~ 

s?y & £ TvWfcfc % v Nftr ^ K-ffc; $ v >t t «t v ^ >m*> vvua* biifi 
£*i/cv vr t>«tv ^ v-/^> b&tf ftfcg&g-effifc $ fhx\ ^x h <t v ^itSf 

25 ^n^JBR^fcr±C 2 _ 4 T^tr-As (03;L<te, ^o^VI^) 
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wraths m&ztix^x-b ^2m<Dmtk(Dmit^mmi (o^m^m^ 
<Dfikikfcm&&&^x^xi>£^w$:&bLx^ w*.^ mmi^tcRxm^n 
% m&tsthx^xh£^mw;(omkfcmm} <d m^mt^mmi &mvx 
^xh£^m&&kmmft-b<D&mft>nz 0 

WkVXfe, ffi&^iktctec^, T/v^u^m^ b < , t£frx%, ffi&^mj 
1=) ^r^i" 0 

tlX^Xh£^2m<D@Wt<Dmkfcm&} ^ rff^$tl/t^TfeJ^2«(Dm#c 
C 2 . 8 <Z)T/^^1/^ iit^f^k^ l-^fc»2-^n t°^l/^ N 

x-e*$ti5 rw&£tix^xk£^2m(o2&fc<omitokm&] tvxn, m 

tilts 
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jft/ClvrfciV^a-ivygj £LTte, 1, 2-7 az-Uls^ 1, 3 

X V «t V > 2 ffi<£>gtf£tf>#Hbfc^f ^ g& £ *LT WC *> «fc V^y :n ^Sft if 
<W£L<s $>X-kW$:£tiX^X^^^Ci _ s flSRT/^WVW*UV\ 

^-/^ (Ms t^/K ryMaiiyi)^<z)c 2 _ 6 r/^-/^) *> \mcr^ 

X^^TXJ^ gm^WC^ilvKMs ^771, B^ftTWr «fc 

iv^/w^e^/i^ (M> c a _ 6 T/^/^fcteTix/^ (Ms zfc/t^/K c 2 

•^v^/^^/i/^) xw&&tix^x*>£^jj/w^y(/um^) &fzntty& 

trifB^^s Y*3j;lKZf«^«3iLT-N(R 6 )- -co- -s(o)-, -s(o) 2 -, 
-CH 2 - -N(R 6 )-C0-, -C0-CH 2 -^fcf^#^ (£?3;L<«s ~N(R 6 )-, -CO- - 

s(o)- -s(o) 2 - -cn 2 -1tfcl±ffi&m Sr^fo Yjoj:{/z©il^^ii:©M 
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ytf-n (r 6 ) -xh v N z as-co--? & 6 ; 

Y^-N(R 6 )-T?fe!9, ZtfS-S(0)-"T?*>5S 

Y^-N(R 6 )--Cfc!5, Z3dS-S(0) 2 -T?fc5: 

Y^-N(R 6 )~Xh V s Z ^-CH 2 -X*h%M& ; 

Y^-N(R 6 )-Tfcf9, Z^A_ fTfe5 ^A . 

Ytf-CO-Xh 5 > Z^-N(R 6 )-"efe5^ ; 

Y #s-co--e v) ^ z ^ -co- h £ #8- ; 

Ytf-CO-Xfo <9 > Z^-S(0)-"Cfe5^ ; 

YtfS-C0-T$> 19 > Z/^-S(0) 2 -T&>5l§£* ; 

Ytf-co-xfo V \ z ^-ch 2 -Xh%M& ; 

Y#s-co-T& *9 , z tfsag£^-cfc3l§£> ; 

Y^-S(0)-T?fct). Z^-N(R 6 )-T&5#^ ; 
Ytf-S (0) 19 . Z tfS-C0-T?& 5S§<8> ; 

y tfs-s (0) -xh V) „ z #s-s (0) --e fc 5 ^ ; 

Y #S-s (0) -T?*> t) „ Z #S-s (0) 2 -Tfe5f^ ; 
Y #S-s (0) -Xh'Os Z ^-CH 2 -X h ZWr& ; 
YtfS-S «))--?& 9, Z^^-CfcS^; 
Y^-s(0) 2 -Tfct), Ztf5-N(R 6 )-T?fc5&£ ; 
Y^-S(0) 2 --efei9, Z#5-C0-T?fc51§^ ; 
Y^-S(0) 2 --efe!9s Z^-S(0)-t?fe«#^; 
Y^-S(0) 2 --Cfcl9, Zrs(0) r Tfc5i^ ; 

Y #s-s (0) 2 -xh V , z as-CR, -X h % Wr& ; 
Y#-S(0) 2 -T?*>»K Z^^ T fc£it# ; 
Y^-CH 2 --efeDs Z^-N(R 6 )--Cfc5^# ; 

Ytf-a^-xh v , z ^-co-Tfc zmft ; 
Y^-cH 2 --efco, z#5-s(o)--e&5^ ; 

Y^-CH 2 --CfeO> Z^-S(0) r T'fe5f^ ; 
Y^-CH 2 -Tffc 19 % Z ^S-oij -xhZWi& ; 
Y^-CH 2 --C$3 19 % Z i)m&^X%>Z>W& ; 
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Y&W&^XhV, Z^-N(R 6 )-T?fe5^# ; 

Y^I^^Tfc t) > Z^-s(0)--Cfe5^ ; 
Yj^l^X&tK Z^-S(0) r T*fe5i^ ; 
Y^j^^T'fe t> , Z^-CH 2 -T?&S^ ; 
Y^j^^-Cfc?), Z^^#T?fcS#^; 

o^tt-em^^^lxTt>J;v\ f£U Y*3«fct^z^-N(R 6 )--T?fcs*i^ N b 

J&^-Ct, Y^-CCK -S (0) z ~^tam^-Vh <9 , Z^-CO-^fcf^^T* 
&34§1^ ; Y^gh^Xfc 19 , z tf-co-xh %M£r ; ftif3W£ U\ 

lAtvT^tis rg^^tLTv^r^ iv^sm^^j r-g-^s^ 

iAtvT^tis rw$:£tix^x-k £\^mmummi t*5tt« r^mmum 
mi tLxte, wtfc«zitt©5~i 2iti*iiij jW£l<, & 
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mmffitmmm&ftif, hzwzi, 2, 3, 4-xf>yt Kp^y y>\ 1,2, 

3, 4-x by fc Kn^y^y U ^ 4, 5, 6, 7-f h7fc Kof T^/n 
[5, 4-c] fcfJJv^ 4, 5, 6, 7-Tf7tKP^7yn [4, 3- 
c] fc'!J^>\ 4, 5, 6, 7-rl>7tKa^^ya [4, 5-c] 
W£ if <D 8 ~ l 2 M L< ft 10-12 M) ©ifrFn 5 v ^^ISfPO-^tt 

<D^mmmffinmmmmte¥<D£?\c s mmvtzRtLxo^mmm^Mmm 

©te^tM-^y^ ^^ygftif^tf hti^o 



77/P/^-r/K ^-^"rMt^fiX\^Xh J^#/^^vvK ^n^Vff^fcte 
R 3 £R 4 ^7t»R 3 £R 5 tfSHtfc:&oTSI&^$LTVvr 
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m^nxv^Tt> J:v^7K^£j ^ mWkZfriT^Xh^^a— ;vm\ , rgm$ 



buib^, r 5 i^Tkmm^ m&tstix^x-b^mkfcmm, g&sn-c^ 

20 V^TtcfcV^TVl^K g^^W-r^J^TA-^^K M^flX^X t> ± V^ 

r 5 fex(DW&^tMmA<Dm&mkffi&Lxm%M]$vx^xh£\<x 
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rft^$ttTv^l><fcv^^j i ttfi, r Testis rg&$*vcwcfc«fc 
V^m^Sj &ftVX^Xb£^W&&bLX<D ^g^$^^TV^T 1 bJ:v^T/^" 3 r 
/ki „ rg^^tLTv^-ctiiv^T/^^/i^j \ tW&znx^xhZ.^T/uic- 

UV 

3 ) tm&\,xm&:T&m'zig&. ias, -n-z- (z^a^-^-ts^ 

rst&Sft-ci^Tfc ckv^^^^^j £r^LTwc%J;v\, 

^gms^gMig^s z^A^^-rsm^ mmw^^tMmmw^) ± 
\^tifo&~^<Dmmm*&Mm%Mffctzm* mm*) t lt, assises 

«fc£fasW&*i5„ f!ix.fi\ T-VTi?^ trny^v, tfJ^Vi?^ ttf- 

yvz?>s jy^D-yyt?^ -r^^yy^ ^y^ryy 
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usu^um* ffmLtcRXTF^tLZ rw&£tix^xi>&^mmm&} 
nz> mmmmi ^vx^x^x^m^kmm^-h^^^y^ ^ar 
ttymftz&mfbthztK tefrxt> s rx*7f£*iz> m&&*ix^xi>£^ 
WMm^i ^Lx^x-hx^m^&tvxiD fm^tix^x^x^T/^ 

;v\ , mWk^tiX^Xh X^T/isfr-frl % rw&£fox^xh&^T/i'*~ 

^7c, r 5 fcx<Dm&&tffi&vxm%m$,vx^xh£ <s frfrzmtLx 
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^mtLxi^ mmLtcxxTjkistiz m^nx^x-h^2m<omi^m 
mi fr&tfz 1 2m<Dfitfkfcm£i &ftLx^xi>£^m&&tmmts:i><D&m 

HfriB5£»K a|40, l^fcf±2 (0£L<{42) 
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5£-C(R' )=N-R' ' D&<K R' ' ttTkmm*. WM&tlX^Xh£^7k 

fekltS^U r' ' ^m^^lit^ m tWMtstix^xb £W5 

K^/^J tt^tL^fl^ -C (=0) — NH 2 X«-C (=S) -NH 2 XM 
io fufa^ N R' &J;^R' ' X^£ftS ^gm^^^TV^T%j:v^^7kmSJ 

tvxix m&vtcRXTFtstiz m&£tix^x-b&\ww:<ofiutikm&) & 

15 ilfbK R' *5j;t>*R' ' rg&£tiTlvrt> .fcVVk&gj k LT 

bfis R' X^£*i3 rg^^ti,TV^Tt>«J;V^^-— ttm ftilELfc 

r' x^ns rgm^^xv^T^iv^^ySj irbxte, BtrfatfcRX^^ 

X© rg^$^TV^Tt>«tV^$ySj i:^©^>^^5V^ttm^laLfcR 5 X^c 

25 ^jfeif^ff e>tts„ 

a; (i) xmztizfc&mz&^Xs R' ' ^^MVUft^r^ST'fe 
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R"'-e/T^s rg&&;h/rivrt> iv^-fbTkmSj i: lt«, flRtf, bu 

c 3 _ 6 ^d7;^/k c 6 _ , 0 ry-/K c 6 _ , 0 ry-^-Ci _ 4 
T/^^^s^tf btbSo m tmkfrm&i ^vx^x^^mmmkvx 

vx^xi>£\,m&&tnW£m(Dmm(Dh<D&mf 

/kzjs^/i^ * h^v^/^fc/K ^h^rv-^/^^/K ^y/njK^ 

So 

r^/v ^nt>7^/> v^^vkt^ a ^^75/, t 

K9$?A tf^iJvV, ^7i?A ^/M^UA y / & if ) 
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T^v>A N-^Wv^/s N-iW^fy, N-^nW^^y, 
5 btlSo 

C x _ 6 T>V%Js(;V ■ ^yy^f;l/ ; #iR{iy h ^v-^/l^c^K ^b^v-^/P 

y°nzK3rv\ 'fy^n^ y*h^ N ^y^b^v-^^C, _ 8 r^a 
±fB^, R' ' iltfi, LV\, 

-tfBiS'K R' £LTf^ 7km, iSMT/^/um^tzn.m^tiX^Xh^ 
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x _ 4 T/^^m^tix^xhx^r ^ y & if) aw£u\ 



^mm§mMmmmM\ turn m#t:°ny/K ^i?-yy/K >fy* 
io ^f-yy/K fT/u/K ^y^ryy/K ^yyy^ (ih-^^v^ 

N t-^yy/K 1,2,3-*-* 

t^r/y/K i, 2, 4-^iK^ryy/K i, 3, 4-^f-^ryy/K y 
yif^/K 1, 2, 3-t7^r/y;K 1, 2, 4-f7v?ryy/K 1,3,4- 
f-rv'T/y/K 1, 2, 3- h y ryy/K 1, 2, 4- 1> yryy/Mi, 2, 4 
15 -byryy/i^-i — t/k 1, 2, 4- hyryy/^-4-^/^) N xh^y 
y /k t° y ( 2 - N 3 -xte 4 - 1? y vVp) „ t° y n?-^ t°D^ >>~/k 

y y /k ^>xy yyv y /k -^yy^f-y y /k 1,2 — <yyy y*-*f- 
20 yy/K ^^y^ryy/K ^^yt°7-/K 1, 2-^yyv y^ryy/K 
1 h— <yy> y ryy/K *yy/K -ry^yy/K wy=^ *y-yy 
*/*u-y-/K -ryf-v^^K yy~/K y>y>^ 

25 y -y^/K 7itFny y y k y v'-zk t°ao c i , 2 - b.] tr y 

-/K t°7^n [l,5-_aj fc'y^/K ^^^y Cl,2-_a_] fy^K 5 

yy ci,5-aj try^/K -r^y [1,2-b.] tryy^/K y ^ y y 

[1,2-aJ t°y^^-/K l,2,4-bP7/B [4,3-_aJ tfy^/K 1, 
2,4-hyryn [ 4 ,3-_b] fy^;i4©8~16M (£?l£L<te, 8 



WO 02/06234 PCT/JPOl/06148 

33 

stnaufc 5 6 m<D^imm^^.mm.mnm i ~ 2m $f£l<«, 1 

^5 ^V^L6M^^¥^^m ; iimmS©[II-^7 t c:«M^o^iim^2~ ■ 

5 y /k tf y vvvft lv\ 

«5#3S5g#: (Ms ^'/y^/K Tb7tKnt°y v^-;^^) Mx. 
ffTiff-^/K k°ny^/K bf^y^ (2- N 3-Xli4-tXD^) % 
^e/i^ y -/i^ ^^71^ y bV<7 *j^;v ( 1 - „ 

z' ^^tis r^^^sj (Dm^&tLxn, mmLfz.RX7jk&n% 

mi <DW&mm±&%?&Lxm (#i> ^^^m^ti &t«ltvvci>j:v\, 
z' ti.xtem&£frx^xh£^mmmmmmmf>mtiis<s w 

£ fix v ^ t> J: v ^ . 4 t/i^/^*3 i t>*gm $ *it v vt 1> «t v vr 5 y a> «! 

O 4 A i ^ LTV > 5 , g&S ftTl & £ tf y vVl^W £ u \ 
Mill 
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[r 1 *3«tt^R 2 nzrti^tiM&isTfcmm*. wM^tix^x-h^r/^^ 

x\^xh iv^rs;/, ^^TMt^tix^xh^A/^^j^ m$=£tix\^ 

io r rwm&fax^^x-k^mmmm ^L-rvvc^j^gm^LT© rgm 

15 A-*fcf±«ft$nTV^-Ct>J;v^5/35S#*L< N R 1 &J;t;R 2 (D-Jj&frm 

-fb^fe ( I ) £ Ltit N-[3-[ (6-* P tVkj- 
N-^ (4- 1° ]) *J;v) -4- U i? ly^uv^-f- * K> 2- [N- [3-[(Hpo- 

2-^:7^) ^/l^fc—zkl^n hV^]-N-[l-(4-t°]j ^)-4-t 0 ^U v^]#/wi?= 
20 5 /]gfcBM^7K 3-[(6-^nn-2-t7f;P)7/^^]-N-^f/WN-[l- 

(4-fc°U^)-4-fc 0 ^y ^j/a^yT^ h\ 2-[N-[3-[(HnB-2-t7f/V) 

JK 3- [N- [3- -2-^ 7 fvt') XjUfc =.jU] -fus*/s(jv\ -N-[l- (4- fc° U 
vvP) -4- fcT^ U S?/k] 7U]7nW ^Sfc^ H(Hhp -2-^ 7 ^) * 
25 /^^/P]-N-^^/V-N-[l-(2-^^-4-t°!; i?/P)-4-fc°^U ^]7p/^7 5 
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K\ H-[2-(T±?-/UT ^ / )^/>]-3-[(6-^ p VL-2-ry=f-tV) 

[1- (2-p< f-ZV-A- tf U -4- fc°^< ]J ^] yn/^T^ h\ N- (2-T 5 7 cc^F- 

JV) -3- [(6-^nn -2-^ 7 ffl') * Jtefc ~M -N- [ 1- (4- fc° U -4- fc°"< U 

5 y )rn^yi/]-3-[(6-^ P n-2-^7^/P)^7V^^ /^]-N-[l-(4-h°U v^M-fc 0 ^ 

PS^kl^n^VTS h\ 3-[ (6-^ n n-2-t7f ;v) 7M^/V]-N-[2-[ ? ^ 
K;Vifr~;V)T 5 J ]^^-/H-N-[l-(4-fc: o y v> /k) -4- fc"^ JJ vvl/Jr/P/^T % h\ 

4-^^^v]/D^yr^ h\ 3-[(H n D-2-t7f ;v)^/v*^]-N-[i- 

.10 (2-^ ^-4-fc° V V;V)-A-¥^) v ; ^]-N-[3-(l-^-^rv' K-4-^^/P* U ~ 

. ^/k]-3-[ (6-^ n P-2-.^^^-/^) */^^/l/]-N-[l-(2-y U vV^)-4- 

fc°^ ]J v 5 /^] 7u s<~yT % h\ 3-[ (6-^ P p-2-^7^) *,i^wk]-N-y ^/V- 
N-[l-(2,6-^^/W4-fc°y vV^)-4-t: 0 ^y h\ l-[3-[(6-^ 

15 p n -2-1- y x/vft^jU]yv/*/4 jv-A- (2- y ^vl/-4- 1° V 7 5? 

fc£$> (i) 07*BK7y^ ^^^^(i-S^a^T^m^P^^ 

20 ^tk^^^t^w lt^^ (i) \z.m\tf-z>\\&m. mmm\z&*)Mfr5mt£ 
if^m^xit^m (i) \^mt-r^i\i-hm^o a \\&m en o^^y 

fb-g^i fk£#i (i) ©7-;/S^ ^f-y^wb, Ty~Mk, ^ 

^^r^y^/i^^/Wt^ i, 3-e>t^yvy 

25 - 4 ->f A") y b 3cZs%/Utf~Mk, 7b7tKP77 -Mb> tfP y ^ > 

/Wk tV^n^/^df-^y^/Hb, t e r t -^/Wb^ftfcffc^J&if) ^ it 

(iill (I) (Dimmer h4MK 
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-^^y-i, 3-^yvy-4-^/v) ;*^vi^c;*7vWb> i- (v^n 

(I) fl> r£aS"Ct5„ 

(I) (D-fn K9y^tt, JEJUNI 9 9 O^fU rglgftoW^J 

(i) ^fbi-sto-efcoTt «kv\, 

£-^&8t ^^/^ JWbic*», 3i>toK3R^ * 
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H 



R — W — S (0)— X— Y— (N)r— Z 



R° 




R 5 — L 4 



Y — (N)t — Z — h * 
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(VIII) 



T 



(I) 



R° 

R — W — S (0)— M + X' — Y— (ill) r — Z— f- A U — Z' 



(IX) 



R a 



R— W— S (0)— X— Y— (N)—Z 




(X) 




(I) 



S (ii) 



T 

L'ttJMHE (WittAnyygf (M, 7^, 3?sS 
Vi75 K (R 1,2, 4- 1- 3 7V 9 K, -(5W5FS , 4li7 5y^**= 
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nsr^t-o ] x*mz*iz>fc&vo (id xn^mt^, a i n 

R 5 

R— W— S (0)— X— Y— dk— Z 

i^(om^nmBtmMM^ir 0 ) x«m£ti%fc&m cud xfwoitt 

£r£OS;£« - if- iotft^ (I) Sr$a3g-r5ii:^#So ft^t> (H) 
Xtt (HI) oIRT^ HfiBUUfc^tt (I) fc»frMltta^^i-S»i©» 

— /K /fyyp/V-/K /K tert-y^y— /l^) , rc— TVi^g (Ms 

^7vHl (Ms ^^fvK S&fc*^7K itn-yf/l'f) , 

(Ms mm, /D^ni) , ^p^^btaftg (Ms ^pb^ 

^ ^pp^yf) N ^-ftaksffli (Ms n-^rf-^ N ^^ifV, h/l^V 
15 SO , 7 5Ki (Ms *W5K, N,N-^f/WA7^ H\ N,N-$? 

y^Ti?hT5;K^) s (Ms Tirb^s y^^/^h^ 

/W y^JVtr b , — hV /HR (Ms b- MJ 7K fc"^-- MJ 

#) ^<zm7j\ ^f^wvb; ^/^y^ ^^rf-y f/^7>w?; 

20 *^{«^^cfci9^£©#^T^fToT^J:<, ^rO«t5^1^i: LT{is 

^ih- b y ^^s mm* v ^si7k#^ b v !7A, ^tk^t^ y * &m<Dm 
mm.m, Mx.«\ ^tM/^^ B^H-fy^A, mm* v v&mvc^iVm 
mffim<DT/is%v<kmM, m^vv^/urx^, by (n-zntvv) 

25 by (n-^7u) t^>\ vM y tvi^vKr ^ >\ u^i/As 
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^ N-tT-Asif^Vi?^ N-^/vtTn U N-^f^«!)y, l, 

[4. 3. 0] / 5 V (DBNh 1, 
[5. 4. 0] 1, 4-v ? Tiflfv'^P [2. 2. 

2] ^^^©3i7^»Nfc^5 0 

KJ&Wtffc£4fe (III) l^tt^ (II) 5:0. 5-5 MiJL #f£L< fSO. 
8~2^j*£liV^ 0 

SiSiaS 0 ~2 0 0 °C, 0*L<I4O~17O °c-efe 5„ 
SJESl^WWt:'^ (ID Xte (III) <£>@0, SJ&ifrg^fcJ;!? 

^ (IV) R-W-S(0) a -X-Y-L 2 

k c p> l 2 ««^ (Mx.fi AP^>if mm, ust. B^m 

^■^^S (M> ^Vif /l/^-^v-^ p- byt/oiv^ /V-*fc~/I^3rv\ p-^ 

fb^^j (iv) is; (v) 




N 



Z' 
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4 r/^^Bft»SflW(Mc» (#]£{«pm (iv) t^y^^/vmm, ^y^f- 

^/^yzt/vmm, (p-^fn^/i/) mm, ^/rv^mmmk^m 
&wm*m s Cj _ B i&a^^^vgHa^wiii** (w*.r£BM& (iv) ^ 

c 7 _ , t %mm#^>Mm&®m*w m^mmm (iv) t^s^ p 

p- h^^/^>^^©^^^) ig&TS K£LTf±£» 
»»^i:C0T^ K (MxJ«$tll (IV) k^vV-JK 4 5 

yy*byry'-/vmk<DWtT% vx\ ^nhco^mmmmm^mtc l _ 6 r 

sec-^/K tert-^/l^) „ Cj _ 6 TVt^^ (Mitf^ 

y°xi^%/^ yy-yu^y, -fb^y, h^v-^) , ^p^V 
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* (Mitf^f^ft, a^f-j^T^ 7°ntv^^ -7?-A^-*m mxm&z 

=VPcc.X5vi/ % N-fc KP^t^v'W^ K^*7VK N — t Kp*^7^^ 

- 1 kp ^v^y b y r/-/n^7/K i — t Fn^- i h- 2 - t°y k 

-TV^ntVK :/^vK ^V^K sec-^/K tert-^/^) , C x _ 
^r^ tert-^b^v-^) , AP^ygf («*tf:7s^ ^ > C 

rnxm^^X^Xh^} b(D^*r;v [$\\, 2 - fc° y v^^-zi^ 

5; Kg (DCC, WSC, DIC^) N (9A/^^ (#iJ N i/7/Ui^xf;K DPPA, 
B0P-C1#) s Jt^4-(4, h ^v--l, 3, 5- b y 7^y-2^/V)-4^ f-jV^jV 
= ^ (DMTMM:^=^b, fh7^Koy v 1 9 9 9, 5 5, 1 3 1 

59) ^) <7)#^T(-ff^tt5 0 ~<D£5?mm, m.mtLxix mm^tc^m 

HJ£Wfcl» (IV) CTLT^^ (V) 0. 5-5 ij*, &&L<no.8~ 

2m&xh% a 

mt&mgzi*- 50-15 ot\ &&L<n-2 o~i o o°c-r?fes 0 
zn&mmmk&%i (iv) x» (v) ^^tj^o^fi, som^ 

Lit) 4 8H^TfeS a 
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^ (VI) 



R— W— S (0)— X— Y~ (N)^— H 



^ (VII) 



K4\ l 3 tt5« (iv) cql 2 iinita^s ^f-ftoia-^ftitriBiRiEa^ 

•r/K $M tVW^— 7VK rc^-WV^P =3— /k-v^^v^— 7Vl^) N 
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m, M%-f£7kmti) y ^ xmik-r v y mmi- hvt? 

a, 6m#v$j», Bmxmrhv ^^mommmm, m^vv^^r^^ 

hV (n --fxi K°M 7$y v MJ ( n-^/U) 7^ v *M y^n K'/Vz^j- 

-^/we/l^y>\ 1, [4. 3. 0] -^V 

(DBN), 1, 8— ^nFtff^n [5. 4. 0] - 7 - *7 l/f^. >(DBU) % 1, 4 
-v?T1ftf^n [2. 2. 2] ^^^(D3jjRT5^SffiV^btlSo 

SJ^tt^^ (VI) ^LT-ft^) (VII) ^0.5-10^1, U^<\± 
0. 8~3^4SrffiV>So 

K^iBiSP«- 3 0 ~ 2 5 0 °C, 0£L<H-1O~15O o C"Cfc5 0 

^Mlift^ (VI) XiZ (vii) <p@gu l«©;@iS, KJtSjW^^J; 

^ (la) 




R— W 



BfcLt; (I) «:$43t^-«ri:^-etS 0 

^Mb^ttiWfc^ofi^TK:fft>*t5o ^Tit-Mi LTii, Sfe£ N iSgg 
fbzk^ Milllglft^ m-^ppig£&#it iigl^0#tt6fi& Mx.fi 
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©i5^ittm mznTjv?i-;vm y*y-/K ~? 

?uu*$y s ^po» mWkwcM, hV^nn^uy, 1,2-^ 

, T5: MB ($k tfV^AT^ K\ N,N-^f/WA7^ F\ 
N,N— S^^T** hT^ K30 ^ (Ms Tirb^ N t^/V^/Vfr 

SJfiWfrg^ (la) 1-20^1, &&L<\%ffiO. 

4-1 O^fi, i£S&0. 1-2 O^Ju £F£L<«0. 4-1 O^i^/Bl^H 

•So 

HrfbfcmSt Ws y^ ii^m^^^^> y*^*/wj>^ ^ 
^y7>/^yl, ^^if^^/^y^, Wwn^/i^vi^ ^^77^/^ 

^tfSJBV^*b5„ rne>m^ffift«{b^ (I a) ^LTO. l~20li, 
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0£L< W:0. 5~1 O^JrCfcS.- 

sisffl^f^- 1 o°c~iti 2 5 o°c, l< nm- 5n~m i 5 oras, 

a»*sl 1 £fH~fcJ 5 0 H#^ N 0£ L < te&J 5 2 4 B3fflfl*Cjfc5o 

5£ (VIII) R 5 -L 4 

L 4 f±«»S ^n^f>^ (M, 7yi, 3** 

(VIII) £5£ (lb) 



H 

R— W— S (0)— X— Y— ok— Z— (^A) — Z' 



K^OfB^pflBil^E^^i-o ] *C&fc>£*tJ5flrfHb (lb) £rSJft£« 
r£fc«fct)ft;^ (I) **BSi-5r^«ST?'#5 0 

db) xn^(Dm.tmmm (vim xnzom. (mm&, fitm. 

JS£*5££fc«fc imfrftSo (lb) (DM.k LTte, ifflBLfcfl^tl 

(VIII) m^V^fe^xSl^Sfeiti: LTfiTA'ifr U^^i^ (^ijilft b y «7 
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mm.tvxnmx.fthv tf-^r^^m., hv^^r^^m., tert-^/w 

_ 4 T^/^Bfeft#i^i**i (f9^.(£t9M (vni) fc^/^/P&Bk *y 

^J-;v$m, ^y^y/ptv« ^y^y7Y/«, ^/tert-^/y^ 
io (vni) tast t/rsffik, ^n^yi, g&st >fy««, waft, 

s c 7 _ 1 1 ^mWitf/v^m^mMim mx-umm (vhd t 

UfitIiW^ti:©r^K (mt£m (VIII) ifc°^y-7K -r 

/K ^ry^/K sec-^/K tert-:/^/Mf) , d _ 6 TA^^i/ ($\\%_ 

20 ttV ^h^v\ /o^y, ^y^P^y, :/}>^v\ tert-y b^r 
s^S) , /ND^ygf (fJiifyyi, i» N ^ ^y, ^^y, c 

^a^^tvk n— t Fn^ytyyy^^; K^^tvK N- 1 Fa^yy^ 

-t Kn^y^yy f y ry-^^f/K i-t Ko^y-iH-2-fc°y k 
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^ tert-^b^r^) , ^n^>I^ (Mx.»V *^#) > C 

^ (dcc, wsc, dic#) , v)/vmmmfc m, ^^usi^x^k dppa n 

B0P-C1#) , DMTMM^) <D#£T£?T;bft5o -0<fc5^E> L"C{^ 
^JEWfr^ (VIII) fc*tLTte£^ (lb) 0.5-5^4, #?£L<te0.8 
0~1 5 0°C, 0^L<«-2 0~1 0 0°C^fe5 o 

fcmmmmk&m (vhd 3m db) ^Rtm^sist, gjsias 



^ (IX) 



R-W-S(0) a -M 




N— T 



c,.,7/i4^) , fcsv^mnts (Ms ^uwm* y^m, mm. ^ 
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-Vi&tfrZfaZik&Vo (lb) Uft^ft (I) ^rMjt-f-ari 

^£l*ffr3^ (IX) fc^LTfl^ (X) 0. 5~3^* N 03;L<teO. 8-2 
WfcMMte- 5 0 ~ 1 5 0°C, L < \±- 2 0 ~ 1 2 0°C-Cfe5 0 

^NpRawk-g^ (ix) x» (x) <D®a, »t«©m 

±IB#£OS*C^|v>5J^sKk#* (III), (VI) *5<ktf (X) fl, iili, 

R-W-S(O)— M — ^ G » R-W-S(O)— X— Y— L 6 ** L - R-W-S(O)— X— Y— £ 

a I V V I 5 




(IX) 



L — X — Y — L 



(XII) 



(IV) 




J , * i4J 

R-W-S(O)— X— Y-(N)— P 

(XlVb) R — L 

(VII) 



R— «— S(0>t-X— Y— (A)j-H 
(VI) 
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p 1 — A-z-0-p 2 * ao , 

„ (XVI I la) 



#3SN 



H-tio—z— 

(xvi i ib) Xr-w-s(o)-x-y-l z 



P 1 — (ll)— Z— H 
(XVII) 



L 7 -0~P 2 
(XV I a) 



L — X — Y — I 
(XXI) 



R— W— S (0)— X— Y— (I) — Z— £Tj)-P 2 



L— X— Y— A— Z— H 

(xx) L !_ X _ Y _ ( | } _ z __Qi_ p : 

(XXII) 




R— W— S(0)— M 
(IX) 



(XIX) 



R — W — S (0)— X— Y— (N)— Z— ^A^IH 



(IN) 



L — T — 

(II) L 7_ 



e 

(XVIb) 

P 3 — Z-(7)— H 
(XXIII) 



L 7 -(7)l— T 

(XXV) R 



rv 



(f!)r-Z— h 




-Z' 



(XVII) 



(XXVI) 



P 3 — Z-(7)— Z' L 3 — Z-0I— 1 



i-(fi)— z-£a) 

(V) 



(XXIV) 



(VII) 



X' — Y— L 
(XXVII) 



x- -Y-(d)— z-0— Z' 



(X) 



5 5£ (IX) R-W-S(0) a -M 

m^nnmkmnm&TF'to : vmstizfc&m ax) xnz<Dm.k. 

5£ (XIa) L 4 -X-Y-L 5 .tiftlt 5£(XIb) X' -Y-L 5 

Tm^t^fb-g^ (xia) ^tcmt^m (xib) x^b^st^^tt, 
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5£ (XI I) R-W-S(0) a -X-Y-L 5 

itt<Dm#mmtfiQMm&M'o ] -vmt>ztiz<\&® an) srjett-So 

#Kf£Wtfte* (xia) <7>M£KL 4 £gm, £fcte{fra* (xib) ©&*JsmH. 
W«Ptt^5feAfc*jrt5fli^4fc (ID Mb^ti (III) k<Dmjfo-T*$Lm&fifc&.i& 
J^^tS^^fK ££3881, R^^H^W^tfeD^rtSfti^lfe (la) <s>Bfe 

mm 

(IX) R-W-S(0) a -M 

m^wmtmmm^-to ] T^^Mt^ (ix) xf«^i:> 

^] (XHIa) 

R 5 

L— X— Y— (ill)— P 1 

(XI I la) 

tiZikkm (XHIa) Xfi^^irKJS^^rT^ ^ (XlVa) 

R 5 

R — W — S (0)— X— Y— (N)— P 1 

(XlVa) 

i^<Dm^mmtmMM*^~t 0 i xm^fi^it^m (xiva) srssit-t-So 

BUlBiS (XHIa) (XlVa) *K P 1 T^frlSfi^St LTtt, MX-fcf^ 

^■feS/;*\ 1991, — 7VK f-^X, -^—b—? (t. w. 
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Green et al. "Protective Groups in Organic Synthesis'^ John Wiley & Sons^ 
Inc. New York) ftif fc!B#<0#»£#a£tf btk iiifC^^^ (M> 

^;W#^/K ^b^rv-^^-zK tert-:/ f^V#/^~/V^) „ C 7 _ 15 T 
MJ^A^) ^ c x . t& T^JV-y^;vi^=.)V (#ij, /K ^.^i/^jv 

15 (IX) (Xlla) ^fcmt^-m (Xllb) £ ©^TI^PJ ^tLfcK^f^ 

5£ (IX) R-W-S(0) a -M 

20 iB-§-«B&iB^i^#a^ > f-o ] -^t^ns^t/ (ix) xnzvm.k, 

(xnib) 

H 

L— X— Y— (A)— P 1 
(XI I lb) 

[5*;^ fB-^^mffat^a^^-t-o ] -e^^^tbS-fb^ (xnib) xfe^o) 

M&&J&£i£Z>Z.k\z.&y)i& (XlVb) 



WO 02/06234 



PCT/JPOl/06148 



54 

H 

R— W— S (0)— X— Y— (ill)— P 1 

(XlVb) 

K'K fc&fttMbffiMSk&M-. ] •e&fr£3nZ<b&Vo (xivb) xfe^vM 
(IX) h\Y&m (Xlla) 1tft.tSft&m (Xllb) fc©£D£-CRW$^feRj©^IHW 

^ (XlVb) 

H 

R — W — S (0)— X— Y- (til)— P 1 

(XlVb) 

[5^ fB^teitufB^Iclig&^h, ] (XlVb) Xti-tO^i:, 

5£ (VIII) R 5 -L 6 

la-i-rtiWriBi^lSSr^i-o ] T&tfrZti&tt&b (vin) xf«<ai& 

£&J&£ii:5r. (XlVa) 

R 5 

R— W— S (0)— X— Y— (A)— P 1 

(XlVa) 

CsSf, m^mmtmMm^ir. J t?«*>Stt«ft:^» (xiva) 

(lb) h\Y£?m (VIII) ^©^T-mig^ttfciSiS^^Xft^tt^TS^ 
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i£ (XlVa) 

R 5 

R-W-S (0)—X—Y- (Jl)—P 1 

(XlVa) 

[5£f\ m^nm^tmMm^7jk-r 0 3 T^^ns^^ cxiva) xtt-t©^© 

r^ys^sissr^-rsrt^^t)^: (vi) 

R 5 

R— W — S (0)— X — Y — (ill)— H 

(VI) 

5 &*p s m^temmtmMM&^-t* 3 -v&t>%ti&tt&m (iv) xn^com^ 

07^7^7' 7 s 1991, VJV — 

T>Y ^^^> — 3-^ (T. W. Green et al. "Protective 

10 Groups in Organic Synthesis'^ John Wiley & Sons N Inc. New York) feiffclfB 

i£ (XII) R-W-S (0) a -X-Y-L 5 

15 C^f> IB#fiB«ISi:l^#a%^-t-o ] xmi5tiZ>4k&y>) (XII) X{«^<^. 

««^©^*^r±«M^m^S:SKIrf«^^fcJ:l?^ (iv) R-s(o) a - 

X-Y-L 2 

GSfK IB^ifllffBi:lRlE^Sr^t"o 3 T?**>£*L5fl5£fc (IV) Xf»<^£ 
20 ^at-rs^t^-e^Sc 
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it^p-^o^^^V^/^-/^^S (#l> MJxf;i/7$y, 
>f y 7 s n fcVl^^T 5 ^ t° V N, N-iM ^JVT % J t° U v>>\ ^Sfe*^" h 

5) £<D££fc:J:0fr*tfL3„ Jfefc\ RjESiffiK, RJWWK KJfcfi£, SJWIH 

5£ (IV) R-W-S(0) a -X-Y-L 2 
5^ (XVb) 

R 5 

H- (ill)— H 
(XVb) 

c^oiB-^«pnaiii#a%^i- 0 ] -vm&tizfc&b (xvb) xn^vm.* 

£j££*3^^<fc«9 5£ (VI) 

R 5 

R-W-S (0)— X— Y- (ill)— H 

(VI) 
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(iv) k\\&m (v) tcD^m^mm^titc^m^x^tiKmr^m^ 

i£ (XVIa) 



(XV I a) 

i^com^nm&tmMm^-Po ) x*m$ti%fc&w (xvia) xnwm.t, 

^ (XVII) 



P 1 — (N)— Z— H 
(XVII) 

C^^^fB^H&fBcirffflEa^-ro ] X^^fi^it-h^) (XVII) Xte^©*^ 
^tS^iia^ (XVIIIa) 



IB-^tiSiffSi^ISa^l-o ] T?**>$*t«flS^». (XVIIIa) Xf«^> 

(iv) (v) t (DRfc-emw £frTcBimm*mxittft^mTzxmz 

^ (XVIIIa) 




R 



5 




(XVIIIa) 
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b 

(XVI I la) 

(.^com^±mmtmMm^ir 0 ] xmztizfc&m ana) xn^<DM<o 

MiS^iit 5 r t ic i ^ (xvii ib) 
R 5 

H-A- b 

(XVI Mb) 

SB#ttllfirlB£l3I:iS&*H\ ] -T*mfr£ti5fc&® (XVIIIb) Xte^rtf) 

(xiva) ©MiKJSt*E^ £ ntc&mm*mxte^ti\-mirz>jjmz x<>xn 

(xvnib) 
R 5 

H-(fi)— z— Qi-p 2 

(XVIIIb) 

i^com^itmBtmMm^-to vx*m&tiz>4k&m (xvnib) xw^is: 

5£ (IV) R-W-S(0) a -X-Y-L 2 <DfB-i§-ftj!ufB£ mMM*^* ) X*miSfl 

(iv) x\tt<DM.*mzis^z>z.b\z.&*)& t (xix) 



R 

R— W— S (0)— X— Y— A— Z— Q|- 



(XIX) 
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Kfu m^mmtmrnm^i-. ] ^t^ns^i^ (xix) xtt-t©* 
(iv) hft&m w ^©^T-mK^nfci^^^xfi^^^^^^ 

^ (XVIa) 

v2 




(XVIa) 

i^om^-nmmtmMm^-to ) -n&zfiztt&m (xvia) xf«^^, 

5£ (XX) 

R 6 

b 



L— X— Y— (N)r — Z — H 



(XX) 

tt*omwteim>bmmm*7F*fo ) x-mztizfc&m (xx) yj&^con&m. 

mt^rZ>Z.k\Z.&X)& t (XXII) 

R 5 



L— X— Y- db— Z-^AJJ-P 2 

(XXII) 

C5£>k ia^H&lB^l^#a^^t-o ) -e^^^ttsib^ (xxn) xfe^^m. 

(xvia) irfb^t/ (xvii) tfDE^xmm^tif^m^wmx^iiKm-r?)^ 
mc£oxnt>ti& a 
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5£ (XVI I lb) 



(A>— z-Qm 



FT 

H— (ill)— Z- 

(XVI I lb) 

&&*<D%ffirteWiBbmM&&7Flr a ] T^^nsfb^ (xvnib) Xf«<^i£ 
t s 5£ (xxi) l 4 -x-y-l 2 C^olB^BufBirPEa^^i-o ] -vmZfrZ 
ik&m (xxi) Xf**©££^§** 53; (xxii) 

R 6 

(XXII) 



L 4 — X — Y — (N)r — Z 




[5£^ IB-^ttt!j|Bi:PI#a^-rc ] -Z&fr&tiZfc&yo (XXII) Xfi^rCQit 
(iv) Hfc-a^i (v) t^^T^$tbfc^^#Xf»tt^i|l-rs^^ 

^ (XXII) 

R 5 



L— X— Y— (li)r-Z— TmI-P 




(XXII) 

iB#^mnB^ii#a^i-o ] *c**>$tt«'fb'&« (xxii) xnz^m 
k* & (ix) R-w-s(o) a -M tt*<Dm%-tewmkmM$£&^-ta 3 -e^^ti 
(IX) 5* (XIX) 
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R— W— S(0)— X— Y— (N)— Z— (T^l-P 5 

(XIX) 



[5£^k m^mmtmMm^i-o 3 -v$tt>ztizft&m (xix) xf«<z>i£ 
ex) t^tj (x) t<DEmx*mwzfrtz&mm^xtezti\zmi'5%mz. 

5£ (XIX) 



R — W — S (0)— X — Y — (N) 




(XIX) 



Ktf, m^mmtmMm^i- 0 ] -e^^ns^-a^ (xix) xjw^o 

aiArta^JS^O^SIfiSrK^-rSiitlJiJ:!?^: (ill) 



R k 



R— W— S (0)— X— Y— 00— Z— ^A^IH 

(III) 



(xiva) (Dm^m^x-mm^tc^m^xn^H^mi^^mK^xn 
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5£ (II) 

L'-Z' 

(II) 

Srst (XXIII) 

^AJJ— H 
(XXI I I) 

>\ tert-^b^r^) Sfctt^^^^&^U ftfe©|B-^^B«IB i: Pit 

a^-To 3 -e^^^^^t) (xxiii) x^^^JS^-^a-ir^J:^^: 

(XXIV) 





(XX I V) 

tt*p(om%rteffimtmMm*7F'fo ] -c^nste-a* (xxiv) x^^ssr 
(id (in) t (D^x^um^nfc^mm^mxn^n\-m-r^m 



5£ (XXIV) 
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A N — T 



(XX I V) 



t^tK m^mmtmMm^i-o ) xmztizfc&m uxiv) xf»<Di&<D 

f£^£P 3 £J»£L 3 ^mi-5r.^J:i9^ (vii) 



(XII) a> (IV) ^W^m^T^B^ $ tbfcS^##Xf«tt^W 

5£ (II) 



C^^^IB^B&fBilRl^a^i-o ] •V%t£tlZi\&® (III) 
i&£5£ (XVIb) 




(VII) 



L— T 
(ID 




A N— H 



(XVIb) 



i^(ow^\-mmtwmM^ir 0 j •c^^ns^-a^ (xvib) 

Kii&^^srtjcit)^: (xxv) 
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L 7 -Ql— I 
(XXV) 

i^m^-m^knmM^-t. ] t-i^sM axv) xit^^u^ 
(id ttt&m an) t (DRmxmm^titcEmm^mxn^ti\z.mir^m 



5£ (XXV) 




(XXV) 



te*<Dfc%-nm&kmMm&7jrto ] ^^^5^ (XXV) Xi«*lb£> 

(xvii) 
.5 



R 



P 1 — (N)— Z — H 
(XVI I) 

&$<Dft&fcimkfflMm&7Ffo ] T*£^<5-ft^ (XVII) Xtt-€:©4S[«r 
£CJ&£^5~ <H'£i9^ (XXVI) 




WO 02/06234 



PCT/JPOl/06148 



65 



tt*<Dm^nmmtm®M*^i-o ] i&tzin&tt&m (xxvd x^^sr 

(XVIa) (XVII) t^^T^$^fca^^##X{»tt^^-fS^ 

^ (XXVI) 



[^■K fs-^ttpffSiiRi#«^^i- 0 ] -t^frSft;^ (xxvi) xn^(om(D 



(xiva) <Dmm&m-?mw £ ^^^wx^ti^^p-f 5#&t- £ ^xn 

* (v) 



R 



.5 




(XXV I ) 




(V) 
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^ (xxvii) x'-y-l 2 {^(Dm^tmmtmMM^'to ] x^^ns^ 

ft (XXVII) Xtt-fc©&&KJfc$*S£-i:teJ;9a; (X) 



(IV) Ht^J (V) ^O^^K$nVcSliS^{WXtt^^2p-fS^fc 
JL&©$S3£#i£ A i^V^LZ ^^oV^TfflV^b ft ^JDsl*^-^ (II) ft, 0ijx.ffx 

10 - y-r^^-^f-, "if ^-;xby- ^ ^of^^l^ 

S^X 14 /^—b 2" 19613s -f ^7'!)r^^ 
■^"y^^ ^arH*- ^ (A. Weissberger, "The Chemistry of Heterocyclic 
Compounds. 14 Part 2", 1961, Interscience Publishiers, Inc. , New York) 

&fcf±^-. !7^x^-;*f-, is-.^Ay-, "if ^*b]J- ^ 

15 7* ^70f^^Jy^ UV^WX. 14 h 2" 1974^-^3^ 

!>-ry— if^X\ -Y^;5\ 3— ^ (A. Weissberger, E. C. 

Taylor, "The Chemistry of Heterocyclic Compounds. 14 Part 2", 1974, John 
Wiley & Sons, New York) mK-W&<r>ffls& fc{»ftCT ZttfeK <fc o XM^ 

i~5^i:^-e#5 0 ffi^MWb^ (viii) , (ix) , (xia) N (xib) > 




(X) 
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(XI I la) , (XHIb) , (XVb) , (XVII) , (XX) N (XXI) j8,fctf (XXIII) 

ctv^ (I) "efflv^fci^5^fi^:l^fi|J&t03^eif^^ffc^^So 

©issr/^Cj _ 6 ^Tvmis (2) ^mv^m^T/^ (mz-tt^v 

3ri/])>m^XT/K ^7x/^r^!Jyix7T;l/f) „ (3) p-xfn7i 
n/^^x/K (4) 2,4-^fn7x^x^7/K (5) %/T J ^ f^As 
j^tvk (6)^^pp7i=;^t;K (7) N-t Kn^W^- 
^>;K^f/K (8) N-tKn^7W;Kx^7/K (9) 1-fc 
Kn dr^yy f U T/^x7f/K (10) 

y/MJTy^x^f/K (11) 1-t Kn^- lH-2-t°y Ki^* 

tvk (12) imx.it, ^mmmm^^r-MtM^ c^k© 

(iii^ f^r^ ^n^>^ -TV^n^^ r/h^ tert- 

-fh^-^m . («*.ff7y*, mm. ^mm) , c, _ 6 ta** 

(Mifi^^ft> x-f-Af'^ 7nt>ft, 7fAsf-*m ^xm 

teZilX^Xh^l t<D^^7-/V [Ms 2-t°}) it^st^/U^XT/K 2- 
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r/m?-/^ (^x.ff^f;K ^^/K y^tvK yyyptvK y*fVK yyy^- 

^h*is, ya/K^rv-, ^yrn^V, ^h^ri^ tert-y* h^V^) N 

^yjB^ mmtyym, mm, $mm , **y, f-^y, c x _ 6 
/i^*- (M^f^y^^> ^nwt, y*^/^^-#) 

3-(6-^ n ^7 -2-t7f ^) ^M^/n t°tyt, ^(D^^/K 75 K 

vsw ^ ^7 y^Mmmtom&mmfcm > c x _. 6 «^#/i^v 

/w* y^l^liTk^ ($JxJiy ^y^/i^y^, ^#y*/i^y^ ^y-tfy 

;U£tettk «s ^iis PimiK *7^^p^h^77^, »p-7 
ffc^ (I) ©ffiteu mg&<£&<D^fc:1£v\ Mx.mt&m (I) ^^r« 
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x.&, >mmm, muwmifn&fc, mimm&m, xn/^^x 

15 m^mm^mm, r/vy^^-m, -wm^ (tia) , m&m^, 

immmwMm. Mm^mmm, >mwm&mm, >bmmm<D^mm • 
20 mmm) mnmrr^ w m -mmrnm^ a ym^itwnmm 
mm-. 

ffismmm (sirs) xf«&^iit^st5Wi.fp i ii@iEiii 

(Die) N 5oiLtt«H4W^ 
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£ ^ y =3 -/^<^fi^fr t om&m^ *° y ^ y * a -/Hjgj^^fvv 

20 ^miBfrr &Rfcjfc£*c, ^^M^-r^i^^^ij^?^*5v^T 
miv^^sm^ s§£&k jftmu mmk iwm. mwt 
m&m*&&, mmsGzitxwttzzb&'zszo 

25 ik^iJs mim^^^xmttz^k^x^^o tut. 
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mmvwtvxix %w, y*Kvm tmasaa mm, muM*^* 

W&M<DM t tTfi> 5 fc^ 110 M^/oXVT'V© D 1 0 L 2 0 S . 

Wm&8&A<Dtok LTtfu 7 * y HJ-)^ ztf y y/w<- h 8 o , y 

%im<omi: Lxn, 7 7tT^ h7^>h, if7^-^ /Kyy^-b 

)»^lf^*5v^Tii^v^b^^5^^K mmu &jm. & 

20 mmmzmm, mMMMtrzz. touts 

it&m (i) xr4^©^3^r^s«iwo«3«tt^ ^m^mmx^^ 

25 A (#m**J6 0kg) i0S!)©^ifit^ tffc^fc (I) Xf*t©£) i: 
l/T^JlftV^l 0 0 Omg N ^*b<e*5|3J&V^U3 OOmg, £b0£b<te$\! 
1 0&V^L2 0 OragTfctK r.ft£>£ 1 HI^fc« 2 ftV^ L 3 HH^tf TSUI'S 
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9 ft) 0 . Olmg lOOmg, 0£ L < 0 . 0 1 ~^ 5 0 m g „ =£ <9 
L < 0 . 0 1 2 0 m g £f»£#t^ £ 5 3 ©j&WHte^fcSo 

mtmti^x^ 'mmsm<Dm\ fcrmmu &\H&mk m&mt m 
mmtmtni£&'£&fi. ^itimmmtLx^ ^^yf7t^g^^ 

(i) x«^^^^^7Kt«^b<»r««^ mm-&ftf±%fc't%z 
^aotii^So aitffl^Tktt^i LTf^a^Tk, r/K^tt^e^ffi 

p a— AO N ^^^-vf4#®^»J (M&tftfy V/W<— h 8 0, HCO-5 
ll»J (Mx.fi, yvftBHWR, S»^y?A8»»Q , &Bifc£iJ (ft 

^7^x?^>m<DHMG-c oAMTummmmmm , tg®t 

£ (M, ^7^7-K4) , AI (#|> ^V-Tf"^^ i/ls** 
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^ttfeW©*7A^ia-r h?974~- fc*5tt£^tHteTLC (Thin Layer C 
hroraatography, if^PV h^77^fH £3M^Tl-fT&;frtlfco TLC 
ffi&fc&V^Tf^ TLC/^hiU^/^ (Merck) ?ii©6 0F2 5 4| 

-x^m^i: i.xm^biitz.mM*. mmmt^xvv^mm^mmLtz. 0 * 

7A|^!j^ ^/Willl C<*/l'? #M(D-*—1i7VSf/V 60 (7 0^12 3 0^ 
r>^) ^fcf±#— ^/U^/U6 0 (2 3 0^14 0 0^^) Sr/Bl^fc # 
7 A/Bi&Ktt v" P # ^VH3^±^ V i/Tfc¥#M<Dm£&i/ U^NH-DMIO 
2 0 (1 0 0^V>12 0 0^7^) %m^tz. 0 NMR^^^'b^^rt^Xt^ 
W>m^t Ltr h7^^/^7^^V^T^y T ^Gemini 2 0 0M£fcte3 0 

"C^Ut, I h/HillFTZR-8 2 0 OW.*^? h^^—^—XM 



s 


: %/>^y^y h (singlet) 


d 


: #-?Vy h (doublet) 


t 


: b (triplet) 


q 


: ^ y/l^'T - $/ h (quartet) 


dd 


: p-flsy V (double doublet) 


ra 


: -^vl^-TVy b (raultiplet) 


br 


: -fn-- K (broad) 


brs 


:!7*tt— K ^Vyh (broad singlet) 


J 


: ^ V~f y ) y^l&k (coupling constant) 
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W S C : 7M8tfefr,M? *M % K 
THF :xh7tKn77^ 
DMF : v^^vt^/l^T^ K 
DMSO : ^^)Vy,jV^%/Y 
5 HOBt : 1-t Kndf$/^^X>Ury— A> 

3-[(6-^ P P-2-t7fA>) ^/M^/l/j-N-^ ^-/W-N-[[l-(4-tf P SW-4-fcV<y 
10 la) N-y ^vwi-U-fcfy K'^V ^^-4-^7/UT^^f-^ K 

i-(4-t: 0 y vW) tr^y ^y-4-*/^yi(i. 03 g ) tm.it^=-/^(e mi) <z>m 

£^&30#K3ggf6& x »EE»»Lfc. afiS*SrTHF(50 ml)fcrtA«U 

5 ^^(0. 41 g) i h y ai^r 5^(3. 1 ml) ^*Px.fc 0 £C*M&^rC*14B# 

re^#^if^ 0 tt«*B&5:fcU 5»&«EE*lfc a»***7^»K(i»3Ett 

15 V1J g^^f^/V = 5/1) N @^cc^/V-7« * / -/t^bl? 

IS#bTjB8Bft:'e*S:*»6ia#:(0.70 g, 64%) i: LT#fc 0 NMR (CDC1 3 ) 5: 
1.69-2.05 (4H, in), 2. 26-2. 39 (1H, ra), 2.83 (3H, d, J = 4.4), 2.82-2.96 
(3H, m), 3.92 (2H, dm, J = 13.2), 5.66 (1H, br s), 6.66 (2H, d, J = 6. 1), 
8.25 (2H, d, J = 6. 1). 

20 lb) 4- [4- Qt£ 22kZ £sj£±z ^ V 

7mikT^%^VJ>> y f-^A(LAH) (0. 13 g) <£THF(12 ml) ft kmWL^Wblb) 
T#fcN-7< f/H- (4- tf V $W y v^^-4-^/^^-y- 5 K (0. 50 g) 

r;vd[y^m%y. 5mmmmi>tc 0 msmzMo. 54 mi) temmit-r hvv 
j**mm(o.o7 mD&mz-fr, tt»^^u hm^wmm, nmm**? 

25 J^mU^y V # £VK g^^^/U/^ * y -yu = 20/1) m s Si6if;w^ ^ / - 

/^^^^LTMlB^^^H^^(0.29 g, 62%)£LT#7fc„ NMR 
(CDCI3) 6: 1.18-1.38 (2H, m), 1.66-1.75 (1H, m), 1.78-1.86 (2H, m), 
2.45 (3H, s), 2.49 (2H, d, J = 6.6), 2.84 (2H, dt, J = 2. 4 and 12.8), 
3.89 (2H, dm, J = 12.8), 6.65 (2H, d, J = 6.6), 8.24 (2H, d, J = 6.6). 
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lc) PPt7^ ]/^-2-^;Vvfr=-;\s 

u>-2-x/i/ftym(u. 6 g) <£>tR (200 ml) tt faWMir^&Stt- Y 
g)$r*Hl?L # kftfc^&ftjft bfc 0 ?1MK43 ml) < <9An 
X., 5lttt#lEfl»J- h 9 £A(16.6 g)©7k^(100 ml) ^5°COT^30^it 

tiTLfeo s^^o-5 o c-eiB#r B i^t*«Yc^ mm&ifcWM*6&vtc 0 # 

fcSffc&Tk^ Lfdfrffc^— M (23. 8 g) <D28jWk (100 ml) %MX« 1 B#53, 

$bfc60 c CT?30#ra#>££"tffco ^»0 o CW*Pff, 50%7K^^y ?A(50 
g)7K^-CpHl-2(^M bfc 0 #Tffi#j£35U 8&7k(jfa200 ml)fc#A,MLfc 0 50% 

#^tt^@#:^35m{b:y v(74 g )i it ^ioo-i io°c^40^nmtfe o gmz 

/PA/^^rf-^ = 1/3) LT, MfB^#/(12. 1 g, 23%)£#fc 0 NMR (CDMC1 3 ) 
5 : 7.66 (1H, dd, J = 2. 1 and 8.7), 7.97-8.07 (4H, m), 8. 59 (1H, s). 
Id) 6-^ P )Vtl /hf7^^y 

LAH(7. 07 g) <7}THF(130 ml) If ZvmWl^MlfcMlc) T?#fcit^6-^ PPt7^ 1/ 
^-2-^/^^(20.2 g)©THF(130 ml)^^at^TMTL/c^, ^bfcUBfll 
5iSfs£r^ttfc 0 SJS?R^^^K50 ml)&$ffiT\ f^T2Ni£H(360 ml) %M 

^15^^(13. 1 g, 88%)^#fc 0 NMR (CDC1 3 ) 8 : 3.60 (1H, s), 7.34-7.48 
(2H, m), 7.61 (1H, s), 7.66 (1H, s), 7.68-7.81 (2H, m). 
le) 3-(6-^ P U -2-1-7 J- JV) J- Jrfu t 0 #ym 

HiiMld)T?#fc6-^ P P -2-^^77^ h *T 7$ U>(0. 20 g) h lNTKSfeft^ b 9 
!7A(1. 1 ml)CD^^y-/^(l5 ml)^— 3-^P^-^P t^V^^ ^/U(0. 12 ml) 

^MkMm^vmm^^tzM, intrh^ v v pjujmm(2.2 mi)&ii#pL 

T22Npra3Smbfe 0 £^&»JE}ft!|§U aW^^TTKT^, 1N^-CSH4^L 
fc 0 M^£6^U v-y^<7 s /^7A^«fc!93ttMU-CMIB^%(0.14 g, 
52%)£#fc 0 NMR (CDCI3 ) 8 : 2.72 (2H, t, J = 7.3), 3.26 (2H, t, J = 
7.3), 7.40-7.49 (2H, m), 7.65-7.72 (2H, m), 7.77-7.80 (2H, m). 
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if) 3- (6-^ n TsAsib—tv-fv ^Jr^W. 

Affile) T#fe:3- (6-^ P n-2-t7f;V) fc°^^(0. 14 g)CQ^ ^/ 

—71^(10 ml)?^^ ^ P PilgoM^CmCPBA) (0. 20 g) ^Anx^-C5B#^^> 

-^(0.11 g, 69%)Sr#fc 0 NMR (CDC1 3 + two drops of DMS0-d 6 ) 5 : 2.67 
(2H, t, J = 7.7), 3.51 (2H, t, J = 7.7), 7.85 (1H, dd, J = 1.9 and 8.7), 
7.86-8.01 (4H, m), 8.46 (1H, s). 

lg) 3-[(Hpp -2-7- 7 ±M X ^ ~M -N- * f;Ht- [ [ 1- (4- fcf y vvV) -4- 

^Mif)~e#fci3-(6-^ n p -2--f y =f-)V) ^ jv-fc ~/vy p tr^-^(o. 11 g) £ 

JEffc^-^/Kl iri)©$B^&30#IHSBlE8U ^J±lt^Lfc 0 a©t/£THF(3 
ml) U ^»!llb) ^#fc4-[4-(N-7* 7vl>T 5 7 ) * *T>V\£^ V *?M fcf U v> 

>(76 mg) t h y^/PT^^(56 ml)<DTHF(2 ml) *.#}T&Mx.tl 0 

tt^sa-e3Npra^#*«fc^ abasias u m^&fi&*fcfe&*-e*m> thft* 

T#fc 0 NMR (CDC1 3 ) 6 : 1.15-1.35 (2H, m), 1.62-1.90 (3H, m), 2.71-2.93 
(4H, m), 3.04 (3H, s, Me), 3.18-3.24 (2H, m), 3.57 (2H, t, J = 7.5), 
3.80-3.93 (2H, m), 6.60-6.67 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8.8), 
7.94-7.97 (4H, m), 8.21-8.29 (2H, m), 8.48 (1H, s). IR (KBr) : 1640, 1597, 
1310, 1148, 1127 cm -1 . 
jcmftffim C 2 5 H 2 8 N 3 0 3 SCI t LT 
ft^it (%) :C, 61.78 ; H, 5. 81; N, 8.65 
mWM (%) : C, 61.63; H, 6.09; N, 8.59 

N-[2-[(6-^ p u-2-1~y^/v) ^^-fo-M^M-K- * ?vw-(4-tf U 

¥di!L¥Z&k2$z£^ If 

2a) 2- (6- ^ p p -2-~r y *£M £ y rzzk 
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mmmid) xm^-v p p -2-^ -7 h -r? ? ^ > (0. 14 g ) t intr®^ b y 

!>A(0.84 ml)<^^^y— /KlO ml)^^2-^n^^y-/k(0.60 ml) ttlx. 

^T2Htr H ^^^iffc 0 gj$;i^ij±iiL, aw»zkT#^tfc 0 ttBi 

fcitife&^BU ffe^LT®f3fl^5(163 mg, 98%)£#fc 0 NMR (CDC1 3 ) 8 : 
2.02 (1H, t, J = 6.2), 3.22 (2H, t, J = 6.0), 3.80 (2H, q-like, J = 6.0), 
7.39-7.51 (2H, ra), 7.66-7.70 (2H, m), 7.77-7.79 (2H, m). 
2b) 2-(6-^ P P-2-^-^^/^)^/^^/l^rc^7— yix 

^#!j2a)Tl#fc2-(6-^ P u-1-*t7^}V) f-frx-f J -7^(160 mg)(D* $ J — 
/K5 ml)-THF(10 ml) ^^Tk^TmCPBA (0. 28 g) ^Px.^T?30#f H ^^ ^if fd 

•fifiU, MfBfcl^£$§&@&(0. 15 g, 82%) LT#fc 0 NMR (CDC1 3 ) 6 : 
2.71 (1H, t, J = 6.5), 3.43 (2H, t, J = 5.4), 4.50 (2H, q-like, J = 5.4), 
7.61 (1H, dd, J = 2.1 and 8.7), 7.89-7.99 (4H, m), 8. 50 (1H, s). 
2c) 6-^ g P-2-(2-^ P P 3L=f-;V)7,;Vfo=^;yf-y $ 

^M2b) Tl#fc2-(6-^ p a-2-t7f/k) *;ViSs^;V^# / — ;U(0. 15 g) s ^ 
^^-/KO. 16 ml) ^DMF(«ft)(D^PP*^(3 ml)?^&3B#|f it^Lfc 

m> iSffitifL/t, aflj^^ y^p tv^— r/uT^^ur, Mtatei^ 

(0.14 g, 90°/ 0 )&#fc o NMR (CDC1 3 ) 6 : 3.57-3.64 (2H, m), 3.76-3.84 (2H, 
m), 7.61 (1H, dd, J = 1. 9 and 8.9), 7.92-7.98 (4H, m), 8.48 (1H, s) . 
2d) N-[2-[(6-^ P P-2-^7f-7^-)^7^^/^]^/k1-N-^^/Wl-(4-t:°P P 

MMMla) TlffeN-^ (4- fc° y fc°^ V *? >-4-#/^>f- 5 K (1 10 

mg) 69DMF (2 ml) ^^k^T** faf" h P £A(60%« ; 22 mg)^P^ N SfflT 
18#IWa># t.^tzM, »M2c) -C#fc6-^ P P-2-(2-^ P0X^) ^/Ix^^/U 

•^-^^1/^(144 m g )^o°cT^px., mm^mm*% Efcrnzmfrmmu 
m^m^mm^^ v * v/m ? &x*mm Lxmmk-&m%mn&M&B (4. 9 m g , 

2%)£LT#fc 0 NMR (CDCI3) S : 1.71-1.82 (4H, m), 2.58-2.73 (1H, m), 
2.80-2.94 (2H, m), 3.22 (3H, s, NMe), 3.47 (2H, t, J = 6. 5), 3.79 (2H, t, 
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J = 6.5), 3.88 (2H, dm, J = 13.2), 6.64 (2H, d, J = 6.5), 7.59 (1H, dd, 
J = 2.0 and 8.8), 7.90-7.97 (4H, m), 8.25 (2H, d, J = 6.5), 8.46 (1H, s). 
jtmfttfT C 2 4 H 2 6 N 3 0 3 SCI • 0. 7H 2 0 1 LX 
fh&#[ (%) ; C, 59.48; H, 5.70; N, 8.67 
5 ^MiM (%) ; C, 59.47; H, 5.68; N, 8.53 

N-[3-(6-^ PP-2-t7f/V)WP \f/U]-N-^^-JV-l-(4r^V^/U)-4r\^^<V 

ij^Mik^±l if 

3a) N-[3-(6-^ PP-2-t7f/k)ftyp t:VH-N-^ gVl^Avj § ^tert-^ 
gyp 

^»!jld) T#f*6-^ n n -2-^ /l^ 7" h ^ 1/ V (0. 58 g) (D * ? J 
(50ml) n^Wm^W V V 7 A ^ h ^ / (O. 87g) &to7Ltc%k s 

N-(3-^nn^n t°/P)-N-^^-7^/W^5;^tert-^/^(Vedejs, E. , Stults, 
S. , J. Org. Chem. , 1988, 53, 2226) (0. 75 g) ^fJ^40°CT 1 OBf biC 6 

MbTMfB^^^Mfeyffi^tld.O g, 91%)£LT#fc„ NMR(CDC1 3 ) 6 : 
1. 45 (9H, s), 1.89 (2H, tt, J = 6. 9 and 7. 3), 2.84 (3H, s), 3.01 (2H, t, 
J = 7.3), 3.37 (2H, t, J = 6.9), 7.35-7.46 (2H, m), 7.64 (1H, s), 7.69 
(2H, s), 7.77 (1H, d, J = 2.0). 

3b) N-[3-(6-^ P P-2-t7f/l/)WP EV^-N-^/Wl- (4-t:^^)-4- 

mMMSa) T*#fcN-[3- (6-^ P t:Vk]-N-^ 
5 V^tert-7^7W(0. 5 g)(D h^y(l0 Bl)j8JRfc N f> JJ 7/P^n^(2 ml) 

gt/Klv^PP^^teO ml)£ MJ^vKT^V(4 mD^Px.^, l-(4-t: o y 
^H-tX7v?y^/i,^n!J KJggfcit (0. 26 g) ^Px.l50#K^^MYc o 

fejcfiiti^h!; i7A-e^;ML7t 0 Moduli, »&t»>!J^W7 



10 



15 



20 
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^-vmm&s mm^^/^-T/ux v \,xmm&m (36m g , 19%) 

fc 0 NMR (CDC1 3 ) 6 : 1.58-2.10 (5H, m), 2.59-3.10 (9H, m), 3.53 (2H, t, 
J = 7.5), 3.70-4.00 (2H, m), 6.55-6.70 (2H, m), 7.35-7.50 (2H, m), 7.60- 
7.80 (4H, m), 8.25 (2H, d, J = 6. 2). 
Tum^mm C 25 H 28 ClN 3 0Si:LT 
ffWiU (%) : C, 66.13; H, 6.14; N, 9.19 
(%) : C, 65.99; H, 6. 14; N, 9. 19 



HJ&M4 

10 N- [3- (6-? p p A ^/K7°p fc7H-N-^ f;Wl- (4- ET V 2M - 

4-fc°^y^^/^>f-^ K 

MMM3b) T?#fcN-[3-(6-^ n n-l-^y^tv) ^y°n fcM-N-T* f-/Wl-(4- 
tf y v7k) -4- U v>^# /l-^f- 5 K (90 mg) (D * ? / (10 ml) ^^tK^ 
TlN-^(0.5 ml) *Mx.tzM, mCPBA(38 mg) &An;tlfi#|?^#^?fc: 0 

mZ&Vs&te&fflftMfcteO rag, 47%) t LT#7t 0 NMR (CDC1 3 ) 6 : 1.60-2.25 
(6H, m), 2.60-3.05 (5H, m), 3.08 (3H, s), 3.40-3.65 (2H, m), 3.75-4.00 
(2H, m), 6.65 (2H, d, J = 6.6), 7.50-7.65 (2H, ra), 7.80-7.98 (3H, m), 
8. 15 (1H, s), 8.2 (2H, d, J = 6. 6). 
20 ##fif C 25 H 28 C1N 3 0 2 S • 0. 75H 2 0 1 LT 

fH¥g[ (%) : C, 62.10; H, 6.15; N, 8.69 
MWM (%) : C, 62.36; H, 6.08; N, 8.54 

N-[3- (6-^ P X/Ufc^;ls7°u fc°/l^]-N-^ ^-1- (4-fc° V v7l^)-4- 

25 fcV< U ^ V^7/^^>jj- ^ K 

5a) N-[3-(6-^ PP-2-t7f/V) ^7V/^^-;^7°P tVk]-N-^ ^VV;ft;W^ 
tert-7*fv^ 

^»!j3a) -C#fcN-[3-(6-^ P Wn t°/l^]-N-^ f-JUft/W* 

* >-^tert-^/K0. 5 g) <£>fj»c^/K50 ml) ^femCPBA (0. 52 g) ^ 
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mm^>H%--D &1®M&&4k&ft^mfc4k-&®l&m&3&&(0.37 g, 69%) t L 
T#fc„ NMR (CDC1 3 ) 5 : 1.39 (9H, s), 1.90-2.08 (2H, m), 2.80 (3H, s), 
3.10-3.22 (2H, in), 3.31 (2H, t, J = 6.8), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.00 (4H, ra), 8.47 (1H, s). IR (KBr) : 1694, 1395, 1312, 1146, 1132 

cm - * 

5b) N-[3-(6-^ p p -2-j-yf-M x/U7fr=./uyt2 b:°/k]-N-7<^-/V-l-(4-b°y i? 

^M5a) ~e#fcN-[3- (6-^ p n-2--ry^;V) ^;V^j\yy°u fcVV]-N-^ *f-;\> 
%;w^ ^mert-zf^Mo. 33 g)^&HJIM3b) £1^3: LTMSBtei^7&M& 
i)*@^:(58 mg, 14%) h LT#fc 0 NMR (CDC1 3 ) 5 : 1.70-2.20 (5H, m), 
2.60-3.00 (4H, m), 3.09 (3H, s), 3.09-3.22 (2H, m), 3.40-3.65 (2H, m), 
3.80-4.00 (2H, ra), 6.65 (2H, d, J = 6.6), 7.55-7.68 (1H, m), 7.82-8.00 
(4H, m), 8.24 (2H, d, J = 6.6), 8.46 (1H, s). 
JtmftmW. C 25 H 28 C1N 3 0 3 S • 0. 1H 2 0 1 LX 
ffW-ife (%) : C, 61.55; H, 5.83; N, 8.61 
HiifC (%) : C, 61.29; H, 5.85; N, 8.54 



N-[2-[(6-^ P v-2-1ry^-;V)3-jr~\^/V-K-^ ^-l-(4-b o y yVk) -4- y 

6a) N- (2-7* n %;W* X ^tert-^/V 

2-7 r P^^^T5:>'^7k^(4. 1 g)<£>7k(25 ml) tTt h^MJ^(25 
ml)^^2N7k^^ h V *>&7kmm(25 ml)*5<fcO*-^ ^-tert-^/K4. 8 

g) SrJpx.i5^^^m^o ^^^^baw^^7K%Anx.r^^^r*tt 

*A"T?Sfc&Lfc 0 ttttl^iiHbTMfB^^^^?fi^(3.8 g, 85%)i:LT 
#fc 0 NMR (CDC1 3 ) 5 : 1.46 (9H, s), 3.40-3.60 (4H, ra), 4.98 (1H, bs). 
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6b) N-[2-(6-^ P u-2-j-y ^^^^r^M^l % ^tert-^/P 

H»j6a) "C^fcN- (2-^ P *^;V) j])VA % ^mert-y^;V{Q. 18 g)/^H 
»ij3a) fcPIfilfcbTmMfc^ft^#lfete*(0.12 g, 69%) £ LT#fc 0 NMR 
(CDClj) 6 : 1.43 (9H, s), 3.15 (2H, t, J = 6.4), 3.30-3.45 (2H, m), 
4.90 (1H, bs), 7.36-7.52 (2H, m), 7.62-7.80 (4H, m). 

6c) N-[2-(6-^ P P^-^^/^^^^yl/l-N-^ gvU^/UA^ VHtert-T^ 
TV 

I*l»ij6b) -C#fcN-[2- (6-^ P P-2-^7^/V) f-^f-A^] * ^tert- 

T^MO. 12 g) CODMF (5 ml)*JR|C**^ h U A(60%ftgf£ ; 0. 17 g) 
fi'Cll^ra^tS'tffco oVv? % iMb^MO. 15 g)^Pxl5B#^^#i®«Yc 0 

©ni-e»Lfem, ^Tkw^hy ^A-e^MLfc ^mmwmu i/v#y 
^%7^mmLxmmk&^&M&mvt!&(o.o8 g , 64%)^ux#fc 0 nmr . 

(CDC1 3 ) 6 : 1.42 (9H, s), 2.89 (3H, s), 3.06 (2H, t, J = 7.0), 3.38 (2H, 
t, J = 7.2), 7.36-7.52 (2H, m), 7.62-7.82 (4H, m). 

6d) N-[2-(6-^ p P-2-j-7^)^-^^]-N-p<^-l-(4-fc°y v7V)-4-tf 

HifeM6c) *e#fcN-[2- (6-^ P P-2-^-^^/P) ^^^/V]-N-^ ^yl^/l** 5 
i/^tert-^/V-CO. 19 g)Oh/Vxy(5 ml)^^ h P 7/^/1^^(1 ml) 

M^f-W(20 ml) Srj&P&^-f yfxx\f;v^jvr%v^.^l ml) SrJP^tfcft; 
l-(4-t°y ^/V) -4-^7^^*/^ n!) K4t&t£(0.21 g)£2)P;Ll50# 

g, 95%) £ LT#fc 0 NMR (CDC1 3 ) 6 : 1.44-2.00 (5H, m), 2.15-2.40 (1H, m), 
2.58-2.98 (3H, m), 3.05-3.30 (4H, m), 3.45-3.98 (3H, m), 6.45-6.65 (2H, 
ra), 7.35-7.55 (2H, ra), 7.62-7.88 (4H, m), 8.23 (2H, d, J = 5.2). 
7£Mft%x\U C 24 H 26 C1N 3 0S • 0. 51^0 h L X 
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ff-Jf{@; (%) :C } 64.20; H, 6.06; N, 9.36 
MMM (%) : C, 64.34; H, 6.04; N, 9.26 

N- [4- (6-^ P P -2-1- 7 f-M ZiJkME^k^±M -I" (4- b° V -4- 

7a) 4-b KP^r^f/^/P/^yj ter^v/gvP 
4-T 5 J / —M2. 7 g) (DTir h - b V JV (30 ml)^^2N7K^^ b 

(6.7 g )«ruc 0 ^iatcML3^*^?i^^, mjee«jr§, g^^^/v-ett 

NMR (CDC1 3 ) 5 : 1.44 (9H, m), 1.5-1.68 (4H, m), 3.10-3.22 (2H, m), 
3.62-3.74 (2H, ra). 

7b) 4-^p^^/^^7/W^^ ^tert-^/k 
^0!l7a)Tl#fc4-fc Kn^^^f/^/^^yi tert-^/Kl. 89 g)*3j: 

t^hy 7^-/^^^^>-(3. 15 g)<D^b^^-v^(2o miymm^m^tiKm(5 
£vmmLxmmfc&m%M&mvt%i(i.76 g , 70%) t Lxm- a nmr (cdci 3 ) 

6 : 1.46 (9H, s), 1.50-2.00 (4H, m), 3.08-3.12 (2H, m), 3.43 (2H, t, J 
= 6.6). 

7c) N-[4-(6-^ PP-2-t7f/^) * l/BXert-^J-JV 

mmmb) xm^-~?v /u%jw**i/m tert-^/p(o.76 g)^bmM 
mza)h:mm\^xmmk&M%mmgM*(o.74: g, m)tvxmc 0 nmr 

(CDC1 3 ) 8 : 1.42 (9H, s), 1.50-1.80 (4H, m), 3.03 (2H, t, J =7.0), 
3.05-3.20 (2H, m), 4.50 (1H, bs), 7.35-7.46 (2H, m), 7.60-7.74 (3H, ra), 
7.75 (1H, s). 

7d) N-[4-(6-^ P P-2-t7f;l/) Kfl/ib^jVrff-flA tUV/^ % l^ter^zZ±/t 
MMM7c) l?#fcN-[4-(6-^ P P-2-"^^^) tt-ftJ-AA $ l/W. tert- 
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^M0. 35 g) Oi^^/K50 ral)^f^raCPBA(0. 35 g) SrJP^ ^fiTl^^ 

m^^^/mm^^h^itLxmmit^m^m^WM(o.35 g , 92%) 

tLXWc. NMR (CDClj) 5 : 1.39 (9H, s), 1.48-1.90 (4H, m), 3.00-3.28 
(4H, m), 4.54 (1H, bs) ,759 (1H, dd, J = 1.8 and 8.8), 7.82-8.00 (4H, m), 
8.46 (1H. s). 

7e) N- [4- -2-j- 7 ^fV) ^ jVi^^?V^=f-;V\-\- (4- \f U v7l^) -4- ^ U 

MMWd) -C#fcN-[4- (6-^ n p -2-^:7^/1/) % 
tert-^MO. 21 g) ^)^»M6d) £ l^tSK LTMlBfc^&Mfei&il (0. 2 g, 
77%)£LT#fc 0 NMR (CDC1 3 ) 6 : 1.55-1.90 (8H, m), 2.15-2.36 (1H, m), 
2.74-2.95 (2H, m), 3.21 (2H, t, J = 7.5), 3.27 (2H, t, J = 6.2), 3.76- 
3.95 (2H, m), 5.84 (1H, t, J = 5. 7), 6.63 (1H, dd, J = 1. 4 and 5.0), 
7. 59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, m), 8.24 (2H, dd, J = 1. 4 
and 5.0), 8.45 (1H, s). 
jtmfttifiM C 2S H 28 ClN 3 0 3 Si UT 
ff^jiS (%) : C, 61.78; H, 5.81; N, 8.65 
HiMi (%) : C, 61.70; H, 5.76; N, 8.69 



N- [4- [ (6- ^ P n -2-j- ~7 f-M ^/Vifr ~)V\ y^/V-N- ^ J-/V-1- (4~ K° ]} -4- 
8a) N-[4-(6-^ P V-2-i-7^MX/Ufr~sU7 f ?-M-N-J^ / >U%;W^^ yfffe 
^M7d)T#7c:N-[4-(6-^ n n-2--r7?-;V) *j\s-fo~/V??-;V'\% /Vs^* 

tert-^/Ko.3 g)frbmMM6c) tmm\zLxMmik&!®&m&m^(o. 14 g, 

50%) h lt#fc, 

8b) N-[4-r (6-^ P P -2-^-y^M Xfrft—zU] ^/U-N-yi (4- if V 
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/W< * >mtert-7^/U(0. 14 g) fr> bHMJ6d) £ LTJglBfb£^<l:8S£$& 

^@#:(0. 15 g, 88%)£LT#fc 0 NMR (CDC1 3 ) 8 : 1.55-1.90 (8H, ra), 2.54- 
5 3.00 (3H, m), 3.02 (3H, s), 3.25 (2H, t, J= 7. 5), 3.36 (2H, t, J = 6.4), 

3.74-3.98 (2H, ra), 6.65 (2H, d, J = 6.6), 7.58 (1H, dd, J = 2. 2 and 8.8), 

7. 82-8. 00 (4H, m) , 8. 25 (2H, d, J = 6. 5), 8. 45 (1H, s) . 
inm^iU C 26 H 30 ClN 3 O 3 S£ LT 
ff-^jjfi (%) : C, 62.54; H, 6.05; N, 8.40 
10 MfflW (%) : C, 62.27; H, 6.05; N, 8.49 

N-[3- (6-^ P P -2-j-y '^~)V)y.j\yi^=-jVfu b°/P]-N-^^-^-l-(4-h°y vvP)-4- 

9a) N- (3--/P b°/^) #/W^ ^ ^tert-^^/V 

15 M°/UT % ^Jt{b7Kl^(4. 37 g) frbMMMfo) t mUK LTMB2 

te^>£M&^t^(4.37 g, 91%)<hLT#7c 0 NMR (CDC1 3 ) 6 : 1.45 (9H, s), 
1.96-2.15 (2H, m), 3.27 (2H, q, J = 6.6), 3.44 (2H, t, J = 6.4), 4.65 
(1H, bs). 

9b) N-[3-(6-^ p p -2-j-y ^/U)^-^-y°n fc°/t/j ^y/W^ ^ V^tert-^/I^ 
20 ^M9a)-e#f^N-(3-^P^^P fcT/P) #/W^ 5: ^tert-^MO. 18 g) frh 

mmm^) tmm^vxmmit^^M^^io. 28 g , 69%) t ux#fc 0 nmr 

(CDC1 3 ) S : 1.44 (9H, s), 1.78-1.96 (2H, m), 3.05 (2H, t, J = 7.2), 
3.27 (2H, q, J = 6.6), 4.60 (1H, bs), 7.35-7.48 (2H, m), 7.65 (1H, d, J 
= 2.4), 7.68-7.80 (2H, ra), 7.76 (1H, d, J = 2.2). 

25 9c) N-[3-(6-^ p u-2-j-y^M^jvj^^;vy°x2 t°M%/w<* >m.text-y^ 
MMffldb) t:1#7£N-[3- (6-^ p n-2-i~y^;v) =f-Jry°n t?/W]$/w* * y& 

tert-y^vKi. i g) bm$fcffl7d) t mmiz Lxmmik&w%m&$%Mi d. 07 g , 

98%)tLXWz.o NMR (CDC1 3 ) 8 : 1.40 (9H, s), 1.85-2.05 (2H, m), 3.15- 
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3.35 (4H, m), 4.68 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.4), 7.85-8.00 
(4H, m), 8.46 (1H, s). 

9d) N-[3-(6-^ P P-2-f7f;V)^;^^7'P tf^]-l-(4-bTU 2A$Z±z¥d: 

5 MMM9c) -e#fcN-[3- (6-^ P ^jV^=.;V7°u %jW< * V 

ifetert-^^/KO. 12 g)tf>b^ife0!l6d) i^^LTJSIBfb^«r*lfe(#*(0. 13 
g, 85»ilTHfc 0 NMR (CDC1 3 ) 6 : 1.28-1.78 (5H, m), 2.15-2.40 (1H, m), 
2.68-2.90 (2H, m), 2.98-3.18 (2H, m), 3.20-3.48 (3H, m), 3.78-3.98 (2H, 
m), 6.76 (2H, d, J = 6.6), 7.70-8.00 (3H, ra), 8. 05-8.35 (5H, m), 8.62 
10 (1H, s). 

Tnlff C 24 H 26 C1N 3 0 3 S • 0. 4H 2 0 h LX 

tUfffit (%) : C, 60.15; H, 5.64; N, 8.77 
MMiU (%) : C, 60.11; H, 5.43; N, 8. 57 

15 MMffllO 

4-(6-^ p P-2-j-7^)^-i-[[i-(4-t°y itM-tr^D VMjjjVtf—M 

10a) 4-b Kp ^is-l-^V V'l/$)/V7$^mtert-y^;V 
4-fc Kp^^!) ^(3.03 g)^fe^M7a) £ If^te: LT0fBte^&&t 
20 &fiNI(6.2g, ^S)i:bT#fc 0 NMR (CDC1 3 ) 5 : 1.30-1.56 (2H, ra), 1.46 

(9H, s), 1.75-1.95 (2H, m), 2.95-3.14 (2H, m), 3.75-3.95 (3H, m). 
10b) 4-y^P ^e-i- V /^ymtext-'f^/u 

a^nttflmo t mmfc Lxmm&to&M&mft&iio. 89, 67%) ^ lt#/c 0 

25 NMR (CDC1 3 ) 5 : 1.46 (9H, s), 1.82-2.20 (4H, ra), 3.22-3.40 (2H, m), 

3.60-3.78 (2H, m), 4.25-4.42 (1H, m). 

10c) 4-(6-^ PP-2-f7f^)ft-l-t:^!J S^fl/M^gfetert-'^vl' 

HJiMld)-e#fc6-^ u/v-2-J.;v%y° ht7^l/y(0. 23 g)©Tir b- MJ/i^ 
(10 mDSi^l^ h y ^)\>T % >(0. 6 ml) ^X.5^^tl^t, HJfliM 
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10b) T*#fc4-^n^E-l-t: 0 ^i; i?f#A'tf>mtert-Zf t ?MO. 80 g) &1N?L80°C\C 

i%h2omm^mi£tc 0 Ej&m*&\zmg% i ^ mmvtcm^^ fcmhtz 

5 ^t/Sr^^B H s(0.38 g, 38%) i: LT#fc 0 NMR (CDC1 3 ) 5 : 1.44 (9H, s), 

1.50-1.70 (2H, m), 1.88-2.06 (2H, m), 2.86-3.06 (2H, ra), 3.24-3.46 (1H, 
m), 3.90-4.06 (2H, m), 7.38-7.55 (2H, ra), 7.66-7.76 (2H, ra), 7.80 (1H, d, 
J = 2.2), 7.85 (1H, s). 

lOd) 4- -2-j- ~7 f-jV) 1 - [ [ 1- (4- tf ]) *?JV) -4- M°^< V % /Mg 

10 ^;l/]fcX!J^y 

^JSMl0c)-e#fc4-(6-^ P P-2-^r7^) ^--l-fc^JJ 5?io&/M?l4fc 
tert-^/KO. 12 g)*^IIJfcM6d)^^^LTJSIBft^*:*^tefi(0. 13 g, 
85%)£:LT#fc 0 NMR (CDC1 3 +DC1) 8 : 1.40-2.20 (8H, ra), 2.90-3.48 (5H, 
m), 3.50-3.72 (1H, m), 4.00-4.40 (4H, m), 7. 15 (2H, d, J = 7.6), 7.40- 
15 7.62 (2H, m), 7.75-7.92 (3H, m), 7.95 (1H, s), 8.09 (2H, d, J = 7.6). 

TG^fttitM C 26 H 28 C1N 3 0S • 0. 6H 2 0 1 UT 
ft^jjl (%) : C, 65.49; H, 6.17; N, 8.83 
MUM (%) : C, 65.49; H, 6.26; N, 8.75 

20 4- (6-^ P P-2-^7^)^/^^7l^-l-[[l-(4-b: o y ^)-4-h°^y ^]^/P7^ 

lla) 4-(6-^ p X3-2-j-y^/U) ^/U^=z;u-i-\f^<r} i^fl/i^ff^Bfetert-T^- 
it 

MMMlOc) -C#fc4- (6-^ p p -2-^:7^) ]} 
25 tert-^Mo. 15 g)^e>^^|7d) ^K»fcLX«iBfb'a***lfefe*(0. 15 g, 

92%) £ LT#fc 0 NMR (CDClj) 6 : 1.42 (9H, s), 1.55-1.78 (2H, m), 1.94- 
2.10 (2H, m), 2.55-2.78 (2H, ra), 3.02-3.20 (1H, in), 4.15-4.34 (2H, m), 
7.60 (1H, dd, J= 1.8 and 8.8), 7.81-8.00 (4H, m), 8.43 (1H, s). 
lib) 4-(6-^ P P-2-^7^)^/^^/Wl-[[l-(4-b: 0 IJ S?AQ-4-bV<IJ V 
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HMlla)Tl#fc4-(6-^ P n-2--ry^;v) x/U^^/Wl-t^ U v^^/l^V 
^tert-^MO. 14 g)^b^»j6d)ir[H#^UTMffl'ft;'a-^^M^^(58 mg, 
33%) t b-C#fc 0 NMR (DMS0-d 6 ) 6 : 1.38-1.80 (6H, m), 1.82-2.15 (2H, m), 
5 2.40-3.62 (6H, m), 3.80-4.00 (2H, m), 4.00-4.22 (2H, m), 4.50-4.70 (1H, 

m), 6.71 (2H, d, J = 5.8), 7.64 (1H, dd, J = 2. 2 and 8.8), 8.52 (1H, s). 
Tmftffim. C 26 H 28 ClN 3 O 3 S.0. 5H 2 0i: LT 
ff^jg; (%) ; C, 61.59; H, 5.76; N, 8. 29 
MMiM (%) : C, 61.33; H, 5.83; N, 8.27 

10 

■ l-[5-(6-^ P P-2-^-7^-/P)^/^^/^>^y^/^]-4-(4-b°3J PM t°s<7i/ 

12a) 5- (6-^ P ^/Vj^^/V^Mm^^ 
15 ^$Jld) ~e#fc6-^ P P -2-p< ^^^t7^Uy(0.4g) y (20 

mi)«^^- h y hdr>> k(o. 41 g) tekm-y'v^^Lm^/^toz. 

■ 8o°c-ei60tp H ^^MTc o ^^^an, tk^pxpH2 t vxmm^^xmm. 

mfa$mfcX$G&Ltz.^ ^7K«^by l>AT^Lfc 0 ttm«it$tf£ISs 

M&ffi£hb LT(0.59 g, 83%) h UT#7t 0 NMR (CDC1 3 ) 6 : 1.20 (3H, t, J = 
25 7.0), 1.60-1.90 (4H, m), 2.26 (2H, t, J = 7.5), 3.18 (2H, t-like), 4.08 

(2H, q, J = 7.0), 7.59 (1H, dd, J = 1.8 and 8.8), 7.88-8.00 (4H, m), 
8. 46 

12b) 5-(6-^ p u-2-j-yf-;u) 
H»!]12a) T:1#fc5- (6-^ P P -2-~)~ y XsVft ^/V^^c^ (0. 59 g) 



WO 02/06234 PCT/JPOl/06148 

88 

mm, m^mm-rhv^^x^m, mmm, mmm^mm^^t^-^^x^ 

m^Xmmk&^^&Mlfc&iQ.M g, 86%) t LXntc a NMR (CDCIj+DMSO- 
d 6 ) 8 : 1.60-1.90 (4H, m), 2.28 (2H, t, J = 6.7), 3.19 (2H, t, J = 7.5), 
5.10 (1H, bs), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.82-8.00 (4H, ra), 8.46 
(1H, s). 

12c) 1- [5- -2-j- 7 fvV) X fViSs ^/W< V $ J yj jU] -4- (4- \f U b ° 

MMMl2b) T*#fc5-(6-^ n */I^Iwl^^(0. 33 g) „ 

HOBt(0. 17 g)*5j;tMSC(0.29 g)©7t f~ MJ^(30 ml)^^lH#P H ^^Mi? 
4-fy^fc°^7^(ai7 g)^tIX.^MT16B^^#«Yc 0 

fBft^^^fe^(0.42 g, 88%) i: LT#7c 0 NMR (DMS0-d 6 ) 6 : 1.42-1.74 
(4H, ra), 2.20-2.42 (2H, ra), 3.10-3.60 (10H, m), 6.80 (2H, d, J = 6. 6), 
7.71 (1H, dd, J = 2. 2 and 8.8), 7.97 (1H, dd, J = 1. 4 and 8.8), 8.10- 
8.36 (5H, m), 8.62 (1H, s). 
TumftffiW C 24 H 26 ClN 3 0 3 Si:L-C 

(%) : C, 61.07; H, 5. 55; N, 8.80 
MMM (%) : C, 60.29; H, 5.53; N, 8.68 



1- [5- (6-7 p n Ad T^^—jV^^M -4- (4- V *JM t'^y \?> 
MMM 12c) XWc 1- [5- (6-^ n n -2-1- 7 ?)V) * /l^ =i/W< z/p/jjV] -4- 
(4-fc° V *?/V) \**<7*?ls (0. 15 g) (0THF(15 ral)«^ 1 WJ^y y-THF$&&(l 
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TjBfBfb^dl rag, 24%)£#fc 0 NMR (CDC1 3 ) 5 : 1.30-1.60 (4H, m), 
1.65-1.90 (2H, m), 2.33 (2H, t, J = 7.0), 2.48 (4H, t, J = 5.0), .3.10- 
3.35 (6H, m), 6. 63 ' (2H, d, J = 6.0), 7.59 (1H, dd, J = 1. 8 and 8.8), 
7.80-8.00 (4H, m), 8.26 (2H, bs), 8.46 (1H, s). 
TZiM&tir®. C 24 H 28 C1N 3 0 2 S • 1. 75H 2 0 1 LT 
ff^-fi; (%) ;C, 58.88; H, 6.49; N, 8.58 
Hi'KS: (%) :C, 58.83; H, 6.30; N, 8.43 

2-[N-[3-(6-^ P U-2--ry^-;V)^;V^;V^x2 b°/^]-N-[[l-(4-h°]J yyP)-4-fc° 

14a) N-[3-(6-^ P P -2-j"7^-/U) Tsflsifr—jV-fxi }£/V]-2, 4-i?~ h P^^if > 

MMM9c) T?#fcN-[3- (6-^ P P-2-^7^-/V) 7.flrfb=-AS? P fc:7l/| #/W^ 5: V 
^tert-y^MO. 77 g)<D h/I^^Mi?^ b ]} 7/^P^(2 ml)^Bx.^M 

m^Mit^^u^uo ttd.)&to$-xmm&^ ^y^w^yfe? m i)& 

lNz.tc.m, mt2,4;-z?~ bP^^V^/^^/Ko.6 g)^Biifit*3 0^ 

ftl^bTMfB^^^fe^(0.5 g, 48%) £ LT#fc 0 NMR (CDCl 3 +DMS0-d 6 ) 
8 : 1.90-2.10 (2H, ra) , 3. 10-3. 40 (4H, m), 7.61 (1H, dd, J= 1. 8 and 
8.8), 7.80-8.10 (4H, ra), 8.28 (1H, d, J=8.8), 8.40-8.60 (3H, m). 
14b) N-[3-(6-^ p p-2-^-^^-/U) */Wfr~/K/p h°/l^]-N-^ f ^yjj^^V 

^Ml4a) Tl#fcN-[3-(6-^ u P-2-^-^^/I/) */Wj^K7° p fc°/l/]-2, 4-v 5 - 
hP-<>-eV^7k^^T^ K(0.36 g) 69DMF (7 ml)?^~^^#y £A(0.48 g) 
^MX-tzM. , ^P^e^^ ?vu(0. 095 ml) ^n^L 2 B#^MT^^^fc: 0 M 
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NMR (CDCI3) 8 : 2.00-2.20 (2H, m), 3.27 (2H, t, J = 7.4), 3.60 (2H, t, 
J = 7.4), 3.65 (3H, s), 4.19 (2H, s), 7.60 (1H, dd, J = 1.8 and 8.8), 
7.85-8.05 (4H, m), 8.25 (1H, d, J = 8.8), 8. 38-8. 55 (3H, m). 
5 14c) 2-[N-[3-(6-^ P X/^^P \?MT % /W^^ ^JV 

mfeMl4b) T#7cN-[3-(6-^ u "f- ;v) ^jVifr—jVfu tV^j-N-^ h ^ 

miymm^4 y?n twr $ ^ a mi) %Mx_m.Mx 3 0 suf tc a 

ft:«^4fe*#lfettjR*(0.13 g, 52%) t LT#fc 0 NMR (CDC1 3 ) 6 : 1.80-2.00 
(2H, m), 2.71 (2H, t, J = 6.6), 3.22-3.35 (2H, m), 3.33 (2H, s), 3.70 
(3H, s), 7.59 (1H, dd, J = 2. 0 and 8. 8) , 7.85-8.00 (4H, ra), 8.47 (1H, s). 
14d) 2-[N-[3-(6-^ p u-2-ry=f-;V)7,;V7^^;vy°n t:Vl^]-N-[[l-(4-b° p 

15 /p)-4-t:°^p ^^#^]r$ yimwt* ^JV 

Hlfi0!l4c) Tl#fc2- [N-[3-(6-^ p p -2-^:7=M/) ^7V^=/^ p \£;V\ T ^ 
^(0. 13 g) <7)ifefb^ ^ (20 to\)mWL^*M V 7°n * 
■ ^(0. 38 ml) -kl^TLtzMi, 1- (4- f U -4- t^y v?yj7;^^;^ p V K4tt 

lfetl(0.19 g)^Bx.l5^^#^fc 0 K*S?£&3ftJlt, gj^c^T^tfk 7K, 

WMiitVXmmit^m^M^^iSA mg, 42%), £ UT#fc 0 NMR (CDG1 3 ) 5 : 

1.65-2.20 (6H, m), 2.35-3.00 (3H, ra), 3.15-3.32 (2H, m), 3.40-4.18 (9H, 

m), 6.64 (2H, d, J = 5.2), 7.55-7.70 (1H, m), 7.80-8.00 (4H, ra), 8.25 
25 (2H, d, J = 5.2), 8.46 (1H, s). 
%mft$x\% C 27 H 30 C1N 3 0 S S t LT 

fUffil (%) : C, 59.61; H, 5.56; N, 7.72 

MMiU (%) :C, 59.61; H, 5.69; N, 7.78 



WO 02/06234 PCT/JP01/06148 

91 

2-[N-[3-(6-^ P 7,}Vfc=.)V7xi tf/H-N-[[l-(4-tf ]) ^)-4-tf 

H2&Ml4d) -C#7t2-[N-[3-(6-^ P p -2-^:7^) ^/t^-zt^p fcM-N- 
[ [ 1- (4- if y $W -4- V Z?~JU] % T X / ] Wf8t* (84 mg) 

5 mmmi2b) t mm\z Lxmmt&w&m&ffiifcio. 05 g , 76%) t lt#tc 0 nmr 

(CD3OD) 5 : 1.50-2.10 (6H, ra), 2.75-3.75 (7H, m), 3.91 (2H, s), 4.10- 
4.30 (2H, m), 7.09 (2H, d, J = 7.8), 7.65 (1H, dd, J = 1. 8 and 8.8), 
7.90-8.20 (6H, m), 8.54 (1H, s). 
TuMfttifiM C 26 H 28 C1N 3 0 5 S • 1. 0H 2 0 1 LT 
10 f+^flt (%) : C, 56.98; H, 5.52; N, 7.67 

UPHit (%) : C, 57.21; H, 5.29; N, 7.84 



N-[3-(6-^ p P-2-f7f;^)^;^^/^P b°/k]-N-^f-/Wl-(4-t:°y vvl/)-4- 
15 tf^y^^l/^f-^ K 

16a) N-[3-(6-^ P p-2--j-:7=fv^)^/l^^/P:/p fcV^I-N-^^-2. 4-^- f 

H»!jl4a) l?#fcN-[3-(6-^ nn-2-t7f/V) .X/^tJwK/p t°/l/]-2, 4-v>~ 
bP^^-if^y^^T? K(0.42 g)/^bH»!jl4b) LTSfBft^fc 
20 Hfe^(0.42 g, 94%) t LT#fc„ NMR (CDC1 3 ) 6 : 114 (3H, t, J = 7.2), 

2.00-2.20 (2H, ra), 3.15-3.30 (2H, m), 3.38 (2H, q, J = 7.2), 3.51 (2H, t, 
J = 7.2), 7.60 (1H, dd, J = 1. 8 and 8. 8), 7.82-8.00 (5H, m), 8.20-8.60 
(3H, m ) . 

16b) 3- (6-^ P u-2-j~y^-/U) ^/t^^/Wf-J^/K/p \fjVT X 1/ 
25 -e#7cN-[3-(6-^ PP-2-t7f^) ^/WTjwl^n \£ jV 

-2, 4-v 5 - h vsO^l/X/Vifr-jVT % K(0. 42 g) /^Jl»!ll4c) t mWfc UT 
MMb#%£M&M£tKO. 15 g, 62%) t L-C#/t, NMR (CDC1 3 ) 5 : 1.04 (3H, 
t, J = 7. 1), 1.80-2.00 (2H, ra), 2.57 (2H, q, J = 7. 1), 2.69 (2H, t, J = 
7.0), 3.20-3.35 (2H, m), 7.58 (1H, dd, J = 1. 8 and 8.8), 7.55-8.00 (4H, 
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m), 8.46 (1H, s). 

16c) N-[3-(6-^ P X2-2-~Ty : ?-;l')7,;Vfc~/V~7u fcV^l-N-J^/W-(4-t: 0 !J v? 
M -4- fcf^ y iti/jj/vtf^y- % K 
HJiMl6b) -e#fc3-(6-^ P P-2-t7f/l/) ^/^^/WN-xf^/p tf/UT 5 

5 ^ (o. 15 g) & mMm&d) k mmiz LxMmk&^&Mem* (o. 23 g , 92%) t u 

T#fc 0 NMR (CDCI3) 8 : 1.07 (0. 75H, t, J = 7.2), 1.22 (2. 25H, t, J = 
7.2), 1.60-2.20 (6H, m), 2.55-2.78 (1H, m), 2.78-3.00 (2H, m), 3.10-3.26 
(2H, m), 3.26-3.60 (4H, in), 3.78-4.00 (2H, m), 6.64 (2H, d, J = 6.6), 
7.55-7.70 (1H, m), 7.80-8.10 (4H, ra), 8.24 (2H, d, J = 6.6), 8.46 (1H, 
10 s). 

TU^fttifiU C 26 H 30 C1N 3 0 3 S • 1. 0H 2 0 k LX 
fl-^-ft (%) : C, 60.28; H, 6.23; N, 8.11 
MM$. (%) : C, 60.41; H, 6.16; N, 8.18 

mmmn 

15 N- [3- -2-j~ 7 .X ^-jvy P \fAA -N- [ 1- (4- g ]) -4- t:°^< V 

MMffl9d) t?#fcN-[3-[(6-^ P P-2-^-^^U) ^/l^Tiwk] bW-N-^ ^ 
-l-(4-fc°^ ^)-4-t°^y ^y^;^>f ^ K(81 rag)cD^7KTHF(6 nl)JR9ti$^ 

mmnMT^m^y-i^mi mi)^m^8^mmmmm^n^fc 0 3mm 
20 ^px.^?, Bosm&wm vtc&, mwTkxT/uj] v &k hmm^/^xmms 

# y tt^r u mm^/^x^m, ma^m^xm^, m^mmi- b v t7&x& 

25 lit ftffi^&iftflllfe® U ^»Sr*amvy^y^9^*C«fKUTJBIB 
tt^t>£2&£t^(47 rag, 55%) i Lt#fc. NMR (CDC1 3 ) 5 : 1.10-1.40 (2H, 
m), 1.60-2.20 (7H, m), 2.36-2.96 (3H, m), 3.10-3.36 (4H, ra), 3.40-3.76 
(2H, m), 3.76-4.00 (2H, ra), 6.58-6.72 (2H, m), 7.55-7.68 (1H, ra), 7.84- 
8.00 (4H, m), 8.17-8.33 (2H, ra), 8.46 (1H, s). 
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jumfttifm C 26 H 30 C1N 3 0 3 S • 0. 5H 2 0 t LT 
ff%\U (%) : C, 61.34; H, 6.14; N, 8.25 
MMiU (%) : C, 61.29; H, 6.18; N, 8. 34 

5 mMMl8 

N-[3-(6-y p u-2--ry=f-;V)^;V^^-;^u hV^]-N-^ y7°P hVU-l-(4-fc°lJ j? 
;v) -4- fc 0 ^ y i? y% /±t$*± § K 

18a) 2,4-v^- h P-N-^f VT/p fcVW^yigV^/t^ftyT § K 
^yyptVL-T5^(0.36 g)*3J:t>'t o y v^XO.53 ml) ©ttWk^f- 1^^(15 ml) 
10 mfc^M.fc2, 4-i/=- h P^^ifV^/WftrvKl. 07 g) ^PX.^MT30^^>a^M 

m^Xmmih^^m^^(0.A6 g, 40%) £ L"C#fc 0 NMR (CDCI3) S : 
1.19 (6H, d, J = 6.6), 3.62-3.82 (1H, m), 5.18 (1H, d, J = 7.2), 8.40 
15 (1H, d, J = 8.8), 8.56 (1H, dd, J = 2. 2 and 8.8), 8.68 (1H, d, J = 2.2). 

18b) 3- (6-y P P -2-7- 7 f-M X IV Tjs P / j / 

MMMid)vWc6-^^u-2-^M^hi-y^uy(o.87 g)©y^y — /u(90. 

mDMMt^MJ !>Ay h^K(0.49 g), 3-^P^7°P^V-7^(0.93 g) & 

m^mmmmmmvt^ ^ms&z^ %m*mm^ 0 mmm^* 
mi) %Mz.mmu mcpBA(2. i g) %M%.mux*im m*%&& tc 0 kjeskstsw* 

25 ^Px.^fttlLfc^ 0 ^6SlbTmfB^#)^^^ B B B (O.7 g, 55%) £ LT#fc„ 

NMR (CDC1 3 ) 6 : 1.94-2.10 (2H, ra), 3.25-3.38 (2H, m), 3.76 (2H, t, J = 
6.0), 7.59 (1H, dd, J = 2. 2 and 8. 8) , 7. 80-8. 00 (4H, m), 8.49 (1H, s). 
18c) N-[3-(6-^ np-2-t7f^) X/Vfr~/V^u fc°/k]-2, 4-v^ h P-N-^f V 
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MMMlSb) "C#fc3- (6-y p P-2-^y 5^) ^A'/JwV^p — (0. 28 g) , 
IUMl8a) T?#fc2, 4-v>~ h P-N—f y y°P fcVW^Ifi/^/WftVT ^ K (0. 29 
g) *5 J; t» V 7 ^/k/ft* y ^ y (0. 32 g) (DTHF (5 ml) T ^*J$UV1$ y 

^n^PMDEAD) (40% Y)^VW^, 0.3 ml) %lM±.mU.X*mmfr£Ml£fz. 0 R 

MIB{b^Sr«Sfe^(0.49 g, 88»)itt#fc„ NMR (CDC1 3 ) 5 : 1.18 (6H, 
d, J = 6.6), 2.05-2.25 (2H, m), 3.24 (2H, t, J = 7.3), 3.49 (2H, t, J = 
7.5), 4.00-4.20 (1H, m), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 (4H, 
m), 8.26 (1H, d, J = 8.4), 8.40-8.52 (3H, m). 

18d) ' 3-(6-y p n-2-jry=f-;y) y yn \£;VT ^ y 

^^iJl8c)-e#/cN-[3-(6-y p n-2-^y f-M ^jV^-jV-fu \£>V\-2, 4~v>~ 
f p-n— f y y°P f;^y^y7;i/^.y7 ^ K (0. 4 g) ^<b^l»iJ14c) £: Wfcfc. L 
TMfBfb^^MfeWt/(0. 19 g, 81%) £ UT#fc„ NMR (CDC1 3 ) 5 : 1.08 
■ (6H, d, J = 6. 2), 1.92-2.12 (2H, m), 2.75-3.00 (1H, ra), 2.80 (2H, t, J = 
7.0), 3.25-3.38 (2H, m), 7.57 (1H, dd, J = 2. 0 and 8.8), 7.90-8.00 (4H, - 
ra), 8.48( lH,s). 

18e) N-[3-(6-^ p ^-2-j-y^-/l-) ^/U7^^/Uy°n fcVyl-N-^ yy"p h°/Wl-(4- 

b° y -4- y 2 '±?£*± § K 

5UfeMl8d)*C#7c3-(6-y p P-2-^-y^) x/ufc~/u-n-y yyp tvy/p t: 0 

)vr%y (o. 19 g) b^MMiM) t mmz LTmfci\&yo (o. 17 g , 54%) 

NMR (CDCI3) 8 : 1.12 (1.2H, d, J = 6.6), 1.25 (4. 8H, d, J = 6.6), 1.60- 
2.20 (6H, ra), 2.60-2.80 (1H, m), 2.80-3.00 (2H, ra), 3.21 (2H, t, J = 
7.5), 3.35 (2H, t, J = 7.7), 3.80-4.00 (2H, m), 4.00-4.20 (1H, ra), 6.60- 
6.70 (2H> m), 7.56 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 8.20- 
8.30 (2H, ra), 8.47 (1H, s). 
TU^fttffW C 27 H 32 C1N 3 0 3 S • O. 5H 2 0 1 LX 
fHljji (%) : C, 62.00; H, 6.36; N, 8.03 
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MMU (%) : C, 62.29; H, 6.34; N, 8.34 

N-[3-(6-^ P n-2-^ry=f-)V)^)VT^^;V-fn hV^]-N-^^^/l--l-(4-h 0 ]J 
5 4-hV^v>^/^>f-; K 

19a) 2,4-^ hP-N-7^^;^>if^^/k7^>-T^ K 

T^vy^hmmmisa) tmmKLxmmit^^mmm^m%) t lt 

#fc„ NMR (CDClg) 5 : 7.16-7.38 (5H, m), 8.04 (1H, d, J = 8.4), 8.37 
(1H, dd, J = 2. 2 and 8.4), 8.66 (1H, d, J = 2.2). 
10 19b) N-[3-(6-^ P h°/^]-2, 4-i?~ fP-N-7x 

Mtkffll9a) XWc2, 4-v>~ b n-N-^r^W^lf V^/Wfr^T ^ FfrbMM 
Ml8c) tmm\Z LXMm4k&%%M&WMs (96%) tLXmc 0 NMR (DMSO-d 6 ) 
8 : 1.52-1.78 (2H, m), 3.46 (2H, t, J= 7.7), 3.82 (2H, t, J = 6.4), 
15 7.02-7.38 (2H, ra), 7.73 (1H, dd, J = 1. 8 and 8.8), 7.78-7.97 (2H, ra), 

8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8.8), 8.55 (1H, s), 8.95 
(1H, d, J = 2.2). 

19c) 3- (6-^ p u-2-^-y^-;v) ^;v^^;v-^-y ^^;v^u fcVi^T $ ^ 

H»]19b)-e#fcN-[3-(6-^ U U-Z-~r7*f-jV) *;V-fc~/V7°u H°/V]-2, 4-v>~ 

20 fP-N-7^^^yfy7/k*^7 ^ yfrbmMmisd) t mm?. Lxmm^ 

^Sr^HfejfeA (82%) t LT#fc 0 NMR (CDC1 3 ) 8 : 2.00-2.18 (2H, m), 3.20- 
3.40 (4H, m), 3.69 (1H, bs), 6.54 (2H, d, J = 7.4), 6.69 (1H, t, J = 
7.4), 7.11 (1H, d, J = 7.2), 7.15 (1H, d, J = 7.2), 7.58 (1H, dd, J = 
1.8 and 8.8), 7.80-8.00 (4H, m), 8.46 (1H, s). 
25 19d) N-[3-(6-^ P P-2-^-7^/V) Xjl/fc—/Uy°u. fc°/l/]-N-:7 zc^/k-1- (4- b° U 

HitMl9c) "C#fc:3- (6-^ p P-2-t7f;l/) XjUft=.;U-N-7 x.~)V~fxi \fjV7 
5>'^f>|lliMl8e)i:|^a^LTMfB'fb^(51%)?r#fCo NMR (CDC1 3 ) 5 : 
1.55-2.05 (6H, m), 2.25-2.44 (1H, m), 2.44-2.68 (2H, m), 3.15-3.30 (2H, 



WO 02/06234 PCT/JP01/06148 

96 

m), 3.78 (1H, t, J = 7.0), 6.67 (2H, d , J = 5. 0) , 7.05-7.20 (2H, m), 

7.35-7.50 (3H, m), 7.59 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 (4H, m), 

8.21 (2H, d, J = 5. 0), 8.42 (1H, s). 

jcmfttirW. C 30 H 30 C1N 3 0 3 S£ LT 

ff^jjS (%) : C, 65.74; H, 5.52; N, 7.67 

MMiU (%) : C, 65.04; H, 6.39; N, 8.19 

2-[N-[3-(6-^ p u-2-ty=?-;v)^;vfc~;v?u bVH-N-[[l-(4-l:°i; ^)-4-b° 

20a) . 2- (2, 4-S?~ f P7x^)^;^^7^ ;]jjxf^ 

fetf^(53%) t LtHt. NMR (CDC1 3 ) 5 : 1.19 (3H, t, J = 7.2), 4.07 
(2H, q, J = 7.2), 4.08 (2H, d, J = 5.8), 6.14 (1H, t, J = 5.8), 8.31 (1H, 
d, J = 8.8) , 8.55 (1H, dd, J = 2. 2 and 8.8), 8.76 (1H, d, J = 2. 2) . 
20b) 2-[N-[3-(6-^ P P -2-f y^;V)^;V^^;Vfu t°/P]-N-[ (2, 4-^ b u 

^»j20a) T?#fc2- [ (2, 4-v>~ fn7x *;Vfc~;VT ^ J ] 

hwmnsc) t mmtz Lxmm^^m^^c^mm t lt#?c 0 nmr 

(DMS0-d 6 ) 5 : 1.52-1.78 (2H, m), 3.46 (2H, t, J = 7.7), 3.82 (2H, t, J 
= 6.4), 7.02-7.38 (2H, m), 7.73 (1H, dd, J = 1. 8 and 8.8), 7.78-7.97 (2H, 
m), 8.10-8.30 (3H, m), 8.49 (1H, dd, J = 2. 6 and 8.8), 8.55 (1H, s), 
8. 95 (1H, d, J = 2. 2) . 

20c) 3- (6-^ P Ezgz±Zf2kO ^/^^N-7a^7*P \fjVT ^ Is 
^^M20b)-C#fc2-[N-[3-(6-^ P P -2-^:7^^) 7.;V^=.;Vy°n fc°/^]-N- 

[ (2, 4-v>~ t> u7^~sv) wfc^M r 5; /mm^-f-^bmmmisd) t mm 

^bTMI3{b^^^H^B B B(82%)ibT#fc 0 NMR (CDC1 3 ) 8 : 1.28 (3H, 
t, J = 7. 2), 2.00-2.20 (2H, m), 3.27 (2H, t, J = 7.5), 3.61 (2H, t, J = 
6.8), 4.18 (2H, s), 4.21 (2H, q, J = 7.2), 7.61 (1H, dd, J = 1.8 and 
8.8), 7.88-8.00 (4H, m), 8.25 (1H, d, J = 8.8), 8.38-8.55 (3H, ra). 
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20d) 2- [N- [3- (6- g P P -2-^ 7 gvPj * /Vfr ^/I^ P fcWl -N- [ [ 1- (4- tf U ^ 
iV) -4- fcV< U /Mj^tj BEBfej:^ 

HJiM20c) T*#fc3- (6-^ P P-2-^-7^) ^ /Isfc cn ~ P fcV.KT 
^^^b^W!ll8e)iH«^LTMfB^#/(61%)%#fe 0 NMR (CDC1 3 ) 6 : 
1.23 (1.5H, t, J = 7.2), 1.29 (1. 5H, t, J = 7.2), 1. 65-2.15 (6H, m), 
2.35-2.60 (0. 5H, m), 2.70-3.02 (2. 5H, m), 3.15-3.32 (2H, m), 3.54 (1H, t, 
J = 6.6), 3.67 (1H, t, J = 7.4), 3.80-3.96 (2H, m), 3.99 (1H, s), 4.10 
(1H, s), 4.12 (1H, q, J = 7.2), 4.21 (1H, q, J = 7.2), 6.64 (2H, d, J = 
4.8), 77.55-7.68 (1H, m), 7.82-8.00 (4H, m), 8.25 (2H, d, J = 5.8), 8.45 
(0.5H, s), 8.47 (0. 5H, s). 
TbMfttiyW. C 28 H 32 C1N 3 0 5 S t LT 
SHWjg (%) : C, 60.26; H, 5.78; N, 7.53 
MUM (%) : C, 60.28; H, 6. 05; N, 7.63 

N-(2-T § J -l-Or* y^^)-N-[3-(6-^ P ^jvj^-^-fu fc° 

M-i-tt-t'V 22kt±^l % K 

MMM 1 5T*#/t2- [N- [ 3- (6- ^ P v-2-~ryj-;ld*;Vfc^.;V7u fcVl/|-N-[[l- 

(4- 1° y -4- t?^ y u )vi$~)v\ r % / ] ] mk (90 mg ) N HOBt (25 mg ) 

<£>DMF (3 ml)^^WSC(47 mg) ^x.lNPW^a*C**#iS^ 0 oV^T\ 25%T^ 
*-T7K(0. 1 nd) %Jn*.18BtW N SbfclWSC (47 mg)^JPx.7B#r^^^-lfrc 0 £ 

&f£i§(51 rag, 57%) £ LT#7c 0 NMR (DMS0-d 6 +D 2 0) 5 : 1.35-2.00 (6H, ra) , 
2.50-3.00 (3H, m), 3.20-4.00 (6H, m), 3.78 (1H, s), 4.00 (1H, s), 6.70 
(1H, d, J = 6.0), 6.76 (1H, d, J = 6.0), 7.69 (1H, dd, J = 2. 0 and 8.8), 
7.88-8.02 (1H, ra), 8.05-8.40 (5H, m), 8.57 (0. 5H, s), 8.60 (0. 5H, s). 
TtMftW C 26 H 29 C1N 4 0 4 S • 0. 5H 2 0 & LT 
ft^t (%) :C, 58.04; H, 5.62; N, 10.41 
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M®M (%) : C, 58.32; H, 5.59; N, 10.23 
H»J22 

N-[3- (6-^ g n-2-j~yfM TsjVfc^iV-fu fc°;^]-N-[2-(4-^-7^ ]) z=.)V)-2-ir 
5 H»J15) T?#fc2-[N-[3-(6-^ n n-2-^-7^/l/) Wfc-JV-fxi tVl^]-N-[[l- 

(4- fc° y *?m -4- y v? - /u] T^smmt v h mmm 

21tmm\Z'LXMmik&!®)(79%)&Wc 0 NMR (DMS0-d 6 +DCl) 5 : 1.35-2.00 
(6H, m), 2.55-4.30 (19H, m), 7.13 (2H, d, J = 6.4), 7.72 (1H, dd, J = 
2.2 and 8. 8), 7.95 (1H, dt, J = 1. 8 and 9.6), 8.10-8.36 (5H, m), 8.61 
10 (1H, s). 

Tumfiffim C 30 H 35 C1N 4 0 5 S £: LT 

(%) : C, 60.14; H, 5.89; N, 9.35 
MBM (%) : C, 59.86; H, 5.88; N, 9.13 

15 N-[3-(6-^ PP-2-t7f^)^;^^P b:VP]-N-[[2-^-^ry-2-(4-t:°]; 

)V) * ±2¥T ^ I ]^VKl-l-(4-b° V ^)-4-fc°^y ^ K 

HI£M15) Tl#fc2-[N-[3-(6-^ P n-2-j-7^) ^;^^7°n fc°/H-N-[[l- 

(4- 1" y ^/p) -4- y v^/H # A<$~M r ^ / ] mm. 1 4-r ^ / ^ ^ t° y v 5 

>/5^^»!l21 £ LTjUlBte^ (6. 0%) =Sr#fc 0 NMR (DMS0-d 6 +DCl) 

20 5:1. 70-2. 40 (7H, m) , 2. 70-3. 06 (2H, ra) , 3. 08-3. 30 (2H, m) , 3. 50-4. 20 

(6H, m) , 4. 38 and 4. 46 (total 2H, each d, J = 6. 2), 6. 65 (2H, d, J = 

6.6), 7.13 (1H, d, J = 6.2), 7.15-7.30 (1H, ra), 7. 55-8. 00 (5H, ra), 8.23 

(2H, d, J = 6.0), 8.40-8.60 (3H, m). 

TumftffiiU C 32 H 34 C1N 5 0 4 S-1.25H 2 0£ LT 
25 fUMI (%) : C, 59.80; H, 5.72; N, 10.90 

HM-fit (%) : C, 59.75; H, 5.77; N, 10.90 

H»j24 

2-[N-[4-(6-^ P n-2-j-y^-/V) 7.}Vi£~JV7$ / ^;l/]-N-[l-(4-b° jj *JjV)-4r 
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24a) 4- (6-^ P u-l-^y^M^iFWkl&x-^A/ 

%W\l$XA%tz&-V vu-2-t ^liy* Y~Ty $ U>(0. 97 g) ir^MJ -7i^ h 
^K(0.48 g)(Dx^;-;K20 ml)«^4-:/P^|»^/Wl. 07 g) fcflRx., 

lSfefeR(1.41 g, 92%) i: LT#fc, MR (CDC1 3 ) 5 : 1.24 (3H, t, J = 7. 1), 
2.01 (2H, m), 2.49 (2H, t, J = 7.2), 3.07 (2H, t, J = 7. 2), 4.13 (2H, q, 
J = 7.1), 7.40 (1H, dd, J = 8. 7 and 2.1), 7.43 (1H, dd, J = 8. 8 and 1.7), 
10 7.66 (1H, d, J = 8.4), 7.68 (1H, d, J = 8.8), 7.72 (1H, d, J = 1.7), 

7.76 (1H, d, J = 2. 1). 

24b) 4- (6-^ P ^jVfo^JVW^k^JV 

HJi#l24a) T#7t4- (6-^ n u-2-Tyf-M ^B88fe^/V(l. 41 g) <E>|»^ 
(20 ml) mCPBA (2. 38 g) GOf^^A- (20 ' ml) m^MT Ltz c BJfcW. 

&&))bLXW£o MR (CDC1 3 ) 8 : 1.21 (3H, t, J = 7.3), 1.98-2.13 (2H, 
m), 2.46 (2H, t, J = 7.1), 3.23-3.30 (2H, ra), 4.11 (2H, q, J = 7.3), 
7.59 (1H, dd, J = 8. 8 and 1.8), 7.87-7.99 (4H, m), 8.47 (1H, s). 
20 24c) 4-(6-^ P X^-2-i-y^/U) X/Uft~/UmB. 

MMffl24b) T#fc4- (6-^ P P -2-yy^?V) 7,;V^~;V&i^-^;V (1. 54 g) tf* 

&msMi2b) t mmK LTMBik&yo&te&Mft&Xi. 21 g , 83%) t Lxm^ 

MR (CDCI3 ) 6 : 1.97-2.15 (2H, m), 2.55 (2H, t, J= 7.0), 3.27 (2H, t, 
J = 7.6), 7.60 (1H, dd, J = 8. 7 and 1.7), 7.87-7.98 (4H, m), 8.48 (1H, 
25 s). 

24d) 2- [ 1- (4- 1:° V V7k) -4- jj i?M TX/ gEgjgfv^ 

l-(4-t°!J v^M-t^U K^(0. 18 g)*5«fcWJJ tXy^/^^X/^^ 
(0. 14 g)<D^#S — /I^(6 mD^^TK^b^T / # by £ A (63 rag) %M 

X3 0^tlfm »*§f£@Ufc:„ a^^7k^WLCHP-20^7 7A^^ 
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(0.21 g)#fc 0 NMR (CD 3 OD) 8 : 1.33 (3H, t, J = 7.2), 1. 60-1. 95 (2H, m), 
2.25-2.40. (2H, m), 3.18-40 (2H, m), 3.55-3.80 (1H, m), 4.09 (2H, s), 
4.33 (2H, q, J = 7.2), 4.35-4.55 (2H, m), 7.25 (2H, d, J = 8.0), 8.17 
(2H, d, J = 8.0). 

24e) 2-[N-[4-(6-^Pn-2-f7f;W)^M^;k^/^/l/]-N-[l-(4-h:°]Jv ; 
;v) -4- \?^< ]) i?M T^y] WB.z-J-sv 

H$S$l24c) "C#fc4-(6-^ P P ^;V^;VW^.(0. 31 g) CO Y)Vzxl 
>(5 ml) Wmm^it^==-JV (I ml)^PxL9O°C^f*^20#rB^^WYc o 

M -4- bf^ JJ 75/] g»x?vu (0. 25 gli^y/n fcVUT 5 ^ (0. 7 

ml) (Dmt^f- U 1/(20 ml)fflfflWt~-tia%.1t 0 ^Jft^£^T16fl#P»# M^Yc^ 

ffimvTmmfc&M*m&ffimo.i3 g , 31%) t vmtc a nmr (cdci 3 ) 5 : 

1.25 (1.5H, t, J = 7.3), 1.28 (1. 5H, t, J = 7.3), 1.35-1.96 (5H, m), 

2. 02--2.28 (2H, m), 2.45 (1H, t, J = 6.4), 2.73 (1H, t, J = 6.4), 2.80- 

3.02 (2H, m), 3.30 (1H, t, J = 6.8), 3.33 (1H, t, J = 6.8), 3.80-4.05 

(2H, m), 3.88 (1H, s),. 3.91 (1H, s), 4.14 (1H, q, J = 7.3), 4.21 (1H, q, 

J = 7.3), 6.60-6.70 (2H, m), 7.59 (1H, dd, J = 1. 8 and 8.8), 8.20-8.32 
(2H, m), 8.77 (1H, s). 
TcmftmU C 28 H 32 C1N 3 0 5 S h LT 
ff#<fjf (%) : C, 60.26; H, 5.78; N, 7.53 
^i'KS (%) : C, 60.01; H, 5.22; N, 7.33 

^MJ25 

N-[4-(6-^ P v-2-~ry = f-Mx;Vik^;V7^M-l-(4 r \?y ^^-tVij^y 



25a) 4-(6-^ PP-2-f7f^) */VTk=.;V*? s ?-jVT 5 > hV 
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MMWd) T?#fcN-[4-(6-^ p u-2-1~7^-/U) x/i,ft^;U7*<f-;U] 5; ^ 

tert-^/^(0. 75 g) (D W^^(3 ml)«^— h U 7/1^*^(3 ml) 

^M-e2B#F B i^^Mif^ 0 h/^>-^px.Mi±aiiff, mmmfc^y-^zMz. 
mmvtz&M i &z&vxmmk&m%m&mM i (o.72 g , 93%) nmr 

(CDCl 3 +DMS0-d 6 ) 5 : 1.70-1.95 (4H, m), 2.75-3.05 (2H, m), 3.10-3.30 (2H, 
m), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.10 (4H, m), 8.20-8.60 (3H, 
bs), 8.46 (1H, s). 

25b) N- [4- -2-1- 7 ^vlQ X /k/fr ^jV7^)V\ - \- (4- \f V i?;V) -4- \f^< 

MMM25a) T#fc4-(6-^ p n-2-1~y^-;V) ^/Vfc-sVy^^T %> hV 7 
MnmkM.{0.41 g)*5J:t>l-(4-t 0 U^)-4-t:'-<y K^(0. 18 g)(D?l#J- 

mio mDffi&^mm.-zfrmki'Tsm o mi~ v v v^m m g > 2mm 
s TAs-xzmm t vxmm^m^m^m (0. i9 g , 41%) t Lxn 

fc a NMR (CDCI3) 8 : 1.20-1.45 (2H, m), 1.45-1.68 (2H, m), 1.70-1.98 (4H, 
m), 2.56-2.75 (1H, m), 2.63 (2H, t, J = 7.0), 2.80-3.00 (2H, ra), 3.12- 
3.25 (2H, m), 3.70-3.86 (2H, m), 6.63 (2H, d, J = 6.6), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.83-8.00 (4H, m), 8.24 (2H, d, J = 6.6), 8.47 (1H, s). 
7c3ff ##rfl£ C 24 H 28 C1N 3 0 2 S • 1. 25H 2 0 1 VX 
ft^jt (%) : C, 59.99; H, 6.40; N, 8.74 
MWHU (%) : C, 59.93; H, 6.15; N, 8.57 
MMM26 

N- [4- (6- ^ P P -2-1- 7 f-M .X ju* ^ ;V7**?-M -N- \ l- (4- if ]) -4- b°^< V i? 



%WWo) -C#fcN- [4- (6-^ p P -2-1-7 J-JV) 7,;V7$s~/V7*^-M-l- (4- fc° JJ 
v 5 /!/) -4- !J^yr^y(o.ii g) (D ? P P (8 ml) ^M^tK^T> ^ ci * 
g-^^/Ko. 2 ml)£> &Tfi h V ^)VT X ^(0. 15 ml) £#P;t30^tSi?fcf£, 
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mmm&mams' v $ ?>\>* ? j^xmm isxmm&m&m&i&m (o. 12 g , 

93%) t lT#fc 0 NMR (CDClj) 8 : 1.21 (3H, t, J = 7.0), 1.30-1.82 (8H, 
m), 2.70-2.98 (2H, m), 3.07 (2H, t, J = 6.7), 3.18 (2H, t, J =7.5), 
3.80-4.20 (3H, m), 4.10 (2H, q, J = 7.0), 6.63 (2H, d, J = 4.8), 7.59 
(1H, dd, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 8.25 (2H, d, J = 4.8), 
8.44 (1H, s). 

Tumfttffm C 27 H 32 C1N 3 0 4 S • 0. 25H 2 0 1 UT 
ffUM! (%) : C, 60.66; H, 6.13; N, 7.86 
MMW. (%) : C, 60.59; H, 6.08; N, 7.84 



^MJ27 

3-(6-^ p u-2-j-y^-M^/^^U-^-[l-(A-\i 0 ]} i?/V)-4-t°^<}) *??v\-?n'*> 

27a) 3- (6-^ p xz-i-j-ytf-MJ-JrT'u ^^r^m.^^/v ' 
15 MMMld)V6-^^u-2-^/utiyVi-y^ V;/(6. 3 g), V J^tf-Zl" 

(2. 9 g) *5J;TJ« b V X-^JVT 5: -y (0. 9 ml) (D^^^/V(75 ml)^£^m-e2. 5 

3SfeH#:(8.88 g, 98%) h LT#fc 0 MR (CDC1 3 ) 5 : 2.68 (2H, t, J = 7.4), 
3.27 (2H, t, J = 7.4), 3.68 (3H, s, OMe), 7.39-7.48 (2H, ra), 7.65-7.71 
20 (2H, m), 7.74-7.77 (2H, m). 

27b) 3-(6-^ P P-2-f7f;V)^/^^/^P t^^m 

H»!l27a) T*#fc3- (6-^ P P -2-^7^/U) ^-^P t^VgM ^vl/ (8. 88 g) 

t3<ymmkfcmfc(6 mD^^ceo ni)tm&3o&mmmvft&, mmce mi) 
25 m^i-fcm, ^y*W7At?Siu ^y^ptv^-^/^i^^fc 

f?££tH LTHiBfl-g^ (8. 20 g, 87%)&#fc 0 NMR (CDC1 3 ) 8 : 2.82 (2H, t, J 
= 7.5), 3.248 (2H, t, J = 7.5), 7.60 (1H, dd, J = 2. 0 and 9.0), 7.91- 
7.97 (4H, m), 8.47 (1H, s). 
27c) 1- (4- M° V -4- \f^< DKy b K 7 y> 
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l-(4-fc°y i?/U)-4r\?s<y KV(1.76 g) <D * ? / -/U(18 ml)Ht^t K^vV 

-ju-^-^^m^itLxmmit^m^n^M^a.ie g , 92%)^lt#^ 0 

NMR (CDClg) 5 : 2. 50 (2H, t, J = 6. 2), 2.61 (2H, t, J = 6.2), 3.54 (2H, 
t, J = 6.2), 3.63 (2H, t, J = 6.2), 4.99 (2H, bs), 6.60 (2H, d, J = 6.6), 
8.27 (2H, d, J = 6. 6). 

27d) 3- (6- g p n -2-f 7 ±M * /Vfr ~/^-N' - [ 1- (4- b° I? *?;V) -4- 1: 0 ^ V vVH 

H»!j27b) T?#fc3- -2-^7 ?Vl>) XsUfc^/Uy u \f^m (0. 3 g) *5 

«fcOT)Bt( 0.17 g) CODMF (6 ml)«-WSC(0. 3 g) Sr^Px. 1 Hf ^/5^Wc„ O 

v ve N mMW27c) xntc 1- (4- 1° y i^/u) -4- tr^ ukv t k 7 (0. 19 g ) & 

t lchp-2o^7 ? j^xmrn \-,xmmik&yo%mn&n3i(9o m , ie%) t lt#^ 0 

MR (CD 3 0D) 5 : 1.65-1.95 (2H, m), 2.20-2.24 (2H, m), 2.80 (2H, t, J = 
6.6), 3.16-3.40 (2H, m), 3.71 (2H, t, J = 6.6), 3.75-4.00 (1H, m), 4.32- 
4.52 (2H, m), 7.24 (2H, d, J = 7.2), 7.66 (1H, dd, J = 1. 8 and 8.8), 
7.90-8.20 (3H, m) , 8.15 (2H, d, J = 7.2), 8.57 (1H, s). 
JcMfttifffi. C 23 H 25 C1N 4 0 3 S • HC1 • 2. 75H 2 0 • 0. 2MeOH tLX 
ff^ji; (%) :C, 49.28; H, 5. 76; N, 9.91 , 
M®M (%) :C, 49.44; H, 5.91; N, 9.62 

3-(6-# p u-2-i~y^-/u) ^/u4n^;wn-^ ^/wn* -[i-(4-tr y itM-i-v^y g£ 

i-(4-fc°y v7^)-4-t?-<y K^(0.36 £)<D*9 J—JV^ mD^^^yUfc K 
7^(0.2 ml) SrJP^24WFW35>tjS*fc«, S^Sr«EE»#i Lfc 0 b 
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f/V)^;Hi>=/^P^I(0.3 g)3o<tmK)Bt(0. 17 g) <DDMF (10 ml)fg^ 

wsc(o.3 d&in7Livmfr$m?jtfo %m.(d\i vy^y^n^mu^mm^ 

5 /K10 ml)^^?UT7»TC7km^v'Ty !>A(0.15 g) fcJn*.^ 

y t4(c u *f ffi Lfc«&y * y — /i-^Apx.t^? ltchp-2o# 7 

UTJBSBfb-S* £$^£^(0. 16 g, 32%)£:LT#fc 0 NMR (CDC1 3 ) 6 : 
0.90-1.15 (2H, m), 1.55-1.74 (2H, m), 2.75-3.20 (5H, ra), 2.99 (3H, m), 
10 3.48-3.72 (4H, m), 6.72 (2H, d, J = 6.6), 7.53 (1H, dd, J = 2. 2 and 8.8), 

7.88-8.16 (4H, m), 8.12 (2H, J = 6.6), 8.52 (1H, s). 
TiMfttiriW. C 2 4 H 2 7 C1N 4 0 3 S • 0. 5H 2 0 i: LT 
ft^jji (%) : C, 58.11; H, 5.69; N, 11.30 
M®M (%) : C, 57.85; H, 5.85; N, 11.49 

15 

H»!j29 

3-(6-^ p n-2--ryf-;V) */U7fr^Wf gvWT -[l-(4-tf 3J 

HJiM27d)-e#fc3-(6-^ n n-2-f-^^/U) *A"4wHr -[l-(4-tTJJ $W- 
20 4- U v 5 /^] /P^t F7i? K (0. 18 g) <D €B: (2 ml) JJ 1/ 

(0.2 ml)^R^100°CT5H#^^^MYc o Ufcttftfttf- h JJ ? AtK 

fc#^&&£$fctc(85 mg, 40%) £ LT#fc 0 NMR (CDC1 3 ) 5 : 1.50-1.84 (2H, 
25 m), 1.85-2.25 (2H, m), 2.50-2.90 (5H, bs), 3.10-3.40 (2H, m), 3.52-3.72 

(1H, m), 3.64 (2H, t, J = 6.6), 4.15-4.36 (2H, m), 7.15 (2H, d, J = 7.6), 
7.66 (1H, dd, J = 2. 2 and 8.8), 7.88-8.16 (7H, m), 8.54 (1H, s). 
jnllf £fHit C 24 H 27 C1N 4 0 3 S • HC1 • 1. 5H 2 0 1 LT 
f-f#jjl (%) :C, 52.36; H, 5.68; N, 10.18 
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MMiM (%) : C, 52.52; H, 5.78; N, 10.06 

30a) 4-^ ±fl£T % J -1- (4- M° V vVP) \f^< V W 

1- (4- fc° ]} i?/V) -4- fc°-< ]) K V (0. 88 g) *3 £ t>V ^/VT ^ (0. 37 g) <D 

* ?;—ju(io mimw^mkio. 34 g) ^nk.tzM, jmiki/r; u?m~r h y 
^^(0.34 g)^p^s.Ti7B#r P ^^^Yc 0 EO£$e&i§Ji§u mgrnzimm 

(0.96 g, S&ftft) £ LT#7t 0 MIR (CDCI3) 6 : 1.22-1.50 (2H, m), 1.90- 
2.10 (2H, m), 2.47 (3H, s), 2.51-2.70 (1H, m) , 2.84-3.02 (2H, m),3. 75- 
3.92 (2H, m), 6.66 (2H, d, J = 6.6), 8.25 (2H, d, J = 6.6). 
30b) 4-(6-^ PP-2-t7f;V) ^/^^/WN-^ ^7WN-[l-(4-b: 0 U v7k)-4-fc° 

Ulif !j24c) Tl#fc4- -2-f 7 ^vVO * = /Vg&|6 (0. 1 6 g) *3 J; 

HOBt (80 mg) (DDMF (5 ml) M^WSC (0. 15 g) &Jn&lR#l?g#>t^?fc&, HifeM 
30a) t?#fc4-p< ^VVT ^ y-l-(4-k° U vVv) fc°^!J S^(0. 12 g) &MxMMX*U 

timfr%m&it a DMFSr^biNTKSKb:^- b y ^at^&^t/^ y ufcn, 

1^(0.22 g, 90%) £ LT#fc 0 NMR (CDC1 3 ) 8 : 1.55-1.90 (4H, m), 2.00- 
2.25 (2H, m), 2.45-2.74 (2H, m), 2.79 (3H, s), 2.82-3.02 (2H, ra), 3.34 
(2H, t, J = 7. 2), 3.88-4.05 (2H, ra), 4.52-4.80 (1H, ra), 6.65 (2H, d, J = 
6.6), 7.59 (1H, dd, J= 1.8 and 8.8), 7.80-8.00 (4H, m), 8.26 (2H, d, J 
= 6.6), 8.47 (1H, s). 
jumfttfriU C 25 H 28 C1N 3 0 3 S-0. lH 2 Oir LT 
f-f-Hjg: (%) : C, 61.55; H, 5.83; N, 8.61 
MWM (%) : C, 61.44; -H, 5.70; N, 8.76 
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4- (6-^ n P-2-^7^/^)^/>^^U-N-^f /WN-[l-(4-fcTi; vVk)-4-fc°^y 

HJiM27b)T#fc3-(6-iJ' p p-2-^:7=FyP) X/l^^/K/n fc^^feJ^H 
»j30a) -e#fc4-^ ^vv-T 5 / -l- (4- 1° v i?nd y ^ ^ »M30b) pi 

m\^LXmmt^m(0.l2 g, 60%)£#fc o NMR (CDCI3) 5 : 1.50-1.95 (4H, 
m) , 2. 70-3. 08 (4H, m) , 2. 83 (3H, s) , 3. 58 (2H, t, J = 7. 9), 3. 80-4. 10 
(2H, m), 4.46-4.72 (1H, m), 6.65 (2H, d, J= 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, m), 8.26 (2H, d, J = 6.6), 8.49 (1H, s). 
7tW^\^. C 24 H 26 C1N 3 0 3 S • 0. 2H 2 0 • 0. lEt 2 0 1 LT 
tUMt. (%) : C, 60.67; H, 5.75; N, 8.78 
MUM (%) : C, 60.69; H, 5.72; N, 8.88 

»$J32 

4- -2-T V ±M X /Vaft ~/^-N- * f-zV-Yh [ 1- (4- ]) *?M -4- \J 



HJ&$j31Tl#7i4-(6-^ P v~2-~r7?-M ^;I/*^;WN-^ ^vWf-[l-(4-t: o y 

mmzMx., m&tLti 0 mm^^Lxmmit^m^mn^m^m) t^x 

#fc 0 NMR (CD 3 0D) 8 : 1.40-2.00 (4H, m), 2.50-3.40 (3H, m), 2.85 (3H, 

s), 3.65 (2H, bs), 4.00-4.70 (4H, m), 7.15 (2H, bs), 7.55-7.75 (1H, m), 

7.85-8.30 (6H, ra), 8.56 (1H, s). 

Tcm^M C 24 H 26 C1N 3 0 3 S • HC1 • 2. 75H 2 0 1 LT 

ff^it (%) : C, 51.66; H, 5.87; N, 7.53 

HWit (%) : C, 51.59; H, 5.79; N, 7.48 

^M33 

2-[n-[3-(6-^ p p dt±Z±M *A^vBZk2^g ^/^]-N-n-(4-tf y 2Mz 
4- y vvn r-;/] ggtgB±± 

^»j24d)T#fc2-[l-(4-t°y ^/l/)-4-t°-<y ^;l/]7 5 7 mm^T^tm 
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»j27b) -??#fc3-(6-^ n u-2-~r~7?-;V) ^;V^=.;vy°n bMMM 
m) bmmzVTm&ik&VO&M&faMkLXnfto NMR (CDCI3) 8 : 1.23 and 
1.27 (3H, each t, J = 7. 3), 1.25-2.00 (5H, m), 2.70-3.17 (4H, m), 3.50- 
3.65 (2H, m), 3.70-4.10 (2H, ra), 3.87, 3.93 (2H, each s), 4.13 and 
5 4. 18 (2H, each q, J = 7.3), 6.58-6.72 (2H, ra), 7.55-7.65 (1H, m), 7.80- 

8.00 (4H, m), 8.20-8.34 (2H, ra), 8.49 (1H, s). 
TC^^-Wit C 27 H 30 C1N 3 0 5 S • 0. 55H 2 0 1 LT 
If^fit (%) ;C, 58.54; H, 5.66; N, 7.59 
MMM (%) : C, 58.27; H, 5.77; N, 7.87 
10 HMJ34 

3- [N-[3-(6-^ P u-2-^y^)V)^)Vi^-)Vfu t=°^->r/H-N-[l-(4-t!°i; 

4 - b y< y T X 7 ] ~?u }£ir^m^7V 

34a) 3-[l-(4-b° V £W-4-fcV<y i?M TX/Z?n ^Orl/Wk^JV 

1- (4- fc° V -4- ]) (0. 88 g) £ j3 -T 7 - r^As^XTAjlam 

15 (o. 93 g) frbmtfoM24d) t mm?. isxmmt&to (1. 44 g , ^a#j) &#fc„ nmr 

(CDCI3) 8 : 1.26 (3H, t, J = 7.1), 1.28-1.55 (2H, m), 1.88-2.08 (2H, m), 
2.51 (2H, t, = 6.4), 2.64-2.85 (1H, m), 2.85-3.05 (4H, m), 3.50-4.00 
(1H, bs), 3.75-3.92 (2H, m), 4.15 (2H, q, J = 7.2), 6.66 (2H, d, J = 
6.4), 8.23 (2H, d, J = 6.4). 
20 MMMMb) 3-[N-[3-(6-^ p u-2-j-y^M K;Vfc=.;V7'u b°^-^yI^]-N-[l- 

(4- y vvl^) -4- ]) T X / ] 7 s P h°^-ym^/^ 
HMM27b) Tl#fc3- (6-^ P V -2-1-7 7.;V°fc~/V7°u (0. 30g) \t 

@LT#fd^ft^^^»!j34a)-e#fc:3-[l-(4-t o y ^) -4- U SWT ^ 
25 / y P k*^-i/^^(o. 2g)i y/n ^xf;l/7 5 V (0. 4 ml) <DMit^ 

fc 0 TKSrJD^tfc^ MTR^^hy ^^iut tm&g&L, 

m$-i/ y # ?;V% yJ*b LH-20^7 7^T»S LTj®fBfc^£Mfe» (45 rag, 
8%)iLT#7c 0 NMR (CDC1 3 ) 5 : 1.22 and 1.28 (3H, each t, J = 7.0), 
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1.50-2.00 (5H, ra), 2.35-2.60 (2H, m), 2.72-3.08 (4H, m), 3.32-3.68 (4H, 

m), 3.70-4.20 (4H, m), 6.58-6.74 (2H, m), 7.61 (1H, dd, J = 2. 2 and 8. 8), 

7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 8.49 (1H, s). 
jmfttixW. C 28 H 32 C1N 3 0 5 S • 0. 5H 2 0 1 LT 

%\%\% (%) : C, 59.30; H, 5.87; N, 7.41 

MB1{$. (%) :C, 59.38; H, 5.61; N, 7.51 



2- (6- ^ P P -2-f~ 7 =f-)V) X ^7I^-N- ^ gvWF [ 1- (4- fc? V -4- U xj. 

35a) 2- (6-^ P n-2-j-y=f-;U)f-^m^ f-JV 

H»!jld) -xmtzJb-Z UU-2-*/U%7°}-1-7#Ul/(l.95 g) (D ^ ? J —/V (40 

toDmmm^i- v v h*^ kco. si g ) ^jp^io^tii^c^ -7**0 

3N^^pHli!bfc^ N gffifccn^.T?ttWbfc 0 ttffi^^fP&tTRT?^ M 

^i^^^P^B e H ^L/cMfBib^^^ H B H (0.9l g, 34%) £ Ut#fc 0 $ 

b\c mw&\}i.7g<Dmmk&yo%ffivt%)kLxntc 0 nmr (cdci 3 ) 5- : 3.72 

(3H, s), 3.75 (2H, s), 7.42 (1H, dd, J = 2. 2 and 8.8), 7.49 (1H, dd, J = 
2.2 and 8.8), 7.64-7.85 (4H, ra). 
35b) 2-(6-^ P U-2-±-7=f-)V) 

%Wm*$ X*m^2- -2-^r y ^ (2. 6 g)^e> MMM 

24b) tmmfcLxmmk&m%M&ffi£h(2.5, m)tLxntc a nmr (cdci 3 ) 

6 : 3.70 (3H, s), 4.21 (2H, s), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.90- 
8.00 (4H, m), 8.51 (1H„ s). 
35c) 2- (6-^ P n-2-^y^)V)^)Vi^^JVWB. 

^M35b) X%tz.2- (6-? n P -2-i~y^-/V) X/Uft^/VB^ =f-;V (2. 45 g) 
b^Ml2b)i|H#^LTMfa'fb^^-fe^(2.25 g, 93%) t UT#fc 0 NMR 
(CDCl 3 +DMS0-d 6 ) 5 : 4.20 (2H, s), 7.59 (1H, dd, J = 2. 2 and 8.8), 7.90- 
8.05 (4H, m), 8.54 (1H, s). 
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35d) 2-(6-^ P P-2-^:7^)^/^~^-N-^/WN-[l-(4-t:°y vv^)-4-b° 

HMJ35c) Tltfc2- -2-*- 7 ^/U) * /U/fc ~;l^m t ^»ll30a) T*# 

-fk^feSrilfelSdli: Lt#fc„ NMR (CDC1 3 ) 6 : 1.60-2.00 (4H, m), 2.81, 

3.02 (3H, each s), 2.82-3.16 (2H, m), 3.88-4.20 (2H, m), 4.-34 and 4.41 

(2H, each s), 4.45-4.75 (1H, m), 6.60-6.76 (2H, m), 7.59 (1H. dd, J = 

2.0 and 8.8), 7.90-8.00 (4H, m), 8.25-8.36 (2H, m), 8.49 (1H, s). 

TuMftVfU C 23 H 24 C1N 3 0 3 S£ LT 

ff^jlS (%) : C, 60.32; H, 5.28; N, 9.18 

HSH-fit (%) : C, 60.17; H, 5.25; N, 9.19 



n- [3- (6-^ p p -i--ry=f-)v) t°M -n-^ gv^jMli (4- 1° P 

HM!34c) -C#7t4-(6-^ n n-2-^7^/U) */MwH&Sfe(0. 31 g) k V V ^ 
^/UT^y{0.15 ml)(D h^^^do ml) W-W^T Vft&V- ^ -jUftXft V )V 
(DPPA) (0. 22 ml) *1&^W^\$9mfr%W£tzM.^ 110°C^1. 5R#H^#2Si?fc 0 

#*P^ »M30a) T#fc4-^< *f~jVT %/-\- (4- 1° y y^y (0. 2 g) *3 

it>^fb^^-^^(8 mi)»x.^^3H#^^-#^Yc 0 mmzmzu imwt 

^/gffifeai^^6>|?*&iB LTfiaBfc^&ftfeHii (0. 27 g, 53%) k LT#fc„ 
NMR (CDCl 3 +DMS0-d 6 ) 6 : 1.54-1.75 (4H,m), 1.87-2.08 (2H, m), 2.67 (3H, 
s), 2.80-3.04 (2H, m), 3. 20-3. 42 (4H, m), 3. 88-4. 05 (2H, m), 4. 24-4. 50 (1H, 
m), 5. 58 (1H, t, J = 5.8), 6.67 (2H, d, J = 6.6), 7.60 (1H, dd, J = 1. 8 
and 8.8), 7.82-8.02 (4H, m), 8.22 (2H, d, J =6.6), 8.47 (1H, s). 
Jtmftm% C 25 H 29 ClN 4 0 3 Si:LT 
ff-^C (%) : C, 59.93; H, 5.83; N, 11.18 
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(%) : C, 59.71; H, 5.86; N, 11.09 
N-[3-(6-^ P v-2-j-7^/U) X/Uft^/U^/U2-N-?iT/l'-N'-[l-(4-t o y Z?M- 

30a) X%tz.4r^ 5 J -1- (4- tf U i^U) U ^^^11^36) i: WiWt- L 

TMfa^%^Mfe^^ Ltlfc, NMR (CDClg) 8 : 1.52-1.75 (4H, m), 
2.67 (1H, m), 2.67 (3H, s), 2.80-3.05 (2H, m), 3.36-3.50 (2H, m), 3.68- 
3.82 (2H, m), 3.87-4.0 5(2H, ra), 4.24-4.50 (1H, m), 5.34 (1H, t, J = 
5.7), 6.65 (2H, d, J = 6.6), 7.61 (1H, dd, J = 1. 8 and 8.8), 7.85-8.00 
(4H, m), 8.26 (2H, d, J = 6.6), 8.47 (1H, s). 
TtmftmU C 24 H 27 ClN 4 0 3 Si! LX 
ft-^g (%) : C, 59.19; H, 5.59; N, 11.50 
MWM (%) : C, 58.95; H, 5.77; N, 11.46 

3-[(4-^pp7x^)^ 5vt^ ;VK~;V\ -N-j* gvlHH> (4- b° V i>M -4- tf^ 
38a) 3- (4-^ P P y=c~;V) ^ ^/I^-^t/p ¥Jr>^ ±/U 

W^f;Kl. 26 g) kwimftrt- V 3 y&imms. 5 

ml) <ZM $ 7 -/P(20 ral)^— i&ft4-^ P P-Oi^-(l. 61 g) ^P^L^T2O0# 

(2.01 g> 82%) t LT#fd 0 NMR (CDC1 3 ) 6 : 2.51-2.72 (4H, m), 3.69 (3H, 
s), 3.70 (2H, s), 7.28 (4H, ra). 

38b) 3-(4-^ p p y ^ ^}V^;vj^=-;vfn \fisrVWk.^ ±fr 

^«ij38a) T?#fc3-(4-^ P P y * ^jV^ir^u \f ^->vfrh% 

»i]24b) t mm\z Lxm&tt&%>*m& v AsKrm, oo» t lt#tc 0 nmr 

(CDC1 3 ) 8 : 2.84 (2H, t, J = 7.4), 3.20 (2H, t, J = 7.4), 3.74 (3H, s), 
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4.26 (2H, s), 7.39 (4H, s-like). 

38c) 3- (4-^ P uy^=-M ^ ^;V?.)Vib~}V~7u "dirl/Wk 

H$Sf!j38b) T#fc3- (4-^ a a y ^ fvv^/l^twi^n f^gM ^vv 
(2.04 g)tili(3 ml)Odfil(20 ml)«£l4B#P^?l Lfcff , 

tl^ri§^,tf^(1.71 g, 88%)£LT#fc D NMR (CDC1 3 ) 6 : 2. 89 (2H, t, J = 
7.1), 3.21 (2H, t, J = 7.1), 4.26 (2H, s), 7.39 (4H, s-like). 
38d) 3-[ (4-^ P P Z ^-^) ^ 5M^/I^~/k]-N-p< f/WN-[l- (4- y vvt^) - 
4- y vVP] 2lH£!^Z^Jl 

10 ^»j38c) -T?#fc3- (4-^ nn7x-^)^f;V7;k*^;^P t^^i^JS 

M30a)T*#fc4-^^T^ /-i-(4-t° y sw^y ^V^bHj6i0lj3Ob) 
\Z\^xmWt&to&M&&&&(48&) b LT#fc„ NMR (CDC1 3 ) 6 : 1.63-1.79 
(4H, m), 2.79-3.03 (7H, m), 3.29 (2H, t, J = 6. 8), 3.93-4.02 (2H, to), 
4.30 (2H, s), 4.65-4.74 (1H, m), 6.67 (2H, d, J = 6.5), 7.41 (4H, s- 

15 like), 8.27 (2H, d, J = 6. 5). 

7umft$fiM C 2 1 H 2 6 N 3 0 3 SCI i: LT 

tUMlE (%) ;C, 57.85; H, 6.-01; N, 9.64 

mWHM (%) : C, 57.56; H, 6.07; N, 9.68 

20 3- [ (2' -j/T / -4- tf 7 " M ^ ^/v?,;vfc ^/Ix]-n-^ gvj^h [l- (4- g y - 

39a) 3-[ (2' -j/T I -4-tf 7 a. ~M ^ ±A^^} \£$rl/Wt* fvV 

3-t ?v^y\-yu K°$-ym* T-AsbA-y****** f-/v-2' -VT J if y a ^>Vfa h 

HJSM38a) £ H3$tK LT«iBfb^*«:«lfetttt«b (£ft$) £ LT#fc„ NMR 
25 (CDC1 3 ) 5 : 2.56-2.64 (2H, m), 2.71-2.79 (2H, ra), 3.70 (3H, s), 3.80 

(2H, s), 7.40-7.55 (6H, m), 7.61-7.69 (1H, ra), 7.77 (1H, dd, J = 0. 9 and 
7. 5). 

39b) 3- [ (2' -*/T I -4- fcT7a =-M * ^U^/Ut^^/U] y* p \f$-yWk* fvU 
^Ji#|39a) T#7c3- [ (2' -v"T / -4- tf 7 a ^/V) ;* ^/U^*] tf ^ 
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/ufat>mmm24b) t mm^ Lxmmi^^m^^ am t lt#^ 0 nmr 

(CDCI3) 6 : 2.86 (2H, t, J= 7.4), 3.27 (2H, t, J = 7.4), 3.74 (3H, s), 
4.36 (2H, s), 7.44-7.72 (7H, m), 7.79 (1H, dd, J = 1.4 and 7.6). 
39c) 3-[ (2' -VT I -4-l:'7x^) ^ f-;V^;V^^M ~?xi tf^-^gfe ' 
H»j39b) TWc3- [ (2' -i/T J ~4- \f 37 rc -/U) 7* ^/l^/l^-Zl/l 

NMR (DMSO-d 6 ) 5 : 2.72 (2H, t, J = 7.4), 3.35 (2H, t, J = 7.4), 4.65 
(2H, s), 7.54-7.68 (6H, m), 7.78-7.95 (1H, ra), 7.98 (1H, dd, J = 1. 2 and 
7.4). 

39d) 3-[(4-^ p o^y 7/^^^;H-N-/ f ;k-N-[l- (4- b° y v'/P) 
«W39c) T#fc3- [ (2' -i/T J -4- \fV p< f-j^/u^M ~?u t°^y 

mt mrnmoa) xnt^-^ t-ast 5 / -1- (4- tr y v h $mm 
30b) kmm^xmm4k-&<&}%m&&M>(7i%) t l-c#?c 0 nmr (cdci 3 ) 6 : 

1.63-1.88 (4H, ra), 2.80-3.03 (7H, m), 3.37 (2H, t, J = 7. 2), 3.95-4.01 

(2H, m), 4.40 (2H, s), 4.62-4.79 (1H, m), 6.66 (2H, d, J = 6.5), 7.44- 

7.53 (2H, ra), 7.61-7.72 (5H, m), 7.79 (1H, d, J = 7.6), 8.27 (2H, d, J = 
6. 5). 

Ttm^iW. C 28 H 30 N 4 0 3 S£ LX 

(%) : C, 66.91; H, 6.02; N, 11.15 

(%) : C, 65.44; H, 5.96; N, 10.51 



H»!j40 

3-[(6-^ P * f-jVKjVTfr~;V]-N-^ ^-N-[l-(4-fc°U 

40a) 3-[(6-^nn-2-f7 * ±As±_ ^] 37° p >m * fvk 
3-^ /1^7 7° h 7° P fc^i/lfe^ ^vl'i: 2-^ P P -6-^ P p ^ ^vW* 
(Haydock D. B. et. al, Eur. J. Med. Chem. Chim. Ther. , 1984, 19, 205) 

bmmwma) t mm\z Lxmmit^^m^m^ (42%) t vxntc 0 nmr 
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(CDClg) 6 : 2.52-2.73 (4H, ra), 3.67 (3H, s), 3.87 (2H, s), 7.42 (1H, dd, 
J = 1.8 and 8.6), 7.51 (1H, dd, J = 1. 6 and 8.4), 7.69-7.80 (4H, m). 
40b) 3- [(6-^ g xi-l-ty^-iV) *^-)V7,}Vfo^lV\-7u t°$-^mff-fr 

»M40a)T#7c3-[(6-^ P P-2-t7f/l/)^ Wt]/n If^iM fVl/ 

fabmtkM24b) t mn\z Lxmmfc&m%m&&M l (43%) t vxntz B nmr 

(CDC1 3 ) 5 : 2.83 (2H, t, J = 7.4), 3.23 (2H, t, J= 7.4), 3.72 (3H, s), 
4.44 (2H, s), 7.47 (1H, dd, J = 1. 8 and 8.8), 7.57 (1H, dd, J = 1. 4 and 

8.4) , 7.79 (1H, s), 7.83 (1H, s), 7.85-7.90 (2H, m). 

40c) 3-[ (6-^ g V--2--yy^-JV) * =f-]V7,/Vlb=^}V\ y p bT^^jfe 

H»j40b) Tl#t3-[(6-^ v xi-i-^-y^-)V) y ^)V7,jvi^-)V\rfn 

NMR (DMS0-d 6 ) 8 : 2.65 (2H, t, J = 7.4), 3.33 (2H, t, J = 7.4), 4.72 
(2H, s), 7.54-7.62 (2H, m), 7.93-8.03 (3H, m), 8.08 (1H, d, J = 1.8). 
40d) 3-[ (6-^ P Hz2z±Z£±) * ^/^/^^"^]-N-^ ^vWHl-(4-fc° V i? 
JV) -4- ]) j?/U] K 

MM&UOc) T#fc3-[ (6-^ P p-2-^-7^/^) ^ ^-yk^/k^^/H 7°P 

£ H»!j30a) -e#fc4-^ 5 y -1- (4- 1° y V;v) ^ y & n»J30b) 

tmm^XMM\:^*^&MMi{ll%) t tt#fc 0 NMR (CDCI3) 5 : 1.67- 
1.76 (4H, m), 2.78-2.85 (5H, ra), 2.91-3.13 (2H, m), 3.32 (2H, t, J = 

7.5) , 3.93-4.14 (2H, m), 4.48 (2H, s), 4.67-4.76 (1H, m), 6.73 (2H, d, J 
= 7.0), 7.47 (1H, dd, J = 2.0 and 8.8), 7.60 (1H, dd, J = 1.4 and 8.2), 
7.79 -7.84 (3H, m), 7.93 (1H, s), 8.22 (2H, d, I = 7.0). 

Tzmftffim C 2 5 H 2 8 N 3 0 3 SCI t LT 

wtWiM (%) : C, 57.85; H, 6.01; N, 9.64 

MWM (%) : C, 57.56; H, 6.07; N, 9.68 

H»J41 

3- [N-[3-(6-^ u P-2-^-7^) ^/U^^/Uy"u fc°;j-~^]-N-[l-(4-fc 0 ]} 

4- fc"^ ]) j?M T % I ] 

41a) 4-(2-^ Y^y-ft iVi^-jV^^T % J Wt> vl^^gfetert-:/ 
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4-^-^y-l-fc 0 ^!J i?^#A>tf>&tert-7*7-Ml.W g) £: 0 -Ty^y^f/V 
«7VU&g|&(1.69 g)<D^/-/W50 ml)f«^lM(1.2 g) &Jq*.fc^ tR 
frTfczksHteVT / H b V (1. 2 g) &tfcmfc#ttT>to;i N .^T«16B# 

feWt#K2.8 g, 93%)£LT#fc 0 NMR (CDC1 3 ) 6 : 1.2-1.45 (2H, m), 1.23 
(3H, U J = 7.2), 1.45 (9H, s), 1.80-2.00 (2H, m), 2.40 (1H, br s), 2.58 
(2H, t, J = 6.4), 2.60-2.90 (3H, m), 2.98 (2H, t, J = 6.4), 3.95-4.15 
(2H, m), 4. 16 (2H, q, J = 7. 2). 

41b) 3-[N-[3-(6-^ P n-2-1ry?-j]/)XjVifr~A'*7Ti h°^-^/V]-N-(l-tert-^ 

HMJ27b) -X?#fc3-(6-^ p n-Wf/P) tf^-^Sfe(0. 15 g) 

3- (l-tert-^ h ^^/^7j?^/W-4- U v 5 /!/) T 5 7 7°P IfjtVWt^f'A' (0. 2 
g) COTHF (10 mDmmZ 5 ^1^#?S^fc^, *&ffc4- (4, 6-v 5 ^ b 3^-1, 3, 5- b ]} 
T i? M -4-7* ^vl^/l'Tfc (DMTMM : Kunishiraa, M. et. al, 

• Tetrahedron, 1999, 5$ 13159) (0. 15 g) SrJPjfcSS&Tfc: 3 ^W^tfi^fco 

#?/i'#7j*vmm\sxmmk^&te&BMo-28 §> 9e%)tvxm^ nmr 

(CDC1 3 ) 5 : 1.15-1.35 (5H, ra), 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50- 
1.80 (2H, m), 2.35-3.05 (6H, ra), 3. 35-3. 80 (5H, ra), 4.00-4. 40 (4H, m), 
7.54-7.68 (1H, ra), 7.88-8.0 0(4H, m), 8.48 (1H, s). 
41c) 3-[N-[3-(6-^ g u-2-1~7^M *;V7fr~/V7°u fc°^-^/P]-N-[l-(4-h° ]) 
2M -4-fcV< V T § I ] tf ^jfej^P 
^M41a)-Cl#fc3-[N-[3-(6-^ n n-2-t7^)7/I/*^P 
. N-(l-tert-^ h^r^^^^/W4-t°-<y ^)7^ /]/p t^^^^/Kl. 57 
g ), h/U3i^(2 ml)*5«tTJ«MJ^/^n^(4 ml) ©»^*S:Sia*C 1 
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;VT;^—/V{ZQ ml), 4-7* n^E fc° JJ ^mB3k(0. 58 gh y^o fcTAcc^- 

/kt 5^(7.8 g)^p^4 8B^»jlrjfebfc 0 KJS^Sr««l^:@, ^^hP 

5 feSr^fei)*(0. 44 g, 29%) £ LT#fc D NMR (CDC1 3 ) 6 : 1. 22 and 1. 28 (3H, 

each t, J = 7.0), 1.50-2.00 (5H, ra), 2.35-2.60 (2H, m), 2.72-3.08 (4H, 
m), 3.32-3.68 (4H, m), 3.70-4.20 (4H, m), 6.58-6.74 (2H, ra), 7.61 (1H, 
dd, J = 2.2 and 8.8), 7.80-8.05 (4H, m), 8.20-8.40 (2H, m), 8. 49 (1H, s). 

io mmm^2 

42a) 1- (2-^ ^/W4- P vvl-) -4- U 

K^^ii:— TkMJ (1.53 g)iHnn-2-^f/H: s y v^Q.27 g) 

^v&xmm., mmtm&u mmm^^v^^Ay^xmmLxmm^ 

m&n&mfo(0.89 g, 47%) t LT#fc 0 NMR (CDC1 3 ) 5 : 2.49 (3H, s, Me), 
2.56 (4H, t, J = 6.3), 3.74 (4H, t, J = 6.3), 6.54-6.61 (2H, m), 8.23 
20 (1H, d, J = 5.8). 

42b) 4-^ =f-;VT % ^-l-(2-^ ^-4-t:° V V W 

«$]42a) T#fcl- f/H-ff V -4-trx V (0. 96 g) „ , 40%^ f- 
/UT5V7KW(L6 g)*3«fc 0*^11(0.86 ml) /-^ (10 ml)^^*^T> 

TkSHfc v'T / m 5 St ^ b y V A (0. 47 g) (D * # J (5 ml) mm&MT Lfc D s 

25 ^m^o°cx-i.mm^m^tzMs ^mit^ryuomi-hv ^.mo.47 e )&m 
toLxm.uxi.5Bmfr%mnfc 0 &j&m&mmmnu msm^&o^-m 

&&x-$m&. mmz^u mmm^iyv^^^y^K^yimm^xmtm 

^m^M^m^iLO g, 97%) t Lfc#fc 0 NMR (CDClg ) 5 : 1.30-1.48 (2H, 
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m), 1.92-2.02 (2H, m), 2.44 (3H, s), 2.47 (3H, s), 2.54-2.70 (1H, m), 
2.84-2.98 (2H, m), 6.49-6.54 (2H, ra), 8.14 (1H, d, J = 6,0). 
42c) 4- (6-)PP -2-~f V ±M * ^ ~/WN- £ gvWh [ 1- (2- ^ ±A^±1 ^ V H. 
M -4- ^ V *J~?V\ 7n*lsT%Y 

HJiM27b) X%tz3- n X/Ufczz/uyu (0. 45 g) % 

mfe#|42b) -t?#f'4-^ 'f'JVT % (2-^ ^/W4-t° U ]} (0. 41 

g)*3«ttjq)MTMM(0.56 g)£)THF(50 ^Wm^M^Xl 6NP^^#M^fc 0 

ffitH^^zkWi-by ^AT^L/Co J81&S:g*U V * 

?jU%7&X^mVXmmk&&%M&ffiM0.30 g, 38%)£LT#fc 0 NMR 
(CDC1 3 ) 5 : 1.52-1.95 (4H, m), 2.50 (3H, s), 2.75-3.15 (4H, m), 2.84 
(3H, s), 3.50-3.65 (2H, m), 4.45-4.80 (1H, ra), 6.50-6.65 (2H, ra), 7.60 
(1H, dd, J = 2. 2 and 8.8), 7.90-8.00 (4H, m), 8.20 (1H, d, J = 6.4), 
8.45 (1H, s). 

Tt&fttifW. C 2 5 H 2 8 C1N 3 0 3 S- 1. 75K, 0 1 LT 
ff^jjt (%) : C, 58.02; H, 6.13; N, 8.12 
MMiM (%) : C, 57.77; H, 5.96; N, 8.08 

2- (6- ? p p -2-j- y *f M * ^ - [ 1- (4- tf y i^/u) -4- t°^< y 2±3 g fr 

43a) 2-[ (6-^ P P-2-t7f/l^) ;*/MvB±Z±f2kJ ff/Wj v^gt tert-^^- 

tert-y^^hmmm^2b)tmmKLxmmit^^m^^(82%) t Lxntt, 

NMR (CDCI3 +DMSO-d 6 ) 8 : 1. 46 (9H, s) , 4. 19 (2H, s) , 7. 07 (1H, bs) , 7. 56 
(1H, dd, J = 1.4 and 8.8), 7.80-8.05 (4H, m), 8.62 (1H, s), 9.65 (1H, 
bs). 

43b) f2-(6-^ p u-2-~fy3yv)y>;vfo~jvT± M t: Yy-J K 
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HJiM43a) -e#fc2-[(6-^ p ^/U^=.;UT±^'] %/W*i?> 

^tert-:/^M0. 6 g), Y;V^yiX ml) jo £0? MJ r7/^;tP@^(l ml)<E>iI^H&J 
Sr^?fit? 1 Bid fl>#2!i?fc 0 S^SrSailfeH U tK^P^INtK^^ h U * A 
TpH8i: LTtftHLfcW©^6^ TkML ^LTMI5^^(0.41 g, 93%) 
£r#/c 0 NMR (DMS0-d 6 ) 8 : 3.34 (2H, bs), 4.30 (2H, s), 7.72 (1H, dd, J 
= 2.2 and 8.8), 7.95 (1H, dd, J = 2. 0 and 8.8), 8.10-8.35 (3H, m), 8.58 
(1H, s), 9.38 (1H, bs). 

43c) 2- (6-^ P &z2z±7±M ^/^^;WN'-[l-(4-lf V -4- U v^Rl 

^»!l43b)-e#fc[2-(6-^ P P-2-^-^^7V) XAtfc^AsT't M t K7V 5 K£ 

1- (4- fc° U -4- U Ky(0.10 g)©x^; — ,V (10 ml) 8 f$TOlf&3S 
mhti 0 ftiWlk, **;-Mio ml)£H^(0.2 g )lrMfc.o tK^T^tK*^ 
v-T /(i^th^A(0.2g) trUax., £ b fc^ire 1 6 mRfrznk&lt, & 

fowzmms mmm\zfc&tox.wmtx*x>mkLfc 0 tmmzzmu chp- 

2 O^yAT^LTMIE^^^^^^o. 19 g )i:L-C#7c 0 NMR (DMSO- 
d 6 ) 8 : 1.20-1.55 (2H, m), 1.70-1.90 (2H, ra), 3.00-3.30 (3H, m), 3.90- 
4.20 (2H, m), 4.50 (2H, s), 7.18 (2H, d, J = 7.4), 7.74 (1H, dd, J = 2. 2 
and 8.8), 7.98 (1H, dd, J= 1.8 and 8.4), 8.10-8.35 (5H, m), 8.61 (1H, 
s). 

7umft$rU C 22 H 23 C1N 4 0 3 S-HC1-L75H 2 0£: LT 
niW-iM (%) : C, 50.14; H, 5.26; N, 10.63 
MMiU (%) : C, 50. 10; H, 5.25; N, 10.58 

H»!j44 

2- [ (6- ^ P P -2-i~ 7 ^yk) ^ /Wfr ~JV] -N* - * gvW£ - C 1- (4- b° U vVk) -4- 
HHM43c) "C#fc2-(6-^ P P-2-^-7^) ^/U^^/WN' -[l-(4-t° y V;V)- 

(36%) £ LT#7c 0 NMR (CDC1 3 ) 6 : 1.30-2.05 (4H, m), 2.61 and 2.69 
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(total 3H, each s), 2.70-3.00 (3H, m), 3.75-4.00 (2H, m), 4.11 (1H, s), 
4.32 (0.5H, d, J = 14), 4.75 (0. 5H, d, J = 14), 6.60-6.72 (2H, m), 7.44 
(1H, dd, J = 1.8 and 8.8), 7.80-8.05 (4H, m), 8.25 (1H, bs), 8,48 and 
8. 51 (total 1H, . each s). 



ItHjf (%) :C, 56.78; H, 5.49; N, 11.52 
HfflU (%) :C, 56.91; H, 5.43; N, 11.74 

4- [N- [3- (6-^ P P -2-t7f;l/) X/U7fc~j>U'7'v t^ryy] -N- [1- (4- V - 

4- V TjLZ] SSit^^ 

45a) 4- [ 1- (4- tf y 2^ -4- V Z % 1 J 

l- (4- 1° 3 *?j\<) -4- y mm^^m&fr b mnmws) t 

mm^Lrmm^^mn^m^(85%) t vxwc 0 nmr (cdci 3 ) s 1.13 

(3H, t, J = 7.2), 1.15-1.50 (2H, m), 1.60-1.90 (4H, m), 2.25 (2H, t, J = 
7.3), 2.45-2.90 (5H, ra), 3.60-3.80 (2H, m), 4.01 (2H, q, J = 7.2), 6.44- 
6.60 (2H, m), 8.05-8.20 (2H, ra). 

45b) 4-[N-[3-(6-^ P ^;Vfo~/V7vi fcT^-^l/]HW-[l-(4-tf V 

*j/v) -4- ^ y T 5 / ] jgH^^/I^ 

Hi&0927b) T#fd3-(6-^ P ^M^P tf^-^gl^HJiM 

45a) T*#fc4- [ 1- (4- fc° P v7^) -4- U v7^] T 5 J m&^fl'fr & HfifiM42b) 
^^^LTMIBft:^^^l&^(13 0 /o) £ LT#fco NMR (CDC1 3 ) 5 : 1.26 
(1. 5H, t, J = 7.0), 1.27 (1.5H, t, J = 7.0), 1.55-2.00 (4H, m), 2.20- 
2.40 (2H, ra), 2.75-3.05 (4H, m), 3.07-3.30 (2H, m), 3.50-3.68 (2H, m), 
3.70-4.20 (6H, m), 4.22-4.50 (1H, ra), 6.60-6.75 (2H, m), 7.59 (1H, dd, J 
= 1.8 and 8.8), 7.85-8.05 (4H, m), 8.20-8.35 (2H, ra), 8.50 (1H, s). 
TUmfttifiM C 2 9 H 3 4 C1N 3 0 5 S • 0. 5H 2 0 k LT 
fr%\% (%) :C, 59.94; H, 6.07; N, 7.23 
MMW. (%) : C, 59.96; H, 6.12; N, 7.47 
H5SM46 



TumftmU C 2 3 H 2 5 C1N 4 0 3 S • 0. 75H 2 Ob LT 
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2- [N-[3-(6-^ P X/Ufc~/uy°u h°^/^]-N-[l-(4-t:°y v?/W)- 

46a) 2-[l-(4-b°U ^)-4-tf^U 7 j^/i^fr/w* § 

l-(4-t°y^)-4-t^y KV£2-T 5 /a^vt^/w** ym^y*J;vWfcM. 
5 d^H»j30a) i:^^UTMIB>ft;^Sr«i#,»^(91%) k LT#£ D NMR 

(CDC1 3 ) 6 : 1.20-1.60 (2H, m), 1.85-2.00 (2H, ra), 2.60-3.00 (5H, ra), 
3.29 (2H, q, J = 5.4), 3.70-3.90 (2H, m), 5.11 (2H, s), 5.20 (1H, bs), 
6.65 (2H, d, J = 5. 2), 7.30-7.40 (5H, m), 8.24 (2H, d, J = 5.2). 
46b) 2-[N-[3-(6-^ P u-l-fy =f-)V) ^/V7fr~;Vy°u b°^-^/l^]-N-[l-(4-t:° V 
*JM -4- fcf^ ]) vVH T % J ] x-J-jv-Z) ;w* % ym^y^u 
^JSM27b)Tl#fc3-(6-^ p x2-2-ryj-/v)*;V7$s-;v7n v*ym.kWfcM 

46a) T#fc2- [ [ 1- (4- fc° V -J/V) -A- fc°^ V T^J zz.?-/UjjjW* 5; i? 

/^^^JfeM42b) £ iRMUfc LTMfBte^&&&ife&5k(990 £ LT#fc 0 NMR 
(CDClj) 6 : 1.40-2.00 (4H, m), 2.70-3.10 (4H, m), 3.10-3.65 (6H, m), . 
3. 70-4. 70 (3H, m), 5.06 and 5.10 (total 2H, each s), 5.20-5.40 (1H, m), 
6.50-6.75 (2H, m), 7.20-7.40 (5H, ra), 7. 50-7. 65 (1H, m), 7.85-8.00 (4H, 
m), 8.20-8.36 (2H, m), 8.48 (1H, s). . 
TumfttifiM C 3 3 H 3 , C1N 4 0 5 S • 0. 5H 2 0 k LT 
ff^jt (%) : C, 61.53; H, 5.63; N, 8.70 
HMjfi: (%) : C, 61.66; H, 5.64; N, 9.00 

^M47 

3- [ (4-tf y *.~M ^/l/Tfrryl/j-N-j* f/H-[l- (4- g U v^U) -4-bV< y y>/H 2: 
25 47a) z-iA-y^u^y ^^;v)^y°u h°^-ym/^ 

A-y^n^^-y^y-jutT^v^m^ ^frbmmma) tmm^hxmm 

i\&V0&te&&£&(97%) k LXWCo NMR (CDC1 3 ) 8 : 2.62 (2H, t, J = 7.4), 
3.15 (2H, t, J = 7.4), 3.69 (3H, s, Me), 7.22 (2H, d, J = 8.5), 7.42 (2H, 
d, J = 8.5). 
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47b) 3-(4-tf7^^/l^)^^-^n ^°^>m 

mtfcfiWa) Tl#7c3-(4-y \f*l/m* f"M2. 75 g), 7 

=c=/WS5lfe(1.7 gK 2W<%fcf-Yy ^AtK^(40 mDSSitJW h*ci/^?> 

(dme) (20 mi)<Dm&m&T/i'*>wmuTfc3oftmmtLft a «^t>iru. 

xf7^r^(fP7^ rvl^* *;)^7^^ (0. 29 g) & x.2. 5 0 mMM L fc c 

Kfeift&^fitefcifU a^^ft^L7t 0 WffiL?dM&5Ifr N gS|cc^/i/ 

mit^^MM^/w^^d.M g, 64%)i:UT#7c 0 NMR (CDC1 3 ) 6 : 2.71 
(2H, t, J = 7.3), 3.20 (2H, t, J = 7. 3), 7.28-7.60 (9H, m). 
47c) S-l^b^x^^^^/n g^Vgj 

»F!j47b)-e#fc3-(4-t^^^)^^nfc 8 ^->'^(0.52 g) £30% ii^TK 
Iff* (0.4 ml)<D^H(5 ml)|§^£lR#P^^Lfc^ 7k^t!x.T|ff Hi bfc 
5&Lfc 0 m^^/^*^>-frb W^ a LXMm4kit$)(0.3l g, 53%) 
fc 0 NMR (CDC1 3 ) 5 : 2.08 (2H, t, J = 7.6), 3.43 (2H, t, J = 7.6), 7.46- 
7.54 (3H, m), 7.59-7.64 (2H, m), 7.78 (2H, d, J = 8.4), 7.97 (2H, d, J = 
8. 4). 

47d) 3- [ (4- g 7 zc X /Uft ~;V\ -N- * f;V-N- [ 1- (4- b° y vVk) -4- U v> 
W&MWc) T:Wc3-(4-tf 7az^/U) ^;V^^/V7n t°^-^^i^#ij30a) t?# 

fc4-^ f'/vT ^ y-i-(4-t° y vvp) t: o -<y v?>-/0^^M3ob) i: mm?. LTMta 

fc^3£3$£ll#:(33%) £ UT#fc 0 NMR (CDC1 3 ) 5 : 1.61-1.92 (4H, m), 
2.74-3.0.3 (7H, m), 3.54 (2H, t, J = 7.7), 3.85-4.05 (2H, m), 4.57-4.72 
(1H, m), 6.64 (2H, d, J = 6.5), 7.44-7.55 (3H, ra), 7.58-7.64 (2H, m), 
7.79 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 8.26 (2H, d, J = 6. 5). 
TC^WiS C 26 H 29 N 3 0 3 S'0. Z^Ob. L"C 
H-^jjt (%) : C, 66.58; H, 6.36; N, 8.96 
MMM (%) : C, 66.65; H, 6.14; N, 8.99 
mM$H8 
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48a) 5-t 

5-;* h^ci/^y^y 7 y (Barker P. et al, Synthetic Communications, 
1989, 19, 257) (3. 95 g) 1 1° U *J>Wm.(S. 7 g) OM^^180°Cm 5J$'ff 

^y^^^7AT'^LTMIBfb^^^@#:(2.93 g, 87%) t LT#fc 0 
NMR (CDC1 3 ) 6 : 4.88 (1H, s, OH), 6.67 (1H, dd, J = 2. 2 and 0.7), 6.81 
(1H, dd, J = 8.8 and 2.5), 7.01 (1H, d, J = 2.5), 7.35 (1H, dd, J = 8. 8 
and 0.7), 7.59 (1H, d, J = 2. 2). 

48b) 5-(N, N-v^ ^;U=f^;W^4^) g is 

HJS0!l48a) T*#fc5-fc Kn^^yy77 V (2. 93 g) N i&ffcv^ fAsT*-** A> 
^^(5.4 g)^^^!^-^^ lfi/^n[2.2.2]^-^^^(4.9 g) % DMF(6 ml) \C 

sxf/i'tituift. wb^£;«u m&mm^y*i/VJ*-cmkLit 0 mm 

g, feML&O) t LT#7c 0 NMR (CDC1 3 ) 5 : 3.38 (3H, s, Me), 3.48 (3H, s-, 
Me), 6.76 (1H, dd, J = 2. 2 and 0.8), 7.00 (1H, dd, J = 8. 8 and 2.6), 
7.27 (1H, d, J = 2.6), 7.49 (1H, d, J = 8.8), 7.64 (1H, d, J = 2.2). 
48c) 5- (N, N-v^ ±A^JV^^± /V) 77^ 

l%ltM48b)T#fc5-(N,N-^ f ^ft^/W^^/k) t^r^y y*7 7 y (4. 4 
g) ^250-260°Cl?7'/V=f>#|g^T8S#^^^ m&ft&, V V 7J >f/\s% 7 AT« 
UT> MfSft:^^«-feft^(1.7 g, 3990£LT#fc o NMR (CDC1 3 ) 6 : 
3.07 (6H, m, Me 2 N) , 6.76 (1H, dd, J = 2. 2 and 1.4), 7.40 (1H, dd, J = 
8.5 and 1.8), 7.52 (1H, d, J = 8. 5), 7.64 (1H, d, J = 2. 2), 7.76 (1H, d, 
J = 1.8). 

48d) 5-7< ±% 7° 7 > 

»#j48c) -C#fc5- (N, N- ^-JVlJ /W^J ;V) J-Jr'Oy* 77>(L7g)i 
MkfcU V 17 A (3. 3 g) <D* ? J -;K33 ml)?«£3. 50^51^ Ltc 0 ffi&m& 
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g , 97%)tLxmc a nmr 

(CDCI3) 8 : 3.54 (1H, s, SH), 6.69 (1H, dd, J = 2. 2 and 1.2), 7.25 (1H, 
5 dd, J = 8.4 and 1.8), 7.39 (1H, d, J = 8.4), 7.58 (1H, d, J = 1.8), 7.61 

(1H, d, J = 2.2). 

48e) 3- (5-^1/^7 7 —/Is) ^OrVWit^JV 

Hil#|48d) T#fc5-^ ^*^Hy/77^t7^!J fvvtf > £> ^JfeM 

27a)^^^LTMfB^t)^^fe^^(85%)i:LT#^ 0 NMR (CDC1 3 ) 
10 5 : 2.60 (2H, t, J = 7.3), 3.14 (2H, t, J = 7.3), 3.67 (3H, s, Me), 

6.74 (1H, dd, J = 2. 2 and 0.6), 7.37' (1H, dd, J = 8. 8 and 1.8), 7.45 (1H, 
d, J = 8.8), 7.63 (1H, d, J = 2.2), 7.70 (1H, d, J = 1.8). 
48f) 3- (5-^< yy'77 E^kl * J\si£.~7VZ? n M°3r l/W. * gv^ 

15 24b)<^|WI#^LTMfS^t/^^^(91 0 /o)tLT#f' 0 NMR (CDC1 3 ) 5: 

2.78 (2H, t, J = 7. 7), 3.47 (2H, t, J = 7.7), 3.62 (3H, s, Me), 6.92 (1H, 
dd, J = 2.4 and 0.8), 7.68 (1H, d, J = 8.5), 7.80 (1H, d, J = 2.4), 7.86 
(1H, dd, J = 2.0 and 8.5), 8.23 (1H, d, J = 2.0). 

JIM40c) tmmzLXmmfc&yo(.76%)%:mc 0 NMR (CDCI3) 8 : 2.80 (2H, t, 
J = 7.5),' 3.45 (2H, t, J = 7.5), 6.92 (1H, dd, J = 1. 2 and 8.6), 7. 68 
(1H, d, J = 8.6), 7.79 (1H, d, J = 2.2), 7.86 (1H, dd, J = 2. 0 and 8.6), 
8.23 (1H, d, J = 2.0). 
25 48h) 3-(MV^7 7 >-5-j M X Aofr ^/P-N- £ f-/WN- [ 1- (4- tf V *?;V) -4- 

HJSM48f ) T*#fc3- (5--< y/77 ^/W * ~/K7° n tr rf- £ ^JIM30a) 

x*#fc4-^ f-jvT % y -1- (4- 1° y ^) ^ y yvfrbnmmvti t mmz lt 

MIBf k&Vo&m&Mffi:& (36%) £ LTlfc. NMR (CDC1 3 ) 8 : 1.58-1.89 (4H, 
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ra), 2.77-3.03 (7H, ra), 3.53 (2H, t, J = 7.8), 3.91-3.99 (2H, m), 4.52- 
4.72 (1H, m), 6.65 (2H, d, J = 6.6), 6.92 (1H, d, J = 3.2), 768 (1H, d, 
J = 8.7), 7.80 (1H, d, J = 2.0), 7.88 (1H, dd, J = 8. 7 and 2.0), 8.24- 
8.32 (3H, ra). 

jhmfttitiM C 2? H 25 N 3 0 4 S-0.25^f-V£ LX 
ff%\U (%) : C, 62.85; H, 6.40; N, 9.36 
H$itfj£ (%) : C, 62.64; H, 6.56; N, 9.05 

HJIM49 

3- (5-^y-/7 g EM *^fr~/WT-^^vWHl-(2-p< ^vW4- \f V *J;V) -4- 

H2feM48f) XMfc3- (5--< >^yy 7, =-;V~7 Pt°ty|i: ^^M42b) 
xUfc4-^ ^-ivy % J -l-(2-^ ^-4- fcf V \£s< V it^frhMMMsob) h IH 
^-bTMI2f^^^^^(21%)i: UT#fc 0 NMR (CDC1 3 ) 6: 1.59-1.78 
(4H, m), 2.44 (2. 3H, s), 2.47 (0. 7H, s), 2.74-2.98 (7H, m), 3.53 (2H, t, 
J = 7.9), 3.91-4.03 (2H, m), 4.62 (1H, m), 6.49-6.56 (2H, m), 6.92 (1H, 
d, J= 1.7), 768 (1H, d, J = 8.4), 7. 80-7. 90- (2H, m), 8.16 (1H, d, J = 
5.8), 8.24 (1H, d, J = 1.7). 
jumfttifiM C 2 3 H 2 7 N 3 0 4 S • 0. 3H 2 0 1 LT 
ff^jt (%) : C, 61.81; H, 6.22; N, 9.40 
HMfit (%) : C, 61.69; H, 6.47; N, 9.43 

4- (6-^ P u-2-~ryj-;V) 7/l//^^7WN-^ ^-N-[l- (2-^ f/W4-fc° jJ v7^)-4- 

^M27b)~t:1tfc3-(6-^ n n-2-^^^) ^/MJwK/n fc°^V^(2. 2 g)<D 
DMF(10 ml)^--7k^T> WSC(2. 1 g) £#P£.0 o CT30#p B 1/^^fc^ 
42b) -C#7c4-^ ^ V-l- (2-p< ^/P-4- fc° U ^) JJ ^ (1. 52 g) 

dmf(5 mi)mfc*M^muxn8mmfr%ffi&tz <) mm^u^^u nmm^p 
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46%) t LT#fc 0 NMR (DMS0-d 6 ) 5 : 1.45-1. 80 (4H, ra), 2.45 (3H, Me), 
2.64-2.73 (3. 5H, ra), 2.86-2.94 (1H, ra), 3.05-3.40 (3H, m), 3.59-3.69 (2H, 
m), 4.20-4.54 (2. 5H, m), 7.03-7.13 (2H, m), 7.74 (1H, dd, J = 2. 2 and 
8.6), 7.97-8.03 (1H, ra), 8.08-8.27 (4H, ra), 8.66 (1H, s). 
7G5f?##rfit C 2 5 H 2 8 N 3 0 3 SCI -HC1 • 0. 5H 2 0- 0. 2EtOAc t LT 
ft^jjt (%) : C, 56.43; H, 5.80; N, 7.65 
m®M (%) : C, 56.45; H, 5.77;- N, 7.75 
H»J51 

2-[N-[3-(6-^ P P -2-1-7 TsJV ~;V7°u h°^/^]-N-[l-(2-^ ^vl--4-b° 

y -4-tf^ y i?M r $ y ] j^/i^/w^ $, ^mtert-^^ 

51a) 2-[l-(2-^ f/H-b° y vVlQ-4-T^< ]) -JM T % S E^2kM2kll § ^Sfe 
tert-T"^/^ 

H»ij42a) T#fcl- (2-^ ^-4-tf y -4- y i: 2-T ^ / ^/^# 

(98%) £ LTllfco NMR (CDC1 3 ) 8 : 1.27-1.41 (2H, m), 1.45 (9H, s), 1.92- 
1.97 (2H, m), 2.44 (3H, s), 2.63-2.97 (5H, m), 3.18-3.26 (2H, m), 3.48 
(1H, m), 3.79 -3.86 (2H, m), 4.93 (1H, br s), 6.43-6.55 (2H, m), 8.14 
(1H, d, J = 5.8). 

51b) 2-[N-[3- (6-^ n 'yi-l-ty^tV) ^jV^^-jV^u fc°^-^/k]-N-[l-(2-^ 
fc° y "4- y T ^ I ] ^/U%/W* * ^mtert-y^/v 
»$j27b)^1#fc3-(6-^ PP-2-t7f;v) xAtfc—A'Zfu K°Jr>mkM1fcM 
51a) Tltfc2- [1- (2- ^ ^/W4- tf y -4- y ^/l/] T 3. / ^)Vfs /W^ 5. V 
^tert-^/^^»M30b) i|^a^bTMlB^^^tefe^(l6%) i: LTfe 
fc 0 NMR (CDC1 3 ) 5 : 1.40 and 1.45 (9H, each s), 1.81 (3H, br s), 2.44 
arid 2.47 (3H, each s), 2.84-3.05 (4H, m), 3.17-3.28 (4H, m), 3.54-3.64 
(2H, m), 3.87-4.38 (3H, m), 4.75-4.90 (1H, m), 6.47-6.55 (2H, m), 7.58- 
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7.64 (1H, m), 7.95-7.98 (4H, m), 8.15-8.22 (1H, m), 8.50 (1H, s). 
im^iM. C 3 1 H 3 9 C1N 4 0 6 S • H 2 0 h UT 
It^jt (%) : C, 58.80; H, 6.53; N, 8.85 
(%) :C, 59.03; H, 6.31; N, 8.72 

N- (2-y ± ±AS7 ^ I M -3- (6- ^ P g -2-t- 7 9vl^) * /k^ ~/U-N- [ 1- (2- 7* 
f/M- y v>/P) -4- jj v>/V] 7° g ^ y 5: K 

^F!j51b)-e#fc2-[N-[3-(6-^ d P-2-^^^)^/^^7^n 
N- [ 1- (2-p< ^/W4- fcT y v 5 ;^) -4- fc:°-< y 7^;/] zz^jvtl fW^ ^ y^tert- 
^MO. 13 g) > h y yiVJrumkiA ml)*5«fct^ h7t^>(5 ml) (DU&^WM. 

x^nm^m^tzM, mm&wmmL\^t^ mm^mt^^uyao mine 
m& u b v ^)vr % v (o. 21 g) h mmw. (o. n g ) ^mk.mm.-vz^m^ 

85%) ir LT#fc 0 NMR (CDC1 3 ) 5 : 1.52-1.85 (4H, m), 1.92 and 2. 01 (3H, 
each s) , 2. 45 and 2. 47 (3H, each s) , 2. 80-3. 06 (4H, m) , 3. 30-3. 34 (4H, 
m), 3.55-3.62 (2H, m), 3.83-4.03 (3H, m), 6.29 (1H, br s), 6.48-6.56 (2H, 
m), 7.59-7.64 (1H, m), 7.79-8.00 (4H, ra), 8.15-8.22 (1H, m), 8.50 and 
8.53 (1H, each s). 

TcMftMW. C 28 H 33 ClN 4 0 4 S-0. 5H 2 0-0. lEtOAci LT 
tfjfgt (%) :C, 59.33; H, 6.10; N, 9.74 
MfflM (%) :C, 59.20; H, 6.26; N, 9.51 



N-(2-T § I ^3vlQ-3-(6-^ g Xfl>ifr—;V-1&-[l-(2-/- f/H-l^ 

53a) 2-[l-(4-t:°y -4- U 2fldO V^tert-^/k 
1- (4- fc° y v^/l") -4- \£*< U Kyi 2-T 5 / ;W* 5; V^tert-^/l^ b 

^JSM30a) £ LT]lI!Bffcl^£^fe«^ (93%) t LT#fc 0 NMR 
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(CDCI3) 5 : 1.25-1.50 (2H, m), 1.45 (9H, s), 1.90-2.05 (2H, m), 2.65- 
3.05 (5H, m), 3.15-3.30 (2H, m), 3.75 -3.92 (2H, m), 4.91 (1H, br s), 
6.60-6.75 (2H, m), 8.20-8.28 (2H, m). 

53b) 2-tN-[3-(6-^PP-2-t7f^)^M=;^P tf^-=/l/]-N-[l-(4-lf U 
5 -4- \*s< ]) T % I ] J /W< * >m ert-^SU 

H»j27b) T*#fc3-(6-* n n-2-t7f^) t°^->-^(0. 3 g) 

Ife»j53a) -C#fc2-[l-(4- fcf y ^)-4-fc°^< U vVv] T 5 / ^/V%/W< $ >^ 
tert-^/MO. 37 g) (DTi? h JJ /V(30 ml) M^WSC (0. 3 g) "MMX 

\&m**%w£iZo &mm*m$, mm-r h y v^xmervTA'* y tt^ 

a©t/^Sf4^y^^7J7AT^L-CMIB^^(0.34 g, 56%)&# N * 

53c) N-(2-T ^ / J-^)-3-(6-^ P P-2--^-7^)^/^^/k-N-[l-(2-^^- 
/^-4-fc: 0 y SW-4-tf^y *?~>V\rfn^T % K ~ fc V 7;i'*umWt&. 

15 HJfeMBSb) "C#fc2-[N-[3-(6-^ D n-2-~r7^;V) */l^^/K7°P f^/l/] - 

N-[l- (4-t° y vV^) y i?M T ^ J ] xf;k^;W^ ^ >^?tert-:/^yI^ b 

^»j25a)^^#^LTMIB^t)^Mfe^(88%)i:LT#fc 0 NMR (CD 3 OD) 
5 : 1.64-2.05 (4H, m), 2.97 (2H, t, J = 6. 3), 3.05 (2H, t, J = 7.2), 
3.15-3.40 (2H, m), 3.47 (2H, t, J = 6.3), 3.70 (2H, t, J = 7.2), 4.10- 

20 4.48 (3H, ra), 7.18 (2H, d, J = 7.8), 7.66 (1H, dd, J = 2. 2 and 8.8), 

7.90-8.20 (6H, m), 8.59 (1H, s). 
JC,m^ \% C 2 5 H 2 9 C1N 4 0 3 S • 2CF 3 C0 2 H • 2H 2 0 1 LT 
IHfiC (%) : C, 45.52; H, 4.61; N, 7.32 
(%) : C, 45.67; H, 4.60; N, 7.32 

25 

N-(2-Ti?^T § I 3^/U)-3-(6-^ g ^/l^fr~/WHl-(4-fc° 
y ^Zk) -4-tf^ V VM-fu^sT % K 
HJiM53b)-e#fc:2-[N-[3-(6-^ n n-2-t7f;l/) ^;i/^=/i/^n t°^/l^]- 



WO 02/06234 PCT/JP01/06148 

127 

N-[l- (2-^ V ^/l-)-4-fc>S y i^/k] 7>y] xf;^;w^? 5 V^tert- 

t#fc 0 NMR (CD 3 0D) 8 : 1.56-2.00 (4H, m), 1.99 and 2.03 (3H, each s), 
2.78-3.10 (4H, m), 3.20-3.40 (4H, m), 3.50-3.70 (2H, m), 3.70-4.50 (3H, 
m), 6.30-6.50 (1H, m), 6.60-6.75 (2H, m), 7.55-7.65 (1H, m), 7.90-8.00 
(4H, ra), 8.18-8.38 (2H, m), '8.49 and 8.52 (1H, each s). 
jtW^iU C 2 7 H 3 l C1N 4 0 4 S • 0. 5H 2 Ob LT 
fi#ii£ (%) ;C, 58.74; H, 5.84; N, 10.15 
MWM (%) : C, 59.02; H, 5.94; N, 10.26 

3- (6-^ n n-2-^7^)^/^^^-N-(2-^ ^/l^/MfrrvKT * y rc^)-N- 

[ l- (4- b:° y -4- ^ y vVkl yn^y/-; K 

^JiM53b)T#7c2-[N-[3-(6-^ n ^;Vi^^ ;V~f n 

N- [ 1- (2-p< ^/U-4- tf y *J;V) -4- y v 5 ^] T $ /] /W* 5; V^tert- 

5fe(66%) i: LT#7t 0 NMR (CD 3 0D) 5 : 1.60-2.00 (4H, m), 2.80-3.10 (4H, 

ra), 2.90 (3H, s), 3.10-3.65 (6H, m), 3.80-4.50 (3H, ra), 5.30-5.70 (1H, 

m), 6.58-6.72 (2H, m), 7.56-7.68 (1H, m), 7.88-8.05 (4H, m), 8.20-8.35 

(2H, m), 8.50 (1H, s). 

TGi^Wt C 2 6 H 3 1 C1N 4 0 5 S 2 • 0. 5H 2 0 1 LT 

ff^jg: (%) ;C, 53.10; H, 5.48; N, 9.53 

Mfflffi. (%) : C, 53.14; H, 5.34; N, 9.60 

2-[(6-f n p-2--^7^)^]-N-^^-N- [l-(4-b:°y Pjl±±^<V 
56a) N-^f^-N-[l-(4-fc°y ^)-4-^^ ^]xr^;^y7 g; K 

mMmoa) -e#fc4-^ 5; / -1- (4- t° y ^) tv< jj ^ (1. 89 g ) t h V 

J^vKT 5^(4. 04 g)©Sjb^^W> / (40 inl)SMft2-^PPi^y7;^ 
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fcSr*Hfel!#(1.0 g> 36%)£LT#fc 0 NMR (CDC1 3 ) 5 : 1.60-1.85 (4H, m), 
2.71 (3H, s), 2.92 (2H, m), 3.90-4.05 (3H, m), 5.96 (1H, d, J = 9.6), 
6.24 (1H, d, J = 16.4), 6.44 (1H, dd, J = 9.6 and 16.4), 6.65 (2H, d, J 
= 6.6), 8.28 (2H, d, J = 6.6). 

56b) 2- [ (6-^ P P -2-1- y ^JV) g^h] -N-^ gTWjz [ 1~ (4- fc° D ~4~ ^ U 

HJfeM56a) l?#7tN-^ f/WN-[l- (4- fc° JJ ^) -4- fc 0 ^ ]) Zs;V\ ^-T Is^jUft Is 
T % K(0.32 g)^^^ V^(10 ml)-**/— /V(3 mD^^WJld) "C# 
f^oo^/^yf^ *l/>(0.22 g)Ol^fV>(3 ml)JgjR*«fT 

u ^b^^-eioB^^tmiffco u »§r**vy3&^/u* • 

7 AT^^LXMfB^tl ^^#,0^(0.27 g, 51%)£LT#fc 0 NMR (CDC1 3 ) 
6 : 1.60-1.90 (4H, m), 2.74 (3H, s), 2.83 (2H, m), 3.21 (2H, ra), 3.36 
(2H, m), 3.80-3.95 (3H, m), 6.62 (2H, d, J =6.6), 7.47 (2H, d, J = 8. 8), 
7.74 (2H, d, J = 8.8), 7.82 (2H, s), 8.27 (2H, d, J = 6.6). 
TzMfttiriU C 23 H 26 N 3 0 2 S 2 Cl-0. 25H 2 0i: LT 
ff-|S<fj£ (%) :C, 57.48; H, 5.56; N, 8.74 
M®M (%) : C, 57.46; H, 5.71; N, 8.54 

2-[[(6-* PP-2-f7f;V)^;^^]-N-^ ^-N-[l-(4-h°]; i>/V)-4-b°^}; 
Isx/Ufcl/T g; K 

X*'&tc2-[ (6-* n p ^-]-N-* fVWf- [l-(4-tf ]) v> 

/i0 -4- 1?^ y vVi/| = * ^ k (o. 24 g) h HiiM2b) £ ltm 

3Bftl^fcS:tlfeHfr<50 mg, 20%) t LT#fc 0 NMR (CDC1 3 ) 8 : 1.70-1.90 (4H, 
m), 2.80 (3H, s), 2.95 (2H, m), 3.42 (2H, m), 3.54 (2H, m), 3.85-4.05 
(3H,; m), 6.69 (2H, d, J = 6.6), 7.65 (1H, dd, J = 1. 8 and 8.8), 7.85- 
8.05 (4H, m), 8.19 (2H, d, J = 6.6), 8.50 (1H, s). 
TuMftffiW. C 2 3 H 2 6 N 3 0 4 S 2 CI • 0. 5H 2 0 1 UT 
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fjrWW. (%) : C, 53.43; H, 5.26; N, 8.13 
(%) : C, 55.36; H, 5.51; N, 8.14 



N-^ gvWjz [ 1- (2-7* fvWl ^° lj -4- tf ^ U -4- (4- If^/K7 g ~/t/) ^ 
;Vi^~;l>y* $ l/T ^ K 

58a) 4-(4-^P^- 2 ^Vfr^Vjgjfej-^l' 

4-^n^-^^^y— /^(1.80 g)(D^^y— /^(50 ml)»^MJ r>A^ h 
dr-> K(l. 02 g)*3«ttK4-^n^^^(2. 34 g) ^ABx.^-C16B#^/5^Mif 

^Mioo mDJ^fU 7K^Ti'mCPBA(5 g)%Mx.tz 0 KJtM^m^MM^ 

Mx-mimu m^mt^vv v&-Qmk\,tM, mm, mmm*^^^ 

NMR(CDC1 3 ) 8 : 1.24(3H, t, J = 7.2), 1.92-2.10 (2H, m), 2.46 (2H, t, J 
= 7.0), 3.12-3.25 (2H, m), 4.12 (2H, q, J = 7.2), 7.70-7.85 (4H, m). 
58b) 4-(4-\?~/]/*73L~/U) X/Vfc~;vmW^^ 

H$SM58a) X%K.4-(4-7*U^y ^/Vfo-JVmB.^^il. 78 g) , V# 

p p if ^ ( hV y ^ -;vy *xyjy);<7WJ>>(n)(o. 09 g) & i; tWfift; y ^ 
A (1. 92 g) ©DMF (50 ml) ^^T^V^T. h V -ff-J^ ( If ~M X X 

(1. 83 mi) &i}ux.tc 0 9o°cxmm^u^tzm, &mwi%%?Mu *Ma-&#*& 

^(1.34 g, 75%) £ L-Ct#fcNMR(CDCl 3 ) 5 : 1.23 (3H, t, J = 7.1), 1.90- 
2.10 (2H, ra), 2.45 (2H, t, J = 7.0), 3.10-3.25 (2H, ra), 4.11 (2H, q, J = 
7.1), 5.47 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 
11.0 and 17.6), 7.43 (2H, d, J = 6.6), 7.87 (2H, d, J = 6.6). 
58c) 4- (4- \f=-/uy =.;V) X /Uft ~/Vggg| 



WO 02/06234 PCT/JP01/06148 

130 

mmi2b) t mm\z Lxmmit^^m^^ (0. 93 g , 77%) t ux#fc 0 nmr 

(CDC1 3 ) 5 : 1.92-2.15 (2H, m), 2.53 (2H, t, J = 7.0), 3.10-3.30 (2H, m), 
5.48 (1H, d, J = 10.6), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 10. 6 
and 17.6), 7.58 (1H, dd, J = 1.8 and 6.6), 7.8 (2H, dd, J = 2. 0 and 6.6). 
58d) N-^ f;WN- [1- (2-^ ±Jklk. t° ] 1 "4- V *JM -4- (4- \f ~;V7 a. 

mMmwc) -e#fc4- (4- if ~;vy a. ^/U) x /v^/x^m. t mMM42b) XWc4r 

Mf&fc&fa&M&lfoM&Gfo k LX&f£ a NMR (CDC1 3 ) 5 : 1.55-2.26 (6H, m), 
2.45 (3H, s), 2.46-2.70 (2H, m), 2.79 (3H, s), 2.80-3.10 (2H, m), 3.25 
(2H, t, J = 7.3), 3.75-4.05 (2. 3H, m), 4.65-4.80 (0. 7H, m), 5.47 (1H, d, 
J = 11.0), 5.91 (1H, d, J = 17.6), 6.45-6.65 (2H, m), 6.77 (1H, dd, J = 
11.0, 17.6), 7.57 (2H, d, J = 8.3), 7. 86 (2H, d, J = 8.3), 8.10-8.25 (1H, 
m). 

jtmftffi®. C 24 H 31 N 3 0 3 S-1. lH 2 0i LT 
fHHE (%) : C, 62.47; H, 7.25; N, 9.11 
HaiMit (%) : C, 62.21; H, 7.25; N, 9.15 



N-7< ^/WN-[l-(4-b 0 U v7k)-4-fc°^y ^]-4-(4-br^/K7s.~/t>) 

59a) 3- {ArZf u^y^JV) "f-iT-f P >^tert-y fvl; 

4-^n^-^7o,y-7Vi:4-7 ? n^7 P n fcT*>«rc^/i^k||J60|27a) tmWk. 
teLXMmfc&m&M&^gkim) t Lt#fc, NMR (CDC1 3 ) 6 : 1.45 (9H, 
s), 2.52 (2H, t, J = 7.4). 3.11 (2H, d, J = 7.4), 7.10-7.28 (2H, m), 
7.35-7.48 (2H, m). 

59b) Z-(±-7*U^:7 ^~/V)^7V*~;V7°u t°^>^tert-7^/P 



WO 02/06234 PCT/JP01/06148 

131 

MM24b) kmmKvxmmik&^%mm;Mi(m)t^xmc 0 nmr (cdci 3 ) 

8 : 1.41 (9H, s), 2.65 (2H, t, J = 7.7), 3.86 (2H, t, J = 7.7), 7.70- 
7.90 (4H, m). 

59c) 4-(4-bTn/^3i=:/t/) 7,)\,ifr^)V?n fc^^tert-^^ 
5 ^M59b) X*Wz.Z- * 7 ^ ^V^jVfn tf ^- VgHert-^/P 

^6>^*fe«58b) t LTMfB{b^^^^B e 0 (82%) t LT#7c 0 NMR 

(CDClj) 6 : 1.40 (9H, s), 2.65 (2H, t, J = 7.9). 3.39 (2H, t, J = 7.9), 
5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (1H, dd, J = 11. 0 
and 17.6), 7.58 (2H, d, J = 8.8), 7.86 (2H, d, J = 8.8). 

10 59d) ±-&-}?~;i<y ^~;v)*;V7k^;vzfu t°$-ym 

H*&M59c) T?#/c4- (4- If =.;V)X/Vyf^;V~?u tf^^tert-:/^ 

(l. 45 g ) &hV y/v^rumkiA ml) \zMM\^X^M.X*2$mfr%mf£tL a Y/v^y 

*Mx.mmm, nmv^^n^m^xmm\^m^m^^i.iB s , 

97%) t LTttfCo NMR (CDC1,) 8 : 2.80 (2H, t, J = 7.7), 3.41 (2H, t, J = 
15 7.7), 5.48 (1H, d, J = 11.0), 5.92 (1H, d, J = 17.6), 6.77 (2H, dd, J = 

11.0 and 17.6), 7.58 (2H, d, J = 8. 4), 7.86 (2H, d, J = 8.4), 9.34 (1H, 
br s). 

59e) N-;* 5VWHl-(4-b° V iM±±^< V i?/V]-4:-(4r\?~;U7 
20 HJiM59d)T#fc4-(4-lf=-^7 *~/U) */M>~/K/p \?*^WthWfcMma) 

xmtzA-^ ?-;vt 5: j -i-(4-t° y y ^a>e>iiifeM42c) t mm- lt 

M1Bte^&&£l&*(36tf)£ LT#fc 0 NMR (CDC1 3 ) 5 : 1. 57-2.00 (4H, m), 
2.70-3.06 (4H, ra), 2.83 (3H, s), 3.49 (2H, t, J = 7.7), 3.80-4.10 (2H, 
m), 4.50-4.80 (1H, m), 5.49 (1H, d, J = 11. 0), 5.93 (1H, d, J = 17.6), 
25 6.60-6.72 (2H, m), 6.78 (1H, dd, J = 11.0 and 17.6), 7.59 (2H, d, J = 

8.0), 7.88 (2H, d, J = 8.0), 8.20-8.37 (2H, m). 
ThmfttifiM C 2 2 H 2 7 N 3 0 3 S • 0. 5H 2 0 1 LT 
ff-^j£ (%) :C, 62.53; H, 6.68; N, 9.94 
MMiU (%) : C, 62.68; H, 6.71; N, 10.54 
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^#160 

N-j ^vWf- [ 1- (2-^ b° U v7l^) -4- fc°^< U SMj -4- (4- }f~;vy s n/P) ^ 

T*#fc4-^ ^VUT 5: / -1- (2-^ ^/W4- fc° U vVv) U P, ^JiS0i|42c) £ in 

#^LTMIB'fb^^il^*(311)4)^bT#fc.o NMR (CDC1 3 ) 6 : 1.55-2.00 
(4H,m), 2.45 (3H, s), 2.70-3.05 (4H, m), 2.83 (3H, s), 3.40-3.56 (2H, m), 
3.80-4.10 (2H, m), 4.50-4.76 (1H, m), 5.49 (1H, d, J = 11.0), 5.93 (1H, 

10 d, J = 17.6), 6.44-6.60 (2H, m), 6.78 (1H, dd, J = 11.0 and 17.6), 7.59 

(2H, J = 8.8), 7.88 (2H, d, J = 8.8), 8.16 (1H, d, J = 6.0). 
jn^Wit C 23 H 29 N 3 0 3 S-H 2 Oi: LT 
ff^fit (%) : C, 62.00; H, 7.01; N, 9.43 
WlM (%) : C, 62.19; H, 6.95; N, 9.59 

15 WfcMSl 

3-[N-[3-(6-^ g U-2-ry=f-;V) X/Uftzzjuyu b°^-^/P]-N-[l-(4-fc: 0 V jjMz. 

y *jm r-;;]7°p t°$-ym 

61a) 3-d-tert-^ h ^y-;fr/^~/^-4-fc°^ ]} J ttl/&<y 2 

/U 

20 4-^y-l-t: 0 -<y i»^/U^^mtert-y^/UtS-T 5; / y°v h^^^^v 5 

(88%) t LT#fc 0 NMR (CDC1 3 ) 6 : 1.10-1.30 (2H, m), 1.45 (9H, s), 1.72- 
1.90 (2H, m), 2.50-2.90 (3H, m), 2.57 (2H, t, J = 6. 4), 2.94 (2H, t, J = 
6.4), 3.90-4.10 (2H, m), 5.14 (2H, s), 7.35 (5H, s). 
25 61b) 3-[N-(l-tert-^ f^v-i7/^^/W4-t:°^y ^/i^)-N-[3-(6-^ g P-2- 

MlM61a) T#fc3-(l-tert-^ h 3?*/$) ;V7$^;V-A-\?^ V v^/V-) 7^/o 
t°^-V^^v ? /k^^»j27b)^Wc3-(6-^ n u-2-Ty^-;V) ^/l^^/K/a 
t°^-^^^^»J42b) i:Pia^b"CMIB'fb^Sr^ffi^(71%)i: LtUt 
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NMR (CDClj) 8 : 1.45 (4. 5H, s), 1.48 (4. 5H, s), 1.50-2.10 (4H, m), 
2.40-3.00 (6H, ra), 3.35-4.35 (7H, m), 5.08 (1H, s), 5.14 (1H, s), 7.28- 
7.42 (5H, m), 7.52-7.62 (1H, m), 7.85-8.00 (4H, m), 8.47 (1H, s). 
61c) 3-[N-[3-(6-^ P Bz2o±Z±M XSkftE^k^E fe°^~-^]-N-[l-(4-fc° V 

lb) -e#fc3- [N- ( 1-tert-:/ h /M?~/U-4- ]) -N- [3- 

(6-^ n n-2--j-yf-;v) ^jv-fc^-jv-fu \?Jr^jv\ r % ;]/a t°$-y^-<yi?;u 

(33%) k LT#fc„ 

6 Id) 3- [N- (1-tert-^ h ^y10 /^^/ly-4-t:°^y v ? ^/P)-N-[3-(6-^ P P-2- 

^M^lc) -t?#fc3-[N-[3-(6-^ p n-2-t7f/l/) 7s;Vfc~;vy°u \?$-~;V\- 
N-[l-(4-t°U ^)-4-fc°^<y ^]7 5y]rn fc^V^V^MO. 13 g)<D25% 

S8LTJllB<b^Sr^^*(0.09 g, 88%)£LT#fc 0 NMR (DMSO-d 6 ) 5 : 
1.20-1.76 (4H, m), 2.00-2.20 (1H, m), 2.23-2.55 (1H, m), 2.60-3.00 (4H, 
m), 3.05-3.22 (1H, ra), 3.30-3.45 (1H, ra), 3.55-3.75 (2H, m), 3.78-4.1 
0(3H, m), 6.73 (1H, d, J = 6.2), 6.81 (1H, d, J = 6. 6) , 7.64-7.78 (1H, 
m), 7,90-8.05 (1H, m), 8.05-8.35 (5H, m), 8.6l(lH, s), 8.66 (1H, s). 
7zMft%x\% C 2 6 H 2 8 C1N 3 0 5 S • 0. 5H 2 0 k t T 
ff^jiS (%) : C, 57.93; H, 5.42; ■ N, 7.80 
(%) :C, 57.79; H, 5.45; N, 7.55 



l-[4-(6-^ p X2-2-j-y^-M ^/^^/U]y*df 7^/^]-4-(4-fa°U t'^yi? 
HJiM24c) -e#fc4- (6-^ P P -2-7-yf-M Wfo—jvmm. k 1- (4- fc° ]) *?As) 
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NMR (CDCI3) 5 : 2.10-2.20 (2H, m), 2.62 (2H, t, J = 6.8), 3.25-3.45 (4H, 
m), 3.33 (2H, t, J = 7.2), 3.55-3.80 (4H, in), 6.65 (2H, d, J =6.4), 
7.59 (1H, dd, J = 2. 0 and 8.8), 7.80-8.00 (4H, ra), 8.32 (2H, d, J = 6.4), 
8.47 (1H, s). 

TtmftmU C 2 3 H 2 4 CIN3 0 3 S • 0. 1H 2 0 b LT 
tfUjii (%) ; C, 60.08; H, 5.31; N, 9.14 
Hi'Hit (%) : C, 59.92; H, 5.33; N, 9.22 

i-[4-(6-^ p gzgi±Z±zki^k^i^zkl2lg -4- (4- try g^<g 

MMM27b) -e#7t4-(6-^ n ^;V^;Vfn vW. 1 1- (4- fc° 

y fc°^ £>^iM42c) £ l^ai- LTSfBft^&MfeNMi (48%) t b 

T#fc 0 NMR (CDCI3) 5 : 2.85-3.00 (2H, ra), 3.27 (2H, t, J = 5.4), 3.38 
(2H, t, J = 5.4), 3.50-3.75 (6H, m), 6.64 (2H, d, J = 6.6), 7.58 (1H, dd, 
J = 2.2 and 8.8), 7.88-8.00 (4H, m), 8.32 (2H, d, J = 6. 6), 8.48 (1H, s). 
JL^fttftiM C 2 2 H 2 2 CIN3 0 3 S • 0. 1H 2 0 1 LT 
fiMiU (%) : C, 59.28; H, 5.02; N, 9.43 
Mfflfc (%) : C, 59.16; H, 5.00; N, 9.37 

^(e-yp^-^t?^)^;^^;^^ 5VKlSr-ri-(2- ^ \f V vvW)-4- 1°^< 

64a) mtQ-^n^-ry^-^ ui^-2-^;v^;v 
6-T 5./i~7# ^>-2-^/^V^(111.6 g)<D23.5%^7k*^(500 ml)#A^ 

-C30#fSj5&># WYcff , ^fc#!(78.9 g)<£>47%J|ftaKm^(100 ml)^^60~ 
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#e>^fc6-^n^E-^-^^ A*fc>Wt{116 g)ODMF(300 uA)WtA,MW. 

LTjSMb-^#I^il^^(99.5g,65.1%)^LT#/c 0 MR (CDC1 3 ) 6: 7.78 
(1H, dd, J = 2.2 and 8.8), 7.90-8.07 (3H, m) , 8.16 (1H, d, J = 1.4), 
8.58 (1H, s). 

64b) 3-(Q--?u^-2-~}-yJ-M^;VTfr~;l'y°x2 =f-jv 
^MM64a)Tl#f^!i6-yp^^-^^^ l/>-2-^7P7^^/Kl7.0 g)(DTHF(100 

mi)mi&^m^T\^u-?7kmim?mi- b v ^^(4.21 g)OTHF(2oo mi)tt 

A/SMTtfe, S^^^40 o C-t?4B#M^^^Y c: ^ > 7k(250g)^#*l 
if&^k^o< «9?iV^£ 0 6N^iK83ml)&MTU ^^/^tttU, 

fc^Jt£f@f££^^/Kl00 ml)^ij-AyM U r 0 ^iVT % >-(8.44 ml) t T 

b s b(14.2 g, 72%) £ UT#fc 0 NMR (CDC1 3 ) 5 : 2.80 (2H, t, J = 7.7), 3.51 (2H, t, 
J = 7.7), 3.60 (3H, s), 7.73 (1H, dd, J = 1.8 and 8.8), 7.85-7.98 (4H, m), 8.13 
(lH,m). 

64c) 3-(6-:/ n 7 *? frfr =./uy° Pb't^j 

g)©^^(80ml)^M^(8ml)^7K(8ml)^Px. N l^»31^Lfc 0 m 

u-ax«tim&. ^«£7k(3oo fk^r^so^m^m^Lit. mm 

99%) t UT#fc 0 NMR (CDC1 3 ) d : 2.82 (2H, t, J = 7.5), 3.48 (2H, t, J = 7.5), 
7.73 (1H, dd, J = 2.0 and 8.8), 7.84-7.97 (3H, m), 8.46 (1H, s), 8.92 (1H, br). 
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64d) 4-(6-:/p ^-2-^:7 ^/V)X/t^fr~/W-N-^ ^vW-N-ri-(2-^ ^/^-4-fc° U 

^M64c)-C#7t3-(6-^n^-2-i-75 : -7l/)^7l/7}N^/vyn ^(12.36 g)£ 
HOBt(8.27 g)<DDMF(200 ml)^R^ h P ^fvPT ^ ^(10.93 g) £ WSC(10.35 g) 

t°^y (7.39 g)^Mr^n^fc 0 ^^^^T30#r^^^Ycfi, me 
? / — 7K j mm* $ j -^(Dim^w^mip 

^!9MLTMIB^^^efe^(5.2g,27%)tLT#fc 0 NMR(CDC1 3 ) 5: 
1.57-1.88 (4H, m), 2.45 and 2.47 (3H, each s), 2.76-3.03 (7H, m), 3.55-3.60 (2H, 
m), 3.83-4.03 (2H, m), 4.54-4.62 (1H, m), 6.47-6.57 (2H, m), 7.73 (1H, dd, J = 
1.5 and 8.7), 7.87-7.97 (3H, m), 8.14-8.22 (2H, m), 8.48 (1H, s). 
TumftVfm C 2 5 H 2 8 BrN 3 O z St LT 
ft^jt (%) : C, 56.60; H, 5.32; N, 7.92 

mmm (%) : c, 56.42; h, 5.09; n, 7.86 

M#ij65 

3-(6-^p ^-2--f-y ^/W);*/l^~/KNM ^/WN-ri-(4- U i?M-4- fc°^< V i?My 
u/~OT^ K 

^»(j64c)-Cl#fc3-(6-^n^-2-^-^^)^/^~/^p t°^-^^(343 mg)t 
mM$H2b) -C#fc4-^ TArT 5; >--l-(2-^ fvW4- fc° y -J IV) U ^^(200 mg)0 
DMF(20 ml)^^WSC(358 mg)&;bn;L^i&T15l$IWtf>£ $Il?fc 0 

^by^A^M^ «&WScbfc 0 #&tLfca«l:v'y^<> s /^7A^ 
^bTMia^^^M^^WSmg^Sro)^ LT#fc 0 NMR(CDC1 3 ) 6: 
1.50-1.85 (4H, m), 2. 76 and 2. 83 (3H, s), 2.80-3.03 (4H, m), 3.58 (2H, t, 
J = 7.7), 3.93 (2H, ra), 4.59 (1H, ra), 6.63-6.70 (2H, m), 7.73 (1H, dd, J 
= 1.8 and 8.8), 7.80-7.95 (3H, ra), 8.13 (1H, s), 8.20-8.35 (2H, ra), 8.47 
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(1H, s). 

7C&ft$rW. C 2 4 H 2 6 N 3 0 3 SBr • 0.5H 2 0 1 L T 
H##[ (%) : C, 54.86; H, 5.18; N, 8.00 
HMflf (%) : C, 54.98; H, 5.20; N, 8.04 

3-[N-r3-(6-^ p P-2-^-^^)^7^^7^yp^V^/^-N-ri-(2-/^-4-t:°IJ v> 
66a) 3-[N-n-(2-^ ^-4-fc° U v^)-4-tf^ V i?MT § /l/n f^^^y? 



l-(2-^/W4-t°JJ ^H-fc^y K^^»M30a)i^^LTMiaf^t/Sr 
3tfe$^(64%)£LT#fc 0 NMR (CDC1 3 +D 2 O) 6:1.22-1. 50 (2H, m), 
1.80-2.02 (2H, m), 2.45 (3H, s), 2.57 (2H, t, J = 6.4), 2.58-2.80 (1H, 
m), 2.82-3.02 (4H, m), 3.72-3.88 (2H, m), 5.14 (2H, s), 6. 46-6. 58 (2H, 
m), 7.28-7.42 (5H, m), 8.11 (1H, d, J = 5.6). 

66b) 3-[N-f3-(6-^ g P-2-t7f;U)^;^=;l//n/>V>f;i/l.N-ri-(2-^ ^7V-4- 
^iSM66a)-e#^3-[N-[l-(2-^ ^/K4- fc° V i?/V)-4- fcV< U ^]T?;]7 8 d b° 

^H(0.3 g)#> b^»!l53b) i: Istfi^ LTMiBfc^%&S&ffi^(35%) i: LT# 
fc„ NMR(CDC1 3 ) 5:1.48-1.88 (4H, m), 2. 44 and 2. 47 (3H, s, each), 
2.38-3.06 (6H, m), 3.36-4.06 (7H, m), 5. 07 and 5. 12 (2H, s, each), 6.40- 
6.58 (2H, m), 7.24-7.46 (5H, m), 7.52-7.66 (1H, m), 7.86-8.00 (4H, m), 
8.10-8.24 (1H, m), 8.47 (1H, s). 

66c) 3-IN-f3-(6-^ g u-2-i~7^MX;l'7fc~/U7vs*; j M-N-\l-(2-*'?-/i'-4r 
h° V &M-4r¥^ V i?MT § 717°p VX^Wk 
HilM66b)T?#fc3-[N-[3-(6-^ n n-2-t7^)^;i^=/^n/V >f ^]-N- 

[i-(2-^ ^-4-t° y ^)-4-t°-<y i?;v\r ^ vj-ym^^V/i'frbmMm 

6id) t mm\z Lxmffiit&va&m&mM9&%) t Lxntc 0 nmr 
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(DMS0 6 +D 2 0) 6:1.22-1.72 (4H, m), 2.00-2.16 (1H, ra), 2. 30 and 2. 32 
(3H, s, each), 2.34-2.54 (1H, m), 2.54-2.98 (4H, ra), 3.02-3.20 (1H, m), 
3.28-3.46 (1H, m), 3.54-3.72 (2H, m), 3.74-4.06 (3H, m), 6.52-6.74 (2H, 
m), 7. 68-7.78 (1H, m), 7.90-8.06 (2H, m), 8.10-8.32 (3H, m), 8. 61 and 
5 8.66 (1H, s, each). 

tuW£$y\$. C 2 7 H 3 0 N 3 0 5 SCI • 0. 5H 2 0 • 0. 2EtOH b LT 
ft-^fjt (%) : C, 58. 53; H, 5. 77; N, 7. 47 
MfflU (%) : C, 58. 36; H, 5. 96; N, 7. 22 

10 3-fN-r3-(6-^ p P-2-t7f/^/^^^p/V -Y;H-N-n-(2-^^-4-t: o y v> 

^f!j66c)^Wc3-[N-[3-(6-^ n n-2-^^^)X/^^/^a/>V -f/^-N- ■ 
[l-(2-^^/W4-tTU ^)-4-tr^P $?/U]7^ fc°^->m(0.22 g)««? 

fc. NMR (CD 3 OD) 8: 1.10-1. 25 (3H, m), 1.40-1.85 (4H, m), 2.15-2.30 
(1H, m), 2. 37 and 2. 39 - (3H, s, each), 2.43-2.62 (1H, m), 2.65-3.02 (4H, 
m), 3.20-3.38 (1H, ra), 3.45-3.75 (3H, m), 3.80-4.15 (5H, ra), 6.54-6.74 
(2H, m), 7. 65 (1H, dt, J = 2. 2 and 8. 8) , 7.88-8.18 (5H, m), 8. 54 and 
20 8.57 (1H, s, each). 

7nMfr$fW. C 2 9 H 3 4 N 3 0 5 SCI • 0. 5H 2 0 1 LT 
ft^it (%) : C, 59. 94; H, 6. 07; N, 7. 23 
mWM (%) : C, 60. 03; H, 5. 80; N, 7. 00 

25 3-(6-^ p v-2-j"7?-MXsl'ft~Jl'-N-\U2-* 3vP-4- b:° V i?M-4- V vvH- 

H»!j66c)-C#fc2-[N-[3-(6-^ p p -2-^:7 fvl^^^-zl^P/V 
[l-(2-^ ^7W4- \f y vvW)-4- t°-< y *Jfi\T ^ / ]7°p t o ^-^(0.25 g), ^^l/ 
ft P ^ l-^t/ K h y 7/^p^^(0.14 g), WSC(0.13 g)& J;Ov^ y/a 
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k'/ut $ ^(0.24 mi)©DMF(5.o mL)mm^mux24^m^ m^tzM, mmm 
T*nm Lfc 0 fm*m& u mmm^mm^^ y $ ? &-&m Lxmm* 

Itf fc 0 NMR (CD 3 OD) 8: 1.40-1.90 (4H, m), 2.10- 
2.53 (4H, m), 2.62-3.40 (10H, m), 3.45-3.75 (4H, m), 3.78-4.40 (6H, m), 
6.57-6.75 (2H, m), 7.60-7.75 (1H, m), 7.90-8.20 (5H, in), 8.53-8.63 (1H, 
m). 

TC&fttiffe. C 3 1 H 3 T N 4 0 5 S 2 CI • 0. 7H 2 Ok LT 
ff-|f {jf (%) : C, 56. 60; H, 5. 88; N, 8. 52 
MMiU (%) : C, 56. 65; H, 6. 22; N, 8. 89 

3-(6-? p n-2-i~y^;^)^;^=-;v-2M-i>^ 5vwN-ri-(2-7 fvbi^jj v>/M-4- 

69a) 3-(6-^ g u-2-i-y^)f-^--2-^ gvt^E g^>1fe±^ ■ 

H5gMld)t:1#/t6-^ P n-2-7 7° h ^ 1^(2.0 g), ^ ^ ^ y /l^a^ 
M2.22 ml)*3 kW-T h V h ^rv' K(0.1 g)<£>^ 7 -,14^(40 ml)£50°C 

3^(1.6 g, 73%) i: LT#fc 0 NMR(CDC1 3 ) 5:1.19-1.34 (6H, m), 2.62-2.82 
(1H, m), 3.02 (1H, dd, J = 7. 0 and 13.2), 3.37 (1H, dd, J = 7. 0 and 
13.2), 4.12 (1H, q, J = 7.0), 7.36-7.50 (2H, ra), 7.62-7.79 (4H, m). 
69b) 3-(6-^ g n-2--^ry^)V)7,)Vi^=-}V-2-^ f/Vfu Xf%"y& 
^»j69a) T#7c3-(6-^ n n -2-^:7^)^-2-^ f-jvyn ¥%-ym^;i>fr 

hmmm27h) h wmt vxmmit^m^^mM^%) t t-t#fc 0 nmr 

(CDC1 3 ) 6:1.36 (3H, t, J = 7.0), 2.96-3.24 (2H, m), 3.64-3.82 (1H, ra), 
7.59 (1H, dd, J = 1. 8 and 8.8), 7.84-8.00 (4H, m), 8.47 (1H, s). 
69c) 4-lN-\S-(6-y g X2-2-j-yf-/U)^/U^^/U-2-^ f-)V7u bf^/H-ISM 

^M69b)Tl#7c3-(6-^ uu-2-^y^}V)^)V^)V-2-^ f^^n \?*>mk 
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fcLxmm&to&MG&Mibisxnft, nmrccdcij 8:1.10-1.90 m, m), 

1.46 and 1.48 (3H, s, each), 2.50-2.95 (2H, m), 2.65 and 2.90 (9H, s, 
each), 3.00-3.20 (1H, m), 3. 30-3. 65 (1H, ra), 3.70-4.50 (4H,. m), 7.58 (1H, 
dd, J = 1.8 and 8.8), 7.84-7.98 (4H, m), 8.40-8.48 (1H, m). 
69d) 3-(6-^ p u-2-j-y^-M^jU^=.;U-2,N-i^^ ^/U-N-\l-(2-/ ^jU-4-t° V 

IUSf!l69c)-C#fc:4-[N-[3-(6-^ PP-2-t7f/V)^;k$^-2^Wn \f$r 
~/k]-N-?< J-JVT % J ] t°-< ]) 7VK0.47 g), h P 

y #A(0.09g)£g£lfe(4.0ml)&Si£>U 130«2B#i^#MYc o afc$S£^ 

«fiHLTffiiBfk;^**Mfel&5ND.15^i: LT#fc 0 NMR(CDC1 3 ) 6: 1.26 
(3H, d, J = 7.0), 1.20-2.00 (4H, m), 2.45 (3H, s), 2.60-4.10 (7H, ra), 
2:90 (1H, s), 4.40-4.60 (1H, m), 6.44-6.58 (2H, m), 7.59 (1H, dd, J = 
1.8 and 8.8), 7. 84-7. 98 (4H, m), 8.10-8.22 (1H, ra), 8.45 (1H, s). 
TcMftffim C 2 , H 3 0 N 3 0 3 SCI • 0. 5H 2 0 1 LT 
ft^lS (%) : C, 61. 34; H, 6. 14; N, 8. 25 
938ft (%) : C, 61. 66; H, 6. 19; N, 8. 12 

N-(2-T § S^M-3-(6-? uu-2-7-7^MxsUft^UJN-\l-(2-*^A-t°yi? 

HiiM51)i?#fci2-[N-[3-(6-^ p u.2-^y^;V)^;v^;vy°n t°;t~/H-N-[l- 
(2-^ ^/W4- 1:° U v>/k)-4- fc°^< y v>/P]T 5 J ]^/U%/W* * ^^tert-^^(0.15 

(0.16 g, fem&3)kLXmc 0 NME (DMSO-d 6 ) 6: 1.58-1.79 (4H, m), 2.46- 
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2.49 (3H, ra), 2.69-2.94 (4H, m), 3.27-3.65 (6H, m), 4.01-4.34 (3H, m), 
7.08-7.14 (2H, m), 7.73-8.32 (6H, m), 8.66-8.69 (1H, ra). 
TtMfttfxiU C 2 6 H 3 3 N 4 C10 3 S • 2HC1 • 3H 2 0 k LT 
(%) : C, 48. 64; H, 6. 12; N, 8. 73 

5 mmm (%) : c, 48.54; h, 5.96; n, 8.47 

3.(6-^ pp^-f?^)^;^^;^-^^ fyt^T % I Ji^v^-N-ri-(2-^ gvb 

4-b° y ^>-4-t:°^ y itMyv /jvr % k 

»M70T#/tN-(2-T $ / ^?-/U)-3-(6-? an.2-t7^)7;^-M-[l- 
10 (2-^ 9VW4- 1° U vvt/)-4- y SM^p aS>T 3: Yk ftAm V >fr h MMM 
24d) k mU\z LTM!Bte^&&£&5f&5fc(73%) £ LT#fc 0 NME (CDC1 3 ) 5 : 
1.60-1.63 (2H, m), 1.70-1.80 (2H, m), 2. 19 and 2. 21 (6H, each s), 2.29- 
2. 40 (2H, m) , 2. 44 and 2. 47 (3H, each s) , 2. 84-3. 03 (4H, m) , 3. 22-3. 30 
(2H, m), 3.56-3.63 (2H, m), 3.87-4.36 (3H, m), 6.47-6.56 (2H, m), 7.57- 
15 7.63 (1H, m), 7.92-7.97 (4H, ra), 8.14-8.21 (1H, m), 8.47 (1H, s). 

7xmft%xi% C 2 8 H 3 5 N 4 C10 3 S • 0. 5H 2 0 k LT 
fjrMi$. (%) : C, 60. 91; H, 6. 57; N, 10. 15 
Hi'KS (%) : C, 61. 02; H, 6. 82; N, 10. 08 
^M72 

20 3-(6-^ PP-2-t7f/V)^/^^M-(2^ b = 3 rV^^)-N-ri-(2-^ ^-4-t 0 ]) 

i>/k)-4- fc°^< y *?M 7° p £g >T ^ K 

72a) N-(2-^ h ^v^cfvW)-l-(2-^ ^-4-1:° y ^)-4-T 5: / b°^y 
^M42a)Tl#fcl-(2-^^-4-fc°y ^)-4-t°^y K^i:2-^ b^fv-^/PT 

25 NMR(CDC1 3 ) 5: 1.32-1.51 (2H, ra), 1.93-1.99 (2H, ra), 2.44 (3H, s), 

2.64-2.97 (5H, ra), 3.37 (3H, m), 3.49-3.54 (2H, m), 3.79-3.87 (2H, m), 
6.49-6.55 (2H, m), 8.14 (1H, d, J = 5.8). 

72b) 3-(6-^ P P-2-t7W^/^^;W-N-(2-^ h^->^M-'N-\l-(2-^^V- 

4- fc:° y y vVH 7°PA°y7^ K 
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mifcm5zh)hmmzvxmuik&%%m&ffiMQ.o%)k LT#fc B nmr 

(CDCI3) 6: 1.62-1.93 (4H, ra), 2.44 and 2.47 (3H, each s), 2.77-3.24 (8H, 
m), 3.34 and 3.39 (3H, each s), 3.53-3.61 (2H, ra), 3.86-4.32 (3H, m), 
6.46-6.54 (2H, m), 7.52-7.62 (1H, m), 7.89-7.97 (4H, ra), 8.17-8.28 (1H, 
m), 8.48 (1H, s). 

TbmfttitW. C 27 H 32 N 3 C10 4 S-H 2 0£ LT 
fMfit (%) : C, 59. 17; H, 6. 25; N, 7. 67 
(%) : C, 59. 06; H, 6. 04; N, 7. 43 
H«ij73 

2-[N-r3-(6-^ g P-2-t7f;H^M^P b°^/H-N-ri-(2-^ ^-4-b°!J 

73a) 2-T ^ / J^/H>< ^vlpfl/l^ ^ V^tert-^^ 

N-^/l^^^T 5 ^(15.41 g)OTHF(400 ral)»^~^^-tert-:/^ 
/K13.62 g)<£THF(100 ml)l»£0 o CT 1 ^^(tTABx.> £ 6> ^^M.T17H#Fb1 

^«7^1:fllT, Mfa^^l^fe»^(1.29g, 10%)^ LT#fc D 
NMR (CDCI3) 6 : 1.26 (2H, br s), 1.46 (9H, s), 2.82 (2H, t, J = 6.6), 2.88 (3H, 
s), 3.27 (2H, t, J = 6.4). 

73b) 7< ^vW2-ri-(2-7< 5v^-4- feT y v7i-)-4- U 2MZ % Z ^MMMl % 

^»j42a)T#/cl-(2-^^-4-fc°y v>/P)-4- 1°-< U KViH»!l73a)T:1#fc2- 
^/K7< ^vW>#/W^ 5; V^tert-^^;vi: ^)^^»j24d) £ LTM 
IBfc£#>£M&ift^(73%)£ LT#fc„ NMR(CDC1 3 ) 5: 1.31-1.56 (2H, ra), 
1.46 (9H, s), 1.90-1.97 (2H, m), 2.44 (3H, s), 2.69-2.99 (8H, ra), 3.30 
(2H, t, J = 6.6), 3.78-3.85 (2H, m), 6.48-6.54 (2H, m), 8.14 (1H, d, J = 
5. 8). 
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73c) 2-[N-f3-(6-^ p v-2-j-7=f-/U)X;Uft^-/uyu t°$-~M-N-\l-(2-t 

HMM73b)T#fc ;* ^M2-[[l-(2-> ^-4- fc° U vvK)-4- fcV£ y T 5 7]^ 
^/H^7/W^5: ^tert-^^i:»#ij27b)T?#fc3-(6-^ n 

LT#fc 0 NMR(CDC1 3 ) 5: 1.38-1.45 (9H, m) , 1.67-1.77 (3H, m), 2.44 
and 2. 47 (3H, each s) , 2. 83-3. 10 (7H, ra) , 3. 18-3. 30 (4H, ra) , 3. 53-4. 40 
(6H, m), 6.47-6.55 (2H, m), 7.56-7.63 (1H, m), 7.90-7.97 (4H, ra), 8.14- 
8.21 (1H, ra), 8.48 (1H, br s). 
10 jum^mU C z 2 H 4 , N 4 C10 5 S • 0. 9H 2 0 1 LT 

ff^jjt (%) : C, 59. 55; H, 6. 68; N, 8. 68 
\% (%) : C, 59.71; H, 6. 98; N,8.78 
%' 

3-(6-^ p P-2--^-^^).x/^^^/P-N-r2-(^ f-iVT % y)^M-N-\l-(2-^f-/U- 

15 4- \? y ^ y *?Mzfw*^T x 

H^M73c)Tl#7c2-[N-[3-(6-^ u u.2-1ryj-;V)*;Vfc~;\s~7xi tr^^-N- 
[l-(2-^ ?-/U-4-¥V ^)-4-t°^<y V'jVyr % ?-;V)%jVA 5: V^tert- 

NMR(DMSO-d 6 ) 8: L 60-1. 80 (4H, m), 2.40-2.47 (3H, m), 2.60-2.71 (3H, 
20 m), 2.78-3.08 (4H, m), 3.19-3.66 (6H, m), 4.08-4.34 (3H, ra), 7.09-7.22 

(2H, m), 7.73-7.77 (1H, m), 7.99-8.04 (1H, m), 8.13-8.32 (4H, m),' 8.64- 
8.69 (1H, m). 

jtm^mt C 2 7 H 3 5 N 4 Cl 3 0 3 S • H 2 0 • EtOAc t LT 
ftmM (%) : C, 52. 58; H, 6. 41; N, 7. 91 
25 (%) : C, 52. 33; H, 6. 42; N, 7. 99 

N-r2-(N-T-fe^vKlSM fvKT % 7)^/H-3-(6-^ g P-2--j-75VM*/Wft^/W 

^JiM74)Tl#7c3-(6-^ n P-2-^-y^)^/^^^^-N-[2-(^ *f~jV7 X 
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/H-N-[l-(2-^ fc° y Z?/V)-4- ^ y vVH 7" p K ~itifc4£(0.2q gX 

M7k^(0.20 g)*5£0 b y ^5vKT 5 >-(0.40 ^ W(10 ml)?«£ 

^£T*20B#F H 1tf>tmi?fc^ fiSfnfiW7kT^L^7K«^-by *A-ef£&L 

(0.13 g, 69%) <k ITifco NME (CDC1 3 ) 8 : 1. 63-1. 94 (4H, m), 2. 02-2. 10 
(3H, m), 2.44 and 2. 47 (3H, each s), 2.79-4.02 (13H, m), 6.47-6.55 (2H, 
m), 7.58-7.63 (1H, m), 7.94-7.99 (4H, m), 8.14-8.24 (1H, m), 8.49 and 
8.53 (1H, each s). 

TU^ftMM C 2 9 H 3 5 N 4 C10 4 S • H 2 0 • 0. 2EtOAc t LT 
ft-^it (%) : C, 58. 99; H, 6. 41; N, 9. 23 
MBM (%) : C, 58. 92; H, 6. 29; N, 9. 14 

mmm 

3-(7-:/p^-2H-^ p * ^-3-^/i^)^^^^/^-N-^^-N-ri-(4-t:° y ^)-4-b°^< 

15 76a) 3-(7-7*p^-2H-^ p * V-3-4 ;V)^7Vfo~;Vy°n ifj-ym 

i£<fb3-(7-:/P^-2H-^ p * ^-3-4 /V)*;vyj ~/K3.10 %)%WmfcT h V t> 
A(1.39 g)tmWtT V y £^(1.68 g)©7f«$(25 ml)^75 0 CX<M?i, ^©ISST 

i.5H#if Tk^-t- b y r> A(i.o s )<D*mfc(i m\)ty^^^n<m 

(4.93g)^U^, HO°C-C2O0#^^^M«Yco HftB Ltcttm^SM, tK^> 
20 &LTJSfB{b^&&&2&*(2.59 g, 75%)£ LT#fc 0 NMR (DMSO-dJ 6 : 
2.63 (2H, t, J = 7.0), 3.50 (2H, t, J = 7.0), 5.06 (2H, d, J = 1.0), 
7.19 (1H, d, J = 1.8), 7.24 (1H, dd, J = 1. 8 and 8.0), 7.41 (1H, d, J = 
8.0), 7.48 (1H, s). 

76b) 3-(7-^P^-2H-^ P * ls-3-4 ^/W-N-ri-(4- if V 2Mz 

25 4- ev< y vvh zlE^j^ZJU: 

^M76a)-C#7t3-(7-^P^-2H-^ p ^ >-3-A )V)^)V^}Vfn 
(0.35 g) t »f!j30a)T#7c:4-7< <?tVT % J -l-(4- fc° y SVV) t°-< y v>^(0.20 g)<£> 
DMF(20ml)^^DMTMM(0.42g)S:iP^^ ^fiT?15^^#^fc 0 ffifoWi 



5 



10 
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\^Xmmit^m^M^m(2Q%)t UT#fc 0 NMR(CDC1 3 ) 5: 1.50-1.80 (4H, 
m), 2.84 (3H, s), 2.75-3.00 (4H, m), 3.50 (2H, t, J = 7.0), 3.93 (2H, m), 
4.63 (1H, m), 5.04 (2H, d, J = 1.2), 6. 65 (2H, d, J = 6.6), 7.04 (1H, d, 
J = 8.2), 7.10 (1H, d, J = 1.8), 7.14 (1H, dd, J = 1.8 and 8.2), 7.31 
(1H, s), 8.26 (2H, d, J = 6.6). 
Tumfttifm C 2 3 H 2 6 N 3 0 4 SBr-0.5H 2 O t LT 
gftMl (%) : C, 52.18; H, 5.14; N, 7.94 
MMiM (%) : C, 52.05; H, 5.02; N, 7.78 

3-(7.yp^-2H-^ p ^ M^;Ut^=./U-'N-/ ^vKNT-ri-(2-^ ^/^-4-fc° V 

^M76a)-tr#/c3-(7-7 r n^-2H-^ p * >-3--f tyXArfc—Asfu t°^mk 
MMM42b)-Wrt£4r* T-frT ^ / -l-(2-^ f-fV-Ar if U i?;V) fcv< ]) V^fchmMM 
76b) t mm?. LTMm{k&^%m&ffiMt(53%) t LT#fc 0 NMR (CDC1 3 ) 8 : 
1.50-1.90 (4H, m), 2.46 (3H, s), 2.83 (3H, s), 2.75-3.00 (4H, m), 3.49 
(2H, t, J = 7.2), 3.93 (2H, m), 4.62 (1H, m), 5.04 (2H, d, J= 1. 2), 
6.45-6.60 (2H, m), 7.04 (1H, d, J = 8.2), 7.11 (1H, d, J = 1.8), 7.14 
(1H, dd, J = 1.8 and 8.2), 7.30 (1H, s), 8.15 (1H, d, J = 6.2). 
%mftfflW. C 24 H 28 N 3 O 4 SBr-0.5H 2 O£ LT 
fiMiU (%) : C, 53.04; H, 5.38; N, 7.73 
mBHU (%) : C, 52.87;. H, 5.41; N, 7.61 
HMJ78 

3-(5-^ p P-3-^ fM^/ft7aW^)^^=M^ ^-N-n-(2-^ 

78a) 3-(5-^ p *-3-*f-A^>y i 7'$-7 ^^jfe 
ifrffcS-^ p p -3-^ ^/v^^yj-iry i ^-2-x;vz7 j h H2i#il76a) t M 

Mfc LTJlfEfb^(30 0 /o)£#fc 0 NMK(CDC1 3 +CD 3 0D) 5:2.72 (3H, s), 2.83 

(2H, t, J = 7.6), 3.59 (2H, d, J = 7.6), 7.49 (1H, dd, J = 1.8 and 8.8), 
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7.80 (1H, d, J = 8.8), 7.83 (1H, d, J = 1.8). 

78b) 3-(5-^ p f /W<y'/ft73: ^-^/^^/l/^^-N-^ f ;^-N- 

ri-(2-^ f;i/-4-b° V i?M7x2/*>T % K 

Hjf£#l78a) T#/c3-(5-^ p P -3-^ fA^l/Vf*-? a ^-2~f /l^/V/iwK/ 
p tr^-Vlfti: HJ£M42b)"e#fe4-^ fvuT 5 / -l-(2-^ ^-4- 1° U y v> 

^^^^#ij76b)i^m^bTMIBft:^§rM^ H B H (46%)i: LT#fc 0 NMR 
(CDC1 3 ) 5: 1.42-1.90 (4H, m), 2.45 and 2.47 (3H, s), 2.74 (3H, s), 2.75 and 
2.82 (3H, s), 2.80-3.05 (4H, m), 3.68 (2H, t, J= 7.7), 3.92 (2H, m), 4.54 (1H, m), 
6.45-6.60 (2H, m), 7.51 (1H, dd, J = 1.8 and 8.8), 7.80 (1H, d, J = 8.8), 7.85 (1H, 
d, J = 1.8), 8.15 and 8.20 (1H, d, J = 6.0). 
Ttm^mU C 2 4 H 2 8 N 3 0 3 S 2 C1*0.25H 2 O h LT 
%\%\% (%) : C, 56.46; H, 5.63; N, 8.23 
(%) : C, 56.45; H, 5.75; N, 8.40 
H»J79 

3-(4'-^ p p }£7 ^ /V)*/v^~/V-N-*^/i'-~N-\l-(2-?- ; f-;V-4-\i o y 
79a) 3-(4' p u \f 7 MX/Ufr^suyv \?0r^Wk 

&m%M&Mfc(54%)k LT#7c 0 NMK(DMS0-d 6 ) 8: 2.56 (2H, t, J = 7.6), 
3.58 (2H, d, J = 7.6), 7.52 (2H, d, J = 8.8), 7.71 (2H, d, J = 8.8), 
7.93 (2H, d, J = 8.8), 8.10 (2H, d, J = 8.8). 

79b) 3-(4'-? P p tf Z d ^-4->f^)X/^^-N^ 5VKN-ri-(2- / if 

H»j79a)T#/c3-(4'-^ P p \fV ;V)^;V^=.;vy°u VfrymkM 
»!l42b)Tl#/t4-^ tf-fVT ^ S -l-(2-^ ^)V-4- fc° V fc°-< U i^fr* h 
76b)tmm\^'LXmm^^M^^(49%)t LT#fc„ NMR (CDCI3) 5: 
1.55-2.00 (4H, m), 2.45 and 2.47 (3H, s), 2.78 and 2.85 (3H, s), 2.75-3.05 (4H, 
m), 3.53 (2H, t, J = 7.7), 3.94 (2H, m), 4.65 (1H, m), 6.45-6.60 (2H, m), 7.47 
(2H, d, J = 8.8), 7.56 (2H, d, J = 8.8), 7.75 (2H, d, J = 8.4), 8.00 (2H, d, J = 8.4), 
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8.16 (1H, d, J = 6.2). 
TtmftVrW. C 2 7 H 3 o N 3 0 3 SCltLX 
fjrWiM (%) : C, 63.33; H, 5.91; N.8.21 
m (%) : C, 63.05; H, 6.14; N, 8.44 

m 

y v^M-t^y ^/h^h^^t § k 

80a) 3- f(E)-2 -(4- 7* g f& 7_ s EZk^ 7 x =/H>*/>afc~/K7''p ^fife 
lifb3-[(E)-2-(4-^P ^7^^/^x^/l-]^/^7 >f ~/H&> BH3i76a) £ I^BSK: 
10 LTMIBfb^^Mfe@ft:(34%)i:LT#fc 0 NMR (DMSO-d 6 ) 6: 2.66 (2H, 

t, J = 7.2), 3.41 (2H, d, J = 7.2), 7.50 (2H, s), 7.70 (4H, s). 
80b) 3-KE)-2-(4- 7*0^:7 a=;t/)X7 : =;HXM=/l/.N^ ^-N-ri-(2-7< ^ 

H »!l80a)T#fc 3- [(E)-2-(4-7^ n ^ 7 » -/W)^-r =./U] 7> /U* :=-/U7° p t 0 ^- ^ 
15 ^ t HitW42b)Tf#fc4-^ 7VKT 5 7 -l-(2-7 77^-4- tf y ^) tf-< y v?^d> & H 

mm76h)tmmKvxmmih^^m^^(67%)t Lxmc 0 mr (cdci 3 ) 

6: 1.50-1.90 (4H, m), 2.46 (3H, s), 2. 77 and 2. 84 (3H, s), 2.75-3.05 

(4H, m), 3.50 (2H, t, J = 7.1), 3.93 (2H, m), 4.63 (1H, m), 6.45-6.60 

(2H, m), 6.88 (1H, d, J = 15.8), 7.39 (2H, d, J = 8. 4), 7.53 (1H, d, J = 
20 15.8), 7.58 (2H, d, J = 8.4), 8.15 (1H, d, J = 6.6). 
TtmftmW. C 23 H 28 N 3 O 3 SBr-0.9H 2 O£ LX 
tH^fi (%) : C, 52.85; H, 5.75; N, 8.04 
MWm (%) : C, 52.99; H, 5.67; N, 7.70 

25 (E)-3-(6-7 g p-2--7-7^)^/^^^/^-N-7 77UN-fl-(2-^ 5vU4-fcf U 

4- y i?M T'p^y/^ K 

81a) 6-^PPt7^V >-2-^y A b y g h 

mm-r v y 7^ (15. 1 g ) tmm-r h v $*ao. 1 g ) <D&tm(m mi) ^nji 

Mlc)X*Wcmt6-? u n 7-77^ 1/ ^-2-771^-/^(15. 7 g) £70°CT*Jnx., * 
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hM, 'P&<D&kT± hV^#LTMB^^(12.6 g, 84%)£#fc 0 NMR 
(DMSO-c^) 5 : 7.50 (1H, dd, J = 2.2 and 8.8), 7.72 (1H, dd, J = 8.2 and 1.4), 
7.86 (1H, d, J = 8.2), 7.95-8.02 (3H, m). 
81b) (E)-3-(6-^ p P -2-j-y j-/V)*/Vfr=.;VTt V /jjj 
^»!j81a)T#fc6-^ p P^^i? lxi/-2-^/V7^ VSH- b U ^A(0.50 g)<Dfc 

mm(2o mL)^*mfci- v v 9M0.20 g><D&mko. mi^^-v^p^r m 

(1.38 g)£60°C-»x., llO°CT2O0#^75^^Yc o »^5S, Tkffi, 
LTM!Bfc£4&&*ii# I @tt<0.24 g, 40%)£ Lt#ft 0 NMR (DMSO-d 6 ) 8 : 
6.78 (1H, d, J = 15.0), 7.75 (1H, dd, J = 2. 0 and 8.8), 7.77 (1H, d, J = 
15.0), 7.94 (1H, dd, J = 2. 0 and 8.8), 8.15-8.35 (3H, m), 8.56 (1H, s). 
81c) (E)-3-(6-^ p p -2-j-y 7-/U)X/Uft=-/U--N-* fvl/-N-ri-(2-;* ±A^4^VJ> 

HiiM81b)-C#fc(E>3-(6-^ uu-2-jr7*f-jv)Wfc~}VT# D jV&kWfoM 
42b)-e#fc4-^ fv>T 5 J -l-(2-^ ^vU4- tf U v^) t°^< U b^j&0!l76b) i: 

|WI^^LTMIB{^^^Mfelt^(37%)^ LT#t NMR (CDC1 3 ) 6: 1.50- 
1.90 (4H, m), 2.45 and 2.48 (3H, s), 2.87 and 2.99 (3H, s), 2.75-3.05 
(2H, m), 3.97 (2H, ra), 4.70 (1H, m), 6.45-6.60 (2H, m), 7.32 (1H, d, J = 
14.6), 7.48 (1H, d, J = 14.6), 7.60 (1H, dd, J = 1. 8 and 8.8), 7.80-8.00 
(4H, ra), 8.17 (1H, d, J = 6.0), 8.49 (1H, s). 
jtM^\% C 2 5 H 2 6 N 3 0 3 SCI- 1. 3H 2 0 k L X 
ff^ii (%) : C, 59. 17; H, 5. 68; N, 8. 28 
mWlW. (%) : C, 58. 91; H, 5. 76; N, 8. 67 
MMM82 

3-(6-^ p P-2-^7^/P);*/l^~/WNM ^/V-N-rri-(4-fc°U v^)-4-fc°^iJ 2M 

mmmih)xm^H^(N-^f-7^T * /)^/v-i-fc°-<y t°y wtmrn 

27b)-e#fc3-(6-^ p x/^^7°v ^^m^bMM&mb) k 

nm^xm^&to*&&3fe&$%%)k it#fc 0 nmr (cdci 3 ) 5: 1.26 (2H, 
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m), 1.60-1.80 (3H, ra), 2.73 (2H, t, J = 7.5), 2.79 (2H, m), 3.12 (2H, t, 
J = 6.2), 3.55 (2H, t, J = 7. 5), 3.85 (2H, m), 5.96 (1H, m), 6.62 (2H, d, 
J = 6.6), 7.60 (1H, dd, J = 1.8 and 8.8), 7.85-8.00 (4H, m), 8.23 (2H, d, 
J = 6.6), 8.47 (1H, s). 



ft-#{j£ (%) : C, 59. 93; H, 5. 66; N, 8. 74 
mWM (%) : C, 60. 17; H, 5. 87; N, 8. 62 

3-(6-^ P P -2-^17 =M^7Pfr~/W2,2,N- b y ^^-N-n-(2-^^-4-fc c y 
10 7^-4- U v^/H^p /OT X K 

83a) 4-[N-[3-(6-^ P P -2-^:7 ^/P)^-;<i--2,2-v^ =f-jVfxn. t c ;j-^/H-N-^ f-jV 

4-[N-(3-^ P P-2,2-v^ f/^P fc°^-^)-N-^ f-)V7 % J ] t°-<y z?>--l-% 
/l^^V^tert-y^M0.70 gX Il»!jld)-?#fc6-^ p p-2-^ 7 s h ^7 ^ U 
15 ^(0.71 g) N h^K(0. 11 g)£^/-Ml4 mlMota;^ 70°C 

^v-y^y/^^ATft^bT, ^|Bfb^(0.86 g, 84%)£#fc 0 NMR • 
(CDC1 3 ) 6 : 1.44 (9H, s), 1.46 (6H, s), 1.20-1.90 (4H, m), 2.60-2.90 (2H, m), 
20 2.89 (3H, s), 3.34 (2H, s), 4.05-4.55 (3H, m), 7.36-7.52 (2H, m), 7.61-7.71 (2H, 

m), 7.72-7.80 (2H, m). 

83b) 4-[N-[3-(6-^ P P-2-^:7^)^7M^^-2,2-v^ ^VK7°P fc°:t~7H-N- 
* fvPT ^ 1 1 y v^^-l-^/^V^tert-^^ 



^tTMfB^^i^^B B H ^(68%)i: LT#fc 0 NMR (CDC1 3 ) 5: 1.47 (9H, s), 
1.59 (6H, s), 1.40-1.70 (4H, m), 2.65-2.90 (2H, m), 2.93 (3H, s), 3.67 (2H, s), 
4.10-4.50 (3H, m), 7.67 (1H, dd, J = 2.0 and 8.4), 7.86-8.08 (4H, m), 8.48 (1H, 
s). 
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83c) 3- (6-^ P P -2-^-7 fv^;Vfr~/^-2,2,N- h U ^ ^-N-ri-(2-^ ^-4- 

t° y ^>-4-t: 0 ^ y vVHy p/^t ^ k 

^MM83b)T#fc4-[N-[3-(6-^ p P -2-^:7 ^Vl^M^/l^-i^ ^V^T" 
p t'^/H-N-^^T 5 /Jlf^JJ ^-l-#/l^V^ert-:/^M0.62 g)£ h ]} 

13O o C-C20t^^^^Tc o ^M^£$£rai*tU SOT&fc&ft^l^T 

$;fe(0. 18 g, 29%) i: LT#fc c NMK (CDC1 3 ) 5 : 1.59 (6H, s), 1.60-1.90 (4H, 
m), 2.46 (3H, s), 2.80-3.05 (5H, m), 3.68 (2H, s), 3.97 (2H, d, J = 12.4), 4.35- 
4.65 (1H, m), 6.46-6.60 (2H, m), 7.57 (1H, dd, J = 2.2 and 8.8), 7.86-8.06 (4H, 
m), 8. 17 (1H, d, J = 5.8), 8.48 (1H, s). 

7um&VfiM C 2 7 H 3 2 N 3 0 3 SC1-0. 5H 2 0 i: LT 
H-|f fit (%) : C, 62. 00; H, 6. 36; N, 8. 03 
(%) : C, 61.96; H, 6.38; N, 7.98 

y *?Mzfn gst>JtT ^ K 

84a) N-d-^^/Wl-t^y i?M-3-(6-t p P-2-t7f^)^Mn;U2-^f 

H»J69b)T#fc3-(6-yp^-2-^-y^)^/l/7jN^/l^-2-^ f^&i: 

fe^(73%)i: LT#fd 0 NMR (CDC1 3 ) 6: 1.30 (3H, d, J = 7.0), 1.24-1.54 
(2H, m), 1.64-2.16 (4H, m), 2.66-3.00 (3H, ra), 3.09 (1H, dd, J = 4. 0 and 
14.0), 3.47 (2H, s), 3.44-3.70 (1H, m), 3.80 (1H, dd, J = 8. 0 and 14.0), 
5.53 (1H, d, J = 8. 2), 7.20-7.38 (5H, ra), 7.57 (1H, dd, J = 2. 2 and 8.8), 
7.84-7.96 (4H, m), 8.45 (1H, s). 

84b) 3-(6-^ p X2.2--ry^-/U)^;U7^^;U-2-^ ^-N-ri-(2-7 V i?M- 
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ll»!j84a)Tl#fcN-(l-^^^-4-t 0 ^y ^)-3-(6-^ OP-2-t7f/V)7/^ 
^JVrfn \?3-ymT 5 K(0.34 g)01,2-^^ p nx^y(2.0 ml)^~- 
0°CT^ n P fifflil-? p p^^/K0.16 ml)^Ux. N 70t)^6B#|?g#>#jlif 
^^/-/K2.0ml)»x., 70°C~eiH#r H ^^MYc o KJ£^«:J*E»ieu » 
g!^ 1 4- ^ p p -2- ^ tf D ^(0. 18 g)£J ± O^i^ h P £ A(0. 11 g) 

(2.omi)»x., i3o o cT?2Btr H ^^^Tc 0 ^^^jEffi u mmmzmt 

m&M&J8® , &(0. 10 g, 29%) t LT#fc„ 
juM^mU C 25 H 28 N 3 O 3 SCl-0.5H 2 Oi: LT 
ff^ji: (%) ' : C, 60.66; H, 5.90; N, 8.49 
g®M (%) : C, 60.94; H, 5.90; N, 8.53 
^M85 

2-\S-(6-f p P-2-t7f;v)7/^^^/p b°/H-8-(2-^ fvl^_g V 
T-fX b°P [4.51x^7 ^-1,3-^^ 

85a) (!--< V vV^-4- b°^< U g£ U 7>) vT / gjgj^gvl^g^; 

l-^< V vV^-4- U K ^(10 g) s i/T / H&^?vK9.67 ml), f£g|T !7 
A(1.39 g)*3 £t*gj^(2.6 ml)£r h/^^(50 ml)KM^ &jfctZfo&I>eaiL- 

4Nmt7^mmB^^M'vmmLxmm^^}(8.5 g, 50%)^#fc o nmr 

(CD 3 OD) 8: 1.33 (3H, t, J = 7.0), 2.60-3.40 (5H, m), 3.52-3.80 (2H, ra), 
4.00-4.28 (1H, ra), 4.30 (2H, q, J = 7.0), 4.39 (2H, s), 7.42-7.65 (5H, 
m). 

85b) l-^Oi>/V-4-^ b **s*IA'T$~A'* ±A^< V *J"y ;Vj$l/&x-<?- ;V 
^/VfW V ^(2.59 g)^7K^(10ml)^^»j85a)Tl#fc(l--<^v ? ^-4- 
fcv< rj*?\) =f-yysT / ^^^-/^^(8.5 g)(D^$ J -A-(43 ml)ttA,TO— 
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mvxmm^m^^,m^a.i6g)ti,xwz. 0 nmr (cdci 3 ) 5: 1.52-1.70 

(2H, m), 2.05-2.40 (4H, m), 2.45-2.65 (2H, m), 2.59 (2H, s), 3.47 (2H, 
s) , 4. 09 (2H, q, J = 7. 2), 4. 19 (2H, q, J = 6.8), 7. 10-7. 35 (5H, ra) . 
85c) 8-^^vV^-2-r3-(6-^ p P-2--j~:7^vt^/Wft~/K7 g P hVH-2.8-v : T1f ^ 

g)(Dmmmmao mi^mmmm ni±mm tfc 0 

B^£DMF(20 ml)(^^U DCC(0.70 g)^Mx.Xm.UXimmf)^mr^tc^ 
3-(6-^ p p^-^^vI^/WwP^p h>7 ^ ^^(0.98 g)i MJ 

T^y(o.94jxA)%m^mM.x3$mfa%mi£fz. a ttMQfo&z^ %m*wa±.WM 
m^tz 0 Tfrn^z^u %m%uj±mm, m^m^yv^^^v^xmrni^ 

Xmmk£t^&M&MmHl-20g,75%)tLXmc o NMR (CDCI3) □ : 1.36- 
1.54 (2H, m), 1.86-2.22 (6H, m), 2.54 (2H, s), 2.76-2.94 (2H, m), 3.10- - 
3.26 (2H, m), 3.52 (2H, s), 3.59 (2H, t, J = 6.8), 7.18-7.38 (5H, m), 
7.59 (1H, dd, J = 2. 0 and 8.8), 7.80-8.06 (4H, m), 8.45 (1H, s). 
85d) 2-r3-(6-^ p v-2-~r??-}V)^/Vfo~;V~y°x2 b°/H-8-(2-^ f/M-fc^^)- 
2,8-^TIf^ fc:°pr4.51r : >^-l,3-v ? ^-^ 
^M85d)T#fc2-[3-(6-:? p u -2-1-7 ft ^/Uy*u \f/V\.2fi--JT-f 

* tf p [4.5]^^ ^-i,3-^>/5^^»!i84b) t mm\z Lxmmfc&m%n&M 

*(ll%)i! LXW'o NME (CDC1 3 ) 6 : 1.54-1.76 (2H, m), 1.98-2.20 (4H, m), 
2.47 (3H, s), 2.65 (2H, s), 2.94-3.14 (2H, m), 3.23 (2H, t, J = 7.2), 3.63 (2H, t, J 
= 6.6), 3.76-3.92 (2H, m), 6.48-6.60 (2H, m), 7.61 (1H, dd, J = 2.2 and 8.8), 
7.82-8.02 (4H, m), 8.20 (1H, d, J = 5.8), 8.46 (1H, s). 

TuSf #t)f it C 2 7 H 2 8 N 3 0 4 SCI • 2. 8H 2 0 1 LX 
f^ffi (%) : C, 56. 25; H, 5. 87; N, 7. 29 
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(%) : C, 55.99; H, 5.48; N, 6.95 

86a) (E)-4-(6-^ g P^-^fvl^/Pfr^^-^V^J^^ 

HiiM81a)T?#^:6-^ n nf7^VV-2^/^^ h U 17^(1.0 g)^3-"7* 

o^^nf g)&DMF(15 ml)^JP;U ^T14B#P»^M"€fc 

S^*LTj@IB{b^Sr^3l§A(0.49g,43%)S:^ o NMR(CDC1 3 ) 5: 1.26 
(3H, t, J = 7.2), 4.62 (2H, dd, J = 1. 2 and 7.7), 4.17 (2H, q, J = 7.2), 
5.87 (1H, d, J = 15.8), 6.82 (1H, dt, J = 7. 7 and 15.8), 7.60 (1H, dd; J 
= 1.8 and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, s). 
86b) (E)-4-(6-^ g n-2-^7^-/l^)^/^^/^-2-^-r 

^JfeM86a)-e#7c(E)-4-(6-^ p p^-^^);^^/^-^^^^ 
(0.58 g)0^(6 ml)^^|i«(0.6 ml)^Px., 110^^3^^^ ^fc^, 

IB^^SrMfe^A(0.42 g, 78%)Sr#fc 0 NMR(CDC1 3 ) 6:4.05 (2H, d- 
like), 5.88 (1H, d, J = 15.8), 6.82-7.02 (1H, m), 7.61 (1H, dd, J = 1. 8 
and 8.8), 7.80-8.00 (4H, m), 8.44 (1H, d, J= 1.4). 

86c) (E)-4-(6-^ p v-2-1-~7<f-/U)X;lsft^/U-N-^ ^vKN-ri-(2-p< J-/U-4-t°V i? 

^M86b)l:1#fc(E)-4-(6-^ n n-2-^^^)^^nyl--2-^y^^» 
M76b)<ir^{3:LTMfB^#/(36%)^#7c 0 NMR (CDC1 3 ) 6 : 1.50-1.80 (4H, 
m), 2.46 (3H, s), 2.74 (3H, s), 2.80-3.10 (1H, m), 6.30-6.80(4H, m), 7.60 (1H, 
dd, J = 1.8 and 8.8), 7.85-8.00 (4H, m), 8.17 (1H, d, J = 5.6), 8.45 (1H, s). 
ThmftVtm C 26 H 28 C1N 3 0 3 S£LT 
tMHt (%) : C, 62.70; H, 5.67; N, 8.44 
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»Mt (%) : C, 62.64; H, 5.64; N,8.31 

HJiM35c) T*#fc2- (6-^ n u-2-~Tyj-;V) l-(4-fc° U vVP) 

NMR (DMS0-d 6 ) 5:3.10-3.80 (8H, m), 4.84 (2H, s), 6.80 (2H, d, J = 6.6), 
7.71 (1H, dd, J = 2. 2 and 8.6), 8.00 (1H, dd, J = 1. 4 and 9.2), 8.05- 
8.40 (3H, m), 8.17 (2H, d, J = 6.6), 8.63 (1H, s). 
H»!J88 

10 3-[2-(6-^ PP-2-t7fM^/^^xf;l/l-2, 4-^^-8- (2-^^-4-t: 0 

]) i?M-l. 3. 8- MJ Tif ^ [4. 5]x77 ^ 

88a) 3-(2-7'P ; ex^)-2, V-l, 3, 8- MJ Tlf tfP [4. 5]x# ^-8- 

# ^tert-^/P 

2, 4-v^^y-l, 3, 8- MJ Tlf ^ t°n [4. 5]x# ^-8-^7/^V^tert-7^/I/ 
15 (Wysong, C. N. ; Yokum, T. S. ; Morales, G. A. ; Gundry, R. L. ; McLaughlin, 

M. L. ; Hammer, R. P. J. Org. Chem. , 1996, 61, 7650) (2. 7 g) N 2~:/n^ 
/ — Ml. 5 g^il/MJ A ^(3 g)£THF(50 ml)fc$Sfr»U M 

fc 0 r(D^^^• ; e©^^^(7)^^V^7^ 0 NMR (CDC1 3 ) S: 1.49 (9H, s), 
1.50-1.70 (2H, m), 1.95-2.15 (2H, m), 3.10-3.35 (2H, m), 3.61 (2H, t, J 
25 = 6.4), 3.93 (2H, t, J = 6.4), 3.93-4.10 (2H, m). 

88b) 3-[2-(6-^ g P-2-f 7fM^;l-^^;l-xf-;P]-2, 4-y^^y-l, 3, 8- MJ 
Tj*g [4. 5] 7^ >--8-^7^V^tert-y'^ 

H^M88a) -e#7c3-(2-^n^E-^^)-2, 4-v^ 3, 8- MJ Tif ^ t°n 
[4. 5]f7J y-S-^/^y^tert-^/U-^HilMld) -?1#fc6-^ n n-2-/^#:/ 
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Y~T7? l/^bHiSM3a) tmm\Z LT3-[2-[(6-^ Pn-2-t7f^)ft]xf. 
;V\-2, y-1, 3, 8- h V Tif* [4. 5]-r^ 

(17%) h LT#fc 0 NMR (CDC1 3 ) 5: 1.48 (9H, s), 1.60-1.72 (2H, m), 1.90- 
2.10 (2H, m), 3.10-3.30 (2H, ra), 3.80-4.10 (4H, m), 6.42 (1H, s), 7.60 
(1H, dd, J = 1.8 and 8.8), 7.90-8.00 (4H, m), 8.54 (1H, s). 
88c) 3-[2-(6-^ n u-2--j-yj-;V)^;Vfc~;V^J L M-%-{2-/- f/H-f V j? 
;v)-l, 3, 8- YV TjfZi [4. 5]-r# >-2, 4-v^^ 

H2iM88b) -C#fc3-[2-(6-^ n u.2-~r~7?-JV)7,;Vfo~;V^;V\-2, 4-v^=3f- 
y-1, 3, 8- h V T-f* fc'n [4. 5]x# ^-8-^7^^V^tert-^/^^HW!j83c) 

kmm^xmm\&to*u^*(m)k.\^x%it a nmr (cdci 3 ) s: i. 65- 

1.90 (2H, m), 2.00-2.30 (2H, m), 2.45 (3H, s), 5.20-3.45 (2H, m), 3.45- 
3.70 (2H, ra), 3.70-4.00 (4H, m), 6.40-6.70 (2H, m), 7.50-7.75 (2H, ra) , 
7.85-8.10 (4H, m), 8.13 (1H, d, J = 5.4), 8.54 (1H, s). 
7tmft%x\% C 2 5 H 25 ClN 4 O 4 S-0.25MeOH-H 2 Oir LT 
H-^jjt (%) : C, 56.26; H, 5.24; N, 10.39 
(%) : C, 56.01; H, 5.14; N, 10.54 

3-[2- (6-^ P V-2--r-7^;V)^;Vfo^;l,-7xi t°M-8- {2-* ^Vlx-4-bf y 
1, 3, 8- h.V Tjf ^ b°P [4. 5] ^7 >-2, A-i>Jrls 

89a) 8- (2-^ tf P ~1> 3, 8- MJ T if ^ t° g [4. 5] ^-2, 4- 

HM!42a) Tl#7cl- (2-^ 5VW4-fc° U v>/V) -4-fc°^< U K V (1. 9 g) N ^i7> 
^>>A(3. 18 g )*5iOV7Wt:tMJ !>A(0.72 g)£^/-/Kl5 ml)-* 

(15 mi) Ki-f/^mu 5o-55°cxmm^m^tc a &mm&$mi>&(io mi)& 

^fffiLfc^^r^ ^iLTlMM(L7 g, 66%) &#fc 0 NMR 
(DMS0-d 6 ) 5: 1.28-1.90 (4H, ra), 2.32 (3H, s), 3.10-3.40 (2H, m), 3.70- 
3.94 (2H, ra), 6.60-6.80 (2H, m), 8.03 (1H, d, J = 5.8), 8.59 (1H, s), 
10.73 (1H, s). 

89b) 3-[2-(6-^ p n-2--yy"f')V)^)Vi^^.)V-fu t:VH-8-(2-^ ^yP-4-fc e ?J V 
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H»lj89a) "C#fc8- (2-^ f-/^-4r\f V *J>V) -1, 3, 8- bV Tif ^ tf P [4. 5] X# 
>--2, 4-^^(0. 26 g) i:^0iJ18b)T#fc3-(6-^ n p -2-~ry<f-;v)x;V7fr~;U 
/n^V-MO^ g)*5«tt^MJ 37^/1^;* 7^ ^(0.29 g)&DMF(10 ml)^(t 

d ? A-xmm Lxmmfc&m%&n&&M(so m g , 5%) t Lx#fc 0 nmr (cdci 3 > 

6: 1.65-1.80 (2H, m), 2.00-2.40 (2H, m), 2.45 (3H, s), 3.16-3.38 (4H, 
10 m), 3.61 (2H, t, J = 6.6), 3.74-3.95 (2H, m), 6.45-6.6 (2H, m), 6.99 (1H, 

s), 7.60 (1H, dd, J = 1.8 and 8.8), 7.85-8.00 (4H, m), 8.18 (1H, d, J = 
6.0), 8.47 (1H, s). 

TUmftffim C 2 6 H 2 7 C1N 4 0 4 S • 0. 8H 2 0 1 LT 
ntWW. (%) : C, 57. 67; H, 5. 32; N, 10. 35 
15 MWHW. (%) : C, 57. 63; H, 5. 55; N, 10. 07 

MMM90 

4-f3-(6-^ p g_JL±Z±M^k^ISZk2^g bVH-8-(2-^^-4-fc: 0 lJ i^M-l-^T 

90a) 6-^ P P-2-(3-^ P p/p tf/W) ^/Wfr^/W:?^ ^>£6-^ PP-2-(3- 
20 ^p^E-^p fcVW^/^^/^^^ Uls 

mSM81a)-C#fc6-^ n p -^7^ 1x^-2-^/1^7^ >^ f U J>.(2.49 g)<bl- 
yp^e-3-^ p P7°P/^y(7.87 g)5rDMF(3O ml)^in^7O o C-ei80#PHl^^M i ^:fc o 

v&xmm^ m^^^xwtnmm^v up/m? ^x^m^xmrnr. 

25 fc£*©l:l3ft£#Kl.70 g, 52%)&#fc 0 NMR(CDC1 3 ) 5 : 2.19-2.41 (4H, m), 

3.31-3.38 (2H, m), 3.49 (1H, t, J = 6.2), 3.64 (1H, t, J = 6.2), 7.60 (1H, dd, J = 
2.0 and 9.0), 7.88-7.98 (4H, m), 8.48 (1H, s). 

90b) 3-^-^r y-l-7-T-4,8-^T if * t:°P ^-8-^7/>^^Bfetert-^/U 

4-^^y v^^-i-^/^viitert-^M^o g), f-^y 3—^(2.2 g)> 
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=3rf-^T*^UTMia{b^^Mfe^(2.79g,51%)^ LT#fc D NMR 
(CDCI3) 5 : 1.46 (9H, s), 1.87-1.95 (4H, m), 3.06-3.20 (2H,m), 3.58 (2H, s), 
3.87-3.97 (2H, m), 6.81 (1H, br s). 

90c) 4-r3-(6-^ p v-2--tyj-;V)^;v~fc~;v7n t° MS-Jr^r V -\-f-T -4£-i?T 

^M90b)Tl#/c3-^^y-l-^T-4,8-^Tif^fc°o[4.5]x^^-8-^/^V^ 
tert-^f-^(1.42 g)WDMF(20 ml)iI^JC^Ts 7k§mt^ b U V A(60%$}{4; 
0.23 g^P^OT^lB^^ *gi?fcfK ^»j90a) T#fc6-^ P p -2- (3-^ n 
p^p h°/k);*/WjN~/W-:7^ ^^<k6-^ a P^-te-r/p^E-^P fcVk) 

^ ui/(di : lfe^d. 70 g) &Mx.t- 0 &jfcm%mmx*6 u p^^^Tcm, 

i§ (1. 26 g, 45%) t LT#fc 0 NMR (200MHz, CDC1 3 ) 8 : 1.49 (9H, s), 1.67- 
1.73 (2H, m), 1.94-2.09 (4H, m), 2.89-3.02 (2H, m), 3.23 (2H, t, J = 7.5), 3.40 
(2H, t, J = 7.5), 3.50 (2H, s), 4.14-4.23 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 
7.87-8.00 (4H, m), 8.48 (1H, s). 

90d) 4-f3- (6-^ uu-2-jry^-;v)^;y^=.;V^u fcVH-l-^T-4,8-v^T1f ^ t°P 

H»!j90c)Tl#^4-[3-(6-^ n n -2-^" 7 * jVfo ^)Vf p tW]-3-^-^ y-l- 
7-T-4,8-z?T1fX t°n [4.5]x# ^-8-^/^^V^tert-^/KO. 10 g)© h U 

NMR (DMSO-d 6 ) 8 : 1.89-1.96 (2H, m), 2.05-2.15 (2H, m), 2.58-2.69 (2H, m), 
3.11-3.29 (4H, m), 3.44-3.58 (6H, m), 7.60 (1H, dd, J = 2.0 and 8.6), 7.87-8.00 
(4H, m), 8.49 (1H, s). 

90e) 4-f3-(6-^ p p -2-i~ y f-MX/Uft ^-)V-fu h°M-8-(2-^ ^/U-4- fcf U vvK)- 
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l-?-T-4,8-i?T if X b°n r4.5]^'^7 >-3-^-> 

^»l90d)T#fc4-[3-(6-^ n n-2-^7^/K)7>/!^^/K7°P fcV^-l-^T-4,8- 
itT-fX fcTn [4.537* # y-S-^-y h D 7/1^ t2 1^^(0.2 1 g) N 4-7 n ^ 
/I/lf JJ v>>(65 mg) £ h y ai^T $ ^(65 mg)©^ 7 -/W^(5 ml)%mW^ 
5 14O°C^30^»Lfc o 50&$t&^J±$§*iU ifil^7!J*W7AT'i 
^LTMf3^#^#,l&*(0.16g,83%)i: LT#fc 0 NMR(CDC1 3 ) 6 : 
1.80-1.86 (2H, m), 2.08-2.21 (2H, m), 2.48 (3H, s), 3.03-3.15 (2H, m), 3.23 (2H, 
t, J = 7.7), 3.38 (2H, t, J = 7.4), 3.54 (2H, s), 3.87-3.94 (2H, m), 6.51-6.57 (2H, 
m), 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-7.96 (4H, m), 8.22 (1H, d, J = 6.0), 8.47 
10 (1H, s). 

Tcmiwm C 2 5 H 2 8 N 3 C10 3 S 2 t LT 

(%) : C, 57.84; H, 5.57; N, 7.84 
HilHii: (%) : C, 58.01; H, 5.43; N, 7.63 
mt0!l91 

15 3-[3-(6-7 P P-2-t7f^)^M^/^P f/H-l^ f/^-8-(2-^ 57W4-tf 

y 2MzL 3, 8- b y rif ^ fc°n [4. si^tj 4-v^v 

9 la> 4-77/-4-(^f/UT-; 7) fcXy v ; y-l-7J/^V^tert-7 ? ^ 

N-Boc-4- fe°*< y K ^(19.92 ^)V7 % ^(6.76 g)&7> * 7 -/H20 ml)*3 £ 
t»k(20 ml)fc*§fl? U akJ&TfcVT yfci- h y 7 A(4.9 g)<D7M«(12 ml)£r}g 
20 Tb7c 0 ^-ei8B#f H ^^MYcfl. S«£tKT«RU jSJ^^vU-Cttffl 

fc„ ^^rW*b-CMIBft^(25g)Sr#fc 0 NMR(CDC1 3 ) 5 : 1.45 (9H, s), 
1.50-1.72 (2H, m), 2.53 (3H, s), 3.12-3.32 (2H, m), 3.80-4.00 (2H, m). IR (KBr): 
2230, 1698, 1422 cm" 1 . 
25 91b) 4-->T 7 -4-Q-7- gTj^ W F)fcV< V v ? ^-l-i/7^^V^tert-7^7^ 

H»j91a)T#fc4-i/T7-4-(^ 5 7)fc°^y ^V-l-^/^V^tert-7^ 

/K12.5 g)Oi^(30 ml^^v'T y ^^(6.55 g)<£>7K»(10 ml)^r^M 
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l£iH(6.7g,47%)£ lt#fc, NMR(CDC1 3 ) 5 : 1.46 (9H, s), 1.80-1.95(2H, 
m), 2.32-2.50 (2H, m), 2.93 (3H, s), 3.10-3.28 (2H, m), 4.05-4.28 (2H, m), 4.84 
(2H, s). IR (KBr): 1696, 1420 cm" 1 . 

91c) ^-2.4-^^-^^-1,3,8- b V Tig* ^HI45IX^ V-8-#/l^Vlttert- 

7^/K3.85 g)kio%mm(io voi)<Dm&to&mmx*io&mfr%?&&it&, tkt^ 

56%) t LT#fc 0 NMR (CDC1 3 ) 5 : 1.24-1.32 (2H, m), 1.48 (9H, s), 1.66-1.75 
(2H, m), 1.80-1.93 (2H, m), 2.82 (3H, s), 3.40-3.59 (2H, m), 4.00-4.25 (2H, m), 
8.03 (1H, s). IE (KBr): 1767, 1716, 1700 cm" 1 . 

91d) 3-f3-(6-^ g v^£Z±M2t/k2£^k7v tVH-1-7* ^-2,4-^^- 
1,3,8- b y TIF:* b°nr4.5lT ! '^^-8-^/^>^tert-y5 : -^ 
HWJ91c)-e#fcl-^ ^-2,4-^^-^-1,3,8- b y TIF;* t°P [4.5] >-8-% 

/V -/^^H»j88a) LfcHIBfb^»**lfe»5|c(71%) £ LT#fc Q 

NMR(CDC1 3 ) 6 :1.48 (9H, s), 1.50-1.60 (2H, ra), 1. 78-1. 92 (2H, in), 
2.00-2.13 (2H, m), 2.81 (3H, s), 3.18-3.27 (2H, ra), 3.35-3.53 (2H, m), 
3.59 (2H, t, J = 6.8), 3.98-4.20 (2H, ra), 7.60 (1H, dd, J = 2. 0 and 8.8), 
7.84-8.00 (4H, m), 8.47 (1H, s). 

91e) 3-r3-(6-^ PP-2-f7f;P-)7^^7°P \fM-l-* ^-8-(2-^ 
y vVlQ-1,3,8- b y TjF:*b°Pr4.51^;fr V-2,4-v ; ;r>' 
|i|^M91d)^#/c3-[3-(6-^ n p -2-^:7 ^/I^/VtJwk/p fcT/l/J-l-^^vl'- 
2,4-^^y -1,3,8- b y TIF;* fcTn [4.5]7*# ^-8-#/^V^tert-:/?VK0.39 g) 
£ b/kcc^(2 ml)*3«t0 b y T/^PgS6(4mDtlMU ^fiT?2l^ra^#®ff 
fcft KJS^b/^^^D^ Lfc ^t)^^y-/K20ml)^ 

MP U b y rt^vl/T 5 ^(0.7 ml)*5 «t TMr? p p -2-p< 9vHf V ^y(o.25 g)& 
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^£&^*(0.27g,67%)£ LT#fc 0 NMR(CDC1 3 ) 5 : 1.60-1.75 (2H, m), 
1.90-2.15 (4H, m), 2.47 (3H, s), 2.79 (3H, s), 3.20-3.30 (2H, m), 3.62 (2H, t, J = 
6.4), 3.75-3.90 (2H, m), 6.50-6.59 (2H, m), 7.60 (2H, dd, J = 2.0 and 8.8), 7.85- 
8.00 (4H, m), 8.19 (1H, d, J = 6.0), 8.47 (1H, s). 
TcMfttm. C 27 H 29 N 4 C10 4 SibT 
%\%\% (%) : C, 58.00; H, 5.59; N, 10.02 
MMiM (%) : C, 58.22; H, 5.55; N, 9.88 

4-[N-r3-(6-^ a P-2-f7fM^/^^P ^^j;W^^/H-l-(2- 

92a) 4-T ^ J -l-(tert-"7* b ^v-^/^^^^)-4- V i>^t>;V^^ 
2,4- -1,3,8- b V T-F* t°u[4.5]1rjj ^-8-#/t^>^tert- 7^/^(8.08 

gX n,n-v^ f-fvr % / tr y ^(37 mg) *3 xxfh v ^;vr ^ ^(3.05 g) <d 

THF(200 ml)^->— ^^v ? -tert--7 r ^yU(14.4 g) SriffiT U $ b ^&-?5H#fMl 

V 7A7k«(250ml)^Px. N ^-T?24B#^^^M^fc a ^fflt>&6*U 

5Et> 7k#fc, ^LTMfS^t/(5.63g, 76%)^#fc 0 5S^tiUt> 
MIB^^/(1.17g, 16%)£r#fc 0 NMR(CDC1 3 +DC1 one drop) 5 : 1. 47 (9H, 
s), 1.68-1.90 (2H, m), 2.10-2.20 (2H, ra), 3.45-3.80 (4H, ra). 
92b) l-ftert-:/ h^y^^~M-U^- h*i/%;U-$-^T ^ y)-4-H°-<lJ 

Ja)Tl#fc4-T $ J -l-(tert-^ b ^v-^fc/^H-tf^y Vl/%;Vi$l/ 



^(0.98 g) t If y v>^(0.8 g)<£>^fl^ ^ V ^(50 ml)^^-30°C^^ a n 
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»ffi»7kffiU m*ffik1-hV ^^T»^tLfc 0 SI^iiKU a^tJ^r 

U MTKWT-hP 7A-C^bfc 0 W^I±^bTMIS^t/(0.61g, 
48%)&#fc„ NMR (CDC1 3 ) 6 : 1. 25 (3H, t, J = 7. 1), 1.46 (9H, s), 
1.90-2.20 (4H, m), 3.00-3.22 (2H, m), 3.76-3.98 (2H, m), 4.13 (2H, q, J 
= 7.1), 5.11 (1H, bs), 7.47 (1H, bs). IR (KBr) : 1698, 1674, 1534, 1433 
cm" 1 . 

92c) 4-[N-f3-(6-^ PP-2-t7fM^;^=/V7 p P hWl-N-^^^/w^^;M- 

mfef!l92b)-e#fcl-(tert-7 ? b^^/Wjwi^^ h ^#/k3jwVT 5 /)- 
4-t°^U 2-(2-^ W 5 / xf ;^M^)-6^ nnt7^ 

u^tf^JfeMSOb) i: LTM!E^ti£M&f^(94%) t LT#7c 0 
NMR (CDCI3) 5 : 1.23 (3H, t, J = 7.0), 1.44 (9H, s), 1.70-1.92 (2H, m), 1.92- 
2.10 (4H, m), 3.12 (3H, s), 3.12-3.85 (8H, m), 4.12 (2H, q, J = 7.0), 4.97 (1H, s), 
7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.49 (1H, s). 
92d) 4-[N-[3-(6-^ PP-2-t7f;^^^P t°/Wl-N-^ ^#;w^^ 

^M92c)Tl#7c4-[N-[3-(6-^ n n^-^^/l^/MwK/a t°/l^]-N-^^ 
#/w^^/P]-4-(^ h^^;i/feu7 5 y)t°^y -^^-l-^/^^tert-^ 
/^&IIJte«91e)t|SI«K:UTBlBfb^S:life»*(94%)i LT#fc 0 NMR 
(CDC1 3 ) 5 : 1.23 (3H, t, J = 7.1), 1.88-2.20 (4H, m), 2.20-2.42 (2H, m), 2.44 
(3H, s), 3.10-3.40 (4H, m), 3.15 (3H, s), 3.42-3.66 (4H, m), 4.11 (2H,q, J = 7.1), 
5.06 (1H, s), 6.40-6.55 (2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.83-8.00 (4H, 
m), 8.16 (1H, d, J = 5.8), 8.49 (1H, s). 
Tum^mU C 29 H 35 ClN 4 0 5 S-0.5H 2 0i LX 
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(%) : C, 58.43; H, 6.09; N, 9.40 
m$JH$. (%) : C, 58.65; H, 6.05; N, 9.14 

4-T Z /-N-r3-(6-^ p n-2--ry"f-;V)^/V^/V^u b e /H-N-^ ^-l-(2-^ 

93a) l-(tert-7* h *fr v^/^ry^)-4-(tert-:/ h 3=- v^77W?~/^X ^ 7 )- 4- jj 

^M92a)^#/c4-T 5 / -l-(tert-y f /U^/U)-4-H 0 ^<]) v^/I^V 

^(2.45 ^(Om^mti- h V *>^fcWWi(8 ml)—-^^^-tert--/f-/Kl.09 g)£ 

SSSSUt, ^£^0*bT«fBfc^(O.61g, 74%)&#fc b NMK(CDC1 3 ) 
5 : 1.44 (9H, s), 1.46 (9H, s), 1.90-2.10 (2H, m), 2.60-2.90 (2H, m), 3.08-3.22 
(2H, m), 3.75-3.90 (2H, m). 

93b) 4-(tert-:/ h ^V^/Wj^/KT ^ /)-4-fN-f3-(6-^ pp.2-t7f;k)^;^^ 

^M93a)Tl#fcl-(tert-^ h ^y#/^fc/^)-4-(tert-:/> ^yfr ;Vt$^/VT 

*ry$ ^^^^JSM30b)i:lf!#^LTMfafk^^^fe^(84%)i UT#fc c 
NMR(CDC1 3 ) 6 :1.44 (18H, s), 1.70-1.82 (2H, m), 2.00-2.20 (4H, m), 
3.10-3.80 (8H, m), 3.15 (3H, s), 4.83 (1H, s), 7.55-7.62 (1H, m), 7.85- 
8.00 (4H, m), 8.47 (1H, s). 

93c) 4-T ^ y-N-r3-(6-^ P p^-^^/I^/I^^/K/p fc°/H-ISM 5v^-l-(2-7< 
H»j93b)T5l#rc:4-(tert-y b^^/t^-A'T X /)-4-[N-[3-(6-^ P p -2-^:7 

NMR(CDC1 3 ) 5 : 1.50-1.70 (2H, ra), 1.96-2.10 (2H, m), 2.20-2.30 (2H, 
m), 2.44 (3H, s), 3.10-3.20 (2H, m), 3.25 (3H, brs), 3.30-3.45 (4H, ra), 
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3.48-3.70 (2H, m), 6.45-6.55 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8.8), 
7.85-8.00 (4H, m), 8.15 (1H, d, J = 6.4), 8.46 (lH, s). 
TzMftffiU C 2 6 H 3 1 C1N 4 0 3 S • 0. 75H 2 0 1 LT 
ttfSHB. (%) : C, 59.08; H, 6.20; N, 10.60 
5 MMiU (%) : C, 59.09; H, 6.17; N, 10.52 

3-(7~? p n-2-^^^)^/^^/WN-7<^-N-[l-(2-7<^-4-fc o y v^-4- 

94a) 3- (7-^ g P-2-t7f^)^;^^;^P/^^M>t 

y9&m&Wfc(53%) t LT#fc D NMR (DMS0-d 6 ) 6: 2.58 (2H, t, J = 7.3), 
3.62 (2H, d, J = 7.3), 7.78 (1H, dd, J = 2. 2 and 8.8), 7.95 (1H, dd, J = 
2.0 and 8.8), 8.16 (1H, d, J = 8.8), 8.25 (1H, d, J = 8. 8), 8.40 (1H, d, 
J = 2.0), 8. 59 (1H, s). 
15 94b) 3-(7-^ PP-2-f7f/V)^/^^M-^ 5vKN-ri-(2-7< f/M-l:^^)- 

»!|30a)-tf1#fc4-^ ^vKT ^ J -l-(4- fc° P U h HJiM76c) h W\m 

fcLXmmfc&$%M&MM*(58%)k LXmtc 0 NMR(CDC1 3 ) 8: 1. 50-1.95 
20 (4H, m), 2.45 and 2.48 (3H, s), 2.76 and 2.83 (3H, s), 2.80-3.05 (4H, m), 

3.57 (2H, t, J = 7. 7), 3.93 (2H, m), 4.59 (1H, ra), 6.45-6.60 (2H, m), 
7.64 (1H, dd, J = 2.2 and 8.8), 7.85-8.05 (4H, ra), 8.15 (1H, d, J = 6.0), 
8.42 (1H, s). 

TcMfttfrife C 2 5 H 2 8 N 3 0 3 SCI- 0.5H 2 OtLX 
25 ff^fit (%) : C, 60.66; H, 5.90; N, 8.49 
HWi£ (%) : C, 60.82; H, 5.72; N, 8.53 
HMJ95 

3,(5-^ p y-2-j-7?-/U)X/Vft~/U-N-* ^-/^-N-n-(2-^ fv^-4-b° V ^)-4-tV 
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95a) 3- (5-^ p u-2-ry^-;v)^;^^/v^u^y^;v^m. 

%)%:m&ffifc(64%)b LT#fc„ NMR(DMSO-d 6 ) 6: 2.59 (2H, t, J = 7. 3), 
3.64 (2H, d, J = 7.3), 7.71 (1H, t, J = 8.0), 7.96 (1H, d, J = 7.8), 
5 8.09 (1H, dd, J = 2. 0 and 8.8), 8.28 (1H, d, J = 8.4), 8.42 (1H, d, J = 

8.8), 8.71 (1H, d, J = 2.0). 

95b) 3-(5-^ g p-2-^:?5W)*/^-/KNM ^-N-ri-(2-^ 5V^-4- 1° V 

HMf!l95a)^1#/c3-(5-^ nD-2-t7f^)^M^7 B D/>°y^;l//j?yi^ 
10 »!j30a)T#^:4-^ ^/UT 5 / -l-(4- fc° P fcv< y b ^$j76c) i: I^HS 

^LTMIB{^#I^M# 1 ^(64%)i LT#f' 0 NMR(CDC1 3 ) 5: 1.50-1.95 
(4H, m), 2.45 and 2.47 (3H, s), 2.76 and 2.82 (3H, s), 2.80-3.05 (4H, m), 
3.60 (2H, t, J = 7. 5), 3.93 (2H, m) , 4.58 (1H, ra), 6.45-6.60 (2H, m), 
7.58 (1H, t, J = 8.0), 7.80 (1H, d, J = 7.6), 7.95 (1H, d, J = 8.4), 
15 8.01 (1H, dd, J = 1. 8 and 8.8), 8.15 (1H, d, J = 5.8), 8.48 (1H, d, J = 

8.8), 8.53 (1H, d, J = 1.8). 
TU^fttifit C 2 E H 2 8 N 3 0 3 SCI • 0. 5H 2 Ok LT 
H##; (%) : C, 60.66; H, 5.90; N, 8.49 
mM$. (%) : C, 60.54; H, 6.15; N, 8.56 
20 H2iM96 

3-(6-^ b ^y-2-i'y : f-M^^-^-'N-^ fvi--N-ri-(2-^ ^/U-4-t: c ]) vvK)-4- 
^<y *JM-?u^VT% F 

96a) 3- (6- ^ Y^r Vj£± y ±M X/Uft P / j /l/7j? ^jg 
^6-^ b ^ 1x^.2-^/^'^^^ b^JIM76a) k mW£- LTMfBft 

25 ^&&E&@ffc(68%) k LT#fc 0 NME, (DMSO-d 6 ) 6 : 2.56 (2H, t, J = 7.4), 
3.57 (2H, d, J = 7.4), 3.93 (3H, s), 7.34 (1H, dd, J = 2.2 and 8.8), 7.50 (1H, d, J 
= 2.2), 7.84 (1H, d, J = 8.8), 8.06 (1H, d, J = 8.8), 8.14 (1H, d, J = 8.8), 8.48 (1H, 
s). 

96b) 3-(6-^ h ^ i/-2--T7 ^MX/Uft^/U-N-t fv^-N-ri-(2-^ ^yt/-4-tf V i? 
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llM30a)T#7c4-^ J-JVT ^ J -l-(4- 1° V V/V) if^< V V^fr b HIM76c) k m 

m\^ Lxmm^^M^^(6s%) t vxmtz 0 nmr(cdci 3 ) s : 1.50-1.95 

(4H, m), 2.45 and 2.47 (3H, s), 2.75 and 2.82 (3H, s), 2.80-3.05 (4H, m), 

3.56 (2H, t, J = 7. 7), 3.93 (2H, m), 3.97 (3H, s), 4.60 (1H, ra), 6.45- 

6.60 (2H; ra), 7.21 (1H, d, J = 2.2); 7.29 (1H, dd, J = 2. 2 and 8.8), 

7.80-7.95 (3H, m), 8.15 and 8.19 (1H, each d, J = 6.0), 8.41 (1H, s). 
jumftmW. C 2 6 H 3 1 N 3 0 4 S • 0.5H 2 o k LT 
tMSIt (%) : C, 63.65; H, 6.57; N, 8.56 
M®m (%) : 0,63.87; H, 6.40; N,8.61 

97a) 3- (6- y jvir g -2--f- 7 =f-;v) 7. ;V7^^.;vf g /< ;Vi$ >M 

Ift6-7 /V^rui-y # V^-2-^/^^/^^^M76a) k W\Wk\^ LXMl&ik 
^^M^^(21%)t LT#7t 0 NMR (DMSO-d 6 ) 6:2.57 (2H, t, J = 
7.3), 3.61 (2H, d, J = 7. 3), 7.65 (1H, dt, J = 2. 6 and 8.8), 7.88-8.00 
(2H, m), 8.19 (1H, d, J = 8.8), 8.35 (1H, dd, J = 5. 8 and 9.2), 8.64 (1H, 
s). 

97b) 3-(6-y/u^u-2-i-y^MX/Uft^/U--N-?i?-/WN-\l-(2-/ 5vK4-fc° V i? 

; u-)-4-^y ^i/g^yr ^ K 

mMmWa)xntL3-(6- y >vjsr p -2-^:7 ^/^/i^^/i^p />° >%;vi$ k 

mi&$ma)xnfc4-* $ ; -i-(4-fc° v va^ ^ u ^^bmmmiGc) t m 

m\Z LTSfB{b^&fl£&SS£ii(67%) k LT#fc 0 NMR (CDC1 3 ) b : 1. 50-1. 95 
(4H, ra) , 2. 44 and 2. 47 (3H, s) , 2. 75 and 2. 83 (3H, s) , 2. 80-3. 05 (4H, ra) , 
3.58 (2H, t, J = 7. 7), 3.93 (2H, ra), 4.60 (1H, m), 6.45-6.60 (2H, ra), 
7.44 (1H, dt, J = 2.4 and 8.6), 7.57 (1H, dd, J = 2. 2 and 9.6), 7.88- 
8.08 (3H, m), 8.14 (1H, d, J = 5.8), 8.51 (1H, s). 
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TuMftVtW. C 2 5 ^ 8 N 3 0 3 SF - 0. 25H 2 Ob LT 
fYW-iU (%) : C, 63. 34; H, 6. 06; N, 8. 86 
$$$m (%) : C, 63. 22; H, 6. 17; N, 8. 59 
H»J98 

3- (6-^ f2kJL±Z±M£Zk^ISZk^L* ^^-N-n-(2-^ U vW-4-b^< 
98a) 3- (6-7* ^-/P-2-^7^-^)^/^^/^7°n^°^^7/^V^ 

%£Mfe@#:(50%)£: lt#fc. NMR (PMSO-d 6 ) 6 : 2.54 (3H, s), 2.56 (2H, t, 
J = 7.4), 3.59 (2H, d, J = 7.4), 7.56 (1H, dd, J = 1.4 and 8.4), 7.86 (1H, dd, J = 
2.0 and 8.6), 7.87 (1H, s), 8.08 (1H, d, J = 8.6), 8.12 (1H, d, J = 8.4), 8.52 (1H, 
s). 

98b) 3-(6-^ ±A^tZ^2ldZL^EJk^z£ ^-N-[l-(2-^ V 

4- bV< V -JjVYfu^'yT % K 

^M98a)Tlf 3-(6- * ^/V-2-~j- y J-jV) X ;Vifr ~}V? u /-? /Wf? l/W. t H 
»!j30a)-e#fc4-^ ^ / -l-(4- tT U ^/W) t 9 ^ U vV/^ bHJSM76c) £ P!$ 

^LTMIB^tl^^^H H s(58%)«i: tT^#fc 0 NMK(CDC1 3 ) 6: 1. 50-1.-95 
(4H, m), 2.44 and 2.46 (3H, s), 2.57 (3H, s), 2.73 and 2.80 (3H, s), 
2.80-3.03 (4H, m), 3.57 (2H, t, J = 7.7), 3.91 (2H, m), 4.58 (1H, m), 
6.45-6.60 (2H, m), 7.48 (1H, dd, J = 1. 6 and 8.4), 7.71 (1H, s), 7.80- 
7.95 (3H, m), 8.14 (1H, d, J = 6.2), 8.45 (1H, s). 
5n*£#H* C 26 H 31 N 3 0 3 Si:LT 
fHHlC (%) : C, 67.07; H, 6.71; N, 9.02 
USSffiC (%) : C, 66.77; H, 6.64; N, 8.97 
HJSM99 

4-f3-(6-^ xx p -22±Z±M^k^=Jk2lB ^ I 4 M-8-(2-* f-jV-A- K° V v^)-l- 

99a) 8-(2-^ ^-4- y i?M-l-?-T-4,8-i?T*fX g T4.51^ ^ 
H«!l42a) -C#fc l-(2- ^ fvV-4- tf ]) z?/V)-4- bf ^ U K V(0.80 g) £ ^77 5; 
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5 ^3(0.52 g, 50%) &#7c 0 NMR(CDC1 3 ) 5: 1.96-2.01 (4H } m), 2.45 (3H, 

s), 3.02 (2H, t, J = 6.2), 3.17-3.44 (4H, m), 3.64-3.76 (2H, m), 6.50- 
6.57 (2H, m), 8. 17 (1H, d, J = 6.0) 

99b) 4-f3-(6-^ P p-2-^7^/^/I^~/K/p/V^/H-8-(2-t< f/H-fc°y^ 
/V)-l-?-T-4,8-i?T if X b e P r4,51x^7 y 
10 ^M27b)T?#rc3-(6-^ n n-2-^^^)^/^^7^n/N o V^/y^V^(0.30 

gX »M99a)T#7t8-(2-^ =fv^-4- fcf y i^)-l-^T-4,8- v>T1f * fc° P [4,5]x# 
^(0.25 g)*3«ttJ«^ y^n fcVl^^/WT 5 V(0.14 g^it-ffc^ ^ ^^(10 ml)$g 

m^tMjte-? p p-i ( 3-^^ ^ ?v y i>3s(o.i9 g)»x., ^mt?9^/&^ 
15 mm^z^v xtf/vuy^mn^x, mmt^m^^M^ g, 24%)t l 

T#fd 0 NMR(CDC1 3 ) 6: 1.57 (2H, d, J= 9. 7), 2.45 (3H, s), 2.79-3.08 
(8H, ra), 3.53 (2H, t, J = 7. 5), 3.84 (2H, d, J = 9.7), 3.96 (2H, t, J = 
6.1), 6.42-6.47 (2H, ra), 7.59 (1H, dd, J = 2. 2 and 8. 8), 7.91-7.96 (4H, 
m), 8.11 (1H, d, J = 6.2), 8.45 (1H, s). 

20 Tumftmm c 26 h 28 n 3 o 3 s 2 ci-h 2 o^lt 

fffljji (%) : C, 56.97; H, 5.52; N, 7.67 
MWIW. (%) : C, 57.18; H, 5.58; N, 7.53 

mmmioo 

3-(6-# p n-2-^r / V M^/Ut^^U-N-^ 5vW-N-ri-(2-7< ^vU4-fc° V ^/W)-4-fa 0 -< 

25 y 2M y'vors, 

100a) 3-(6-^ P P-2-^r/ V /^)ftyn/^^/^yS^ =f-;V 

2, 6-v?^ PP^/U y(G. B. Bachman et al., J. Org. Chem., 1944, 9, 
302)(1.35 gK 3-^ ;^ y b / P t°tyi^ ^(0. 98 g) *5 £ XffikM* V V & 
(1.03 g)£DMF(10 to\)\zMx,s 60°C-C13B#^^t^if7t o SJ»£zk^riRU 
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Ml. 25 g, 65%) t LT#fc 0 NMR (CDC1 3 ) 6 : 2.89 (2H, t, J = 7. 0) , 3. 57 
(2H, t, J = 7.0), 3.72 (3H, s), 7.20 (1H, d, J = 8.8), 7.57 (1H, dd, J = 
2.2 and 8.8), 7.34 (1H, d, J = 2.2), 7.80 (1H, d, J = 8.8), 7.86 (1H, d, 
J = 8.8). 

100b) 3- (6-^ p p-2-=¥/ V ;v)^;^^;^P^y^^^yj^ 
^Ji^J100a)-e#fc3-(6-^ p P-2-3V !J^)WP^y*;^y^» 

b^M7d) £ LTJHBffr&tt&aSfi y ^K^iTs (59%) £ LT#fc c NMR 

(CDC1 3 ) 6 : 2.93 (2H, d, J = 7.8), 3.67 (3H, s), 3.88 (2H, t, J = 7.8), 7.80 (1H, 

dd, J = 2.2 and 9.1), 7.94 (1H, d, J = 2.2), 8.14 (1H, d, J = 8.6), 8.16 (1H, d, J = 

9.1), 8.37 (1H, d, J = 8.6). 

100c) 3- (6-^ p p-2-^y V 
HWJl00b)-C#^3-(6-^ p P-2-3V DjV)*;VTb=.;V7xi;*Z/l3;Vy$l/^ 

fvl^bll}i#ij38c) t mWifc LTjl!2<ffr£*(78%) £r#/c 0 NMR (DMS0-d 6 ) 5: 

2.72 (2H, t, J = 7.3), 3.82 (2H, t, J = 7.3), 7.99 (1H, dd, J = 2.3 and 8.9), 8.16- 

8.25 (2H, m), 8.38 (1H, d, J = 2.3), 8.76 (1H, d, J-= 8.9). 

lOOd) 3-(6-^ p P -2-^r J V ^vMSMl-te-^ h° V 

4- V zfu'^T^ ^MBM. 

HliMioob)t?#fc3-(6-^PP-2-^y ynd^/vifr^vzfu^i/ij/viSi/^b 

mmzw?niz4r* ^ j -i-(4- 1° v tr^ y ^frhmnrnmb) t m 

mz^Xmfcfc&®%$kM&ffiM r ?AW)k LT#fc 0 NMR (DMS0-d 6 ) 6: 1.58- 
1.77 (4H, ra), 2.46 (3H, s), 2.55 (1H, s, l/3Me), 2.76 (2H, s, 2/3Me), 
2.83 (4/3H, t, J = 7.5), 3.01 (2/3H, t, J = 6.9), 3.1-3.3 (2H, m), 3.80- 
3.93 (2H, ra), 4.0-4.4 (2H, m), 4.51 (1H, m), 7.06-7.12 (2H, m), 7.99 (1H, 
dd, J = 2. 2 and 9.2), 8.12-8.25 (3H, m), 8.39 (1H, d, J = 2. 2), 8.76 (1H, 
d, J = 8.6). 

JuMftffiW. C 24 H 27 N 4 0 3 SC1-HC1-0.7H 2 0^ 
ft^fit (%) : C, 53.69; H, 5.80; N, 10.09 
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mmm (%) = c, 53.77; h, 5.53; n, 10.49 

l-[3-(6-^ p u-2-jr?=?-;V)7,jV'fo^;v7xi fcVH-3-^ ^-8-(2-^ ^-4-b°U v> 
M-l.3.8- b V 7 if * tfPte.Slx^^-v^^ 

101a) 3-^^-2,4-^^y-l,3,8- HJ 7 if * b°n r4.51x# >^#2k^Ji 

2,4- ^^y- 1,3,8- b V 7 If* ^^[4.5]^^ ^-8-#/l^V^?tert- 7*^(2.92 
g)tmWt# V r>A(1.64g)(DDMF(40ml)M^^^T10^^^?S-lffc^ 

7K"C#^bg^^^T^mbfc 0 tfcfflij£&zk25fc, M7k«-j-fy !)AT«L 
fc ^^J±W*tTMIB^tlSr^^(2,91g,95%)^LT#fc 0 NMR 
(CDC1 3 ) 6: 1.47 (9H, s), 1.55-1.65 (2H, m), 1.95-2.06 (2H, m), 3. 02 (3H, 
s), 3.15-3. 30 (2H, m), 3.95-4.10 (2H, m), 7.08 (1H, s) . 
101b) 1-(3-7*p^7°p b°M-3-^^-2,4-v ? ^ :3 ry-l,3,8- b V 7if* t c Pr4.51 
V-8-^77^^V^tert-7^/V 
H^MlOla) T#fc:3-^ ^/1-2,4-v^^ y _i )3>8 _ j. y Ti f ^ fcfn [4.5]^ ^-8- 
^7/P^V^tert-7>Ml.34g)©DMF(15 mlMm^mit-T h V !7A(60%$] 

; o.2 &&tox.mmfa%m?tc.^ i,3-^y^^u^ya.43 g)%Mx.4mm 

~C N MI2'fb'^t/(1.35 g, 70 0 /o)£#7c 0 NMR(CDC1 3 ) 5: 1.48 (9H, s), 1.58- 
1.68 (2H, m), 1.80-1.93 (2H, m), 2.10-2.20 (2H, m), 3.00 (3H, s), 3.34 
(2H, t, J = 7.2), 3.40-3.58 (2H, m), 3.59 (2H, t, J = 6.0), 4.00-4.20 
(2H, ra). 

101c) l-f3-(6-7 n v^-j-y^-MX/Uft^/U^u M°M-Z-J. ^-;V-2A-i>^^-- 
1.3,8- b V 7 if* b°Pr4.51^ V-8-^/^Vfert-7^/l- 

mMmoih)x»mci-(3-7'v' : eyv t°/^)-3-^ ^-2,4-^^7-1,3,8- b y 7 

if* fc°n[4.5]x# V-8-*/V^>^tert-7^^i:ll»Jld)^#rc6-^ a n-2-^ 
/UjjzfY-fyfU^fab mmm^a) t LT l-[3-(6- ^ n n ^-T^^/T^ 
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ffc^(0.71 g, 64%)&#fc 0 NMR(CDC1 3 ) 6: 1.50 (9H, s), 1.57-1.66 (2H, 
m), 1.75-1.90 (2H, m), 2.04-2.16 (2H, m), 2.97 (3H, s), 3.2 4 (2H, d, J = 
7.4), 3.38(2H, t, J = 7.2), 3.40-3.55 (2H, m), 4.00-4.25 (2H, ra), 7.60 
(1H, dd, J = 1.6 and 8.4), 7.76-8.00 (4H, m), 8.48 (1H, s). 
lOld) H3-(6-^ p n-2-jry^-;v)^;v^-;yyn h°M-3-^ fvW8-(2-;* ±A^± 

y vvH-i.3,8- h y t-?x \?v\4.6\t s % y-iA-VJry 

HiiMl01c)-e#fcl-[3-(6-^ p n-2-f7f;l/)X/^^o t7U]-3-^ fvP- 
2,4-v^ f--l,3,8- b V T-f* fc°P [4.5]x# 

M91c) £ ^Hfc LTjSfBfc^&fc£»5|c(0.76 g, 88%) £ LT#fc 0 NMR 
(CDCI3) 5: 1.65-1.85 (2H, m), 1.89-2.00 (2H, m), 2.05-2.15 (2H, m), 2.47 
(3H, s), 3.00 (3H, s), 3.22 (2H, t, J =7.4), 3.33 (2H, t, J = 7. 4) , 
3.60-3.72 (2H, ra), 3.78-3.87 (2H, m), 6.40-6.60 (2H, ra), 7.58 (1H, dd, J 
= 2.0 and 8.8), 7.70-8.00 (4H, m), 8.20 (1H, d, J = 6. 0), 8.45 (1H, s). 
TnmftmU C 2 7 H 2 9 C1N 4 0 4 S • 0.5MeOH i: L T 
ff-Hfji; (%) : C, 59.29;- H, 5.61; N, 10.06 
USHmS (%) : C, 59.32; H, 5.77; N, 10.16 

4-r3-(6-^ p u-2-i-y^/u)^/u^^;uy p u tf/H-8-(2-7< ^yW4-t: 0 V v^-l-^T- 
4,8->>T*fX t°v\4.5W% 1-^-^r K 

102a) 4-r3-(6-^ PP-2-f 7f/l/)^/I/^^7'P M°M-S-^y -l-^T-4,8-^ 
^M90c)T#/c4-[3-(6-^ p X2-2--ry^-JV)^^^;^n \f;V\.3-^V-l- 

^ n n^A^V\ Hl»!l7d)i: ^^Sfefb UTMIE'fb-o-#3(97%) tr^fe^T^ 
ibT^fCo NMR(CDC1 3 ) 5: 1.34-1.41 (1H, m), 1.51 (9H, s), 1.99-2.30 
(5H, m), 2.98-3.71 (8H, m), 4.21-4.35 (2H, m), 7.60 (1H, dd, J = 2. 0 and 
8.6), 7.86-8.01 (4H, m), 8.48 (1H, s). 
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102b) 4-\3-(6-f uu-2-j~7?-MXjUfczz/u^u tf/H-8-(2-^ ^vW4-t° U 

«Ml02a)T?#4-[3-(6-^ u P-2-t7f^)7/k*^/P t°/k]-3-^-^y-l- 
TT-4,S-VT-?X fD[4.5]^y-8-*;t/Jj?yi tert-y^A-l-^v' K(0.30 g) 

(69 mg)£ hV ^=f-)VT ^ ^(109 mg)^x^ ; — /K10 ml)^^P^-C,$tW^-t? 

150°C^l5H#»mUfc o E^M^^EMliU aS^'>";*W7A 
«£ 9 fMS LTs MBfb^£?&&i£*(70 mg, 24%) i: UT#fc c NMR (CDC1 3 ) 
10 6: 1.75-1.93 (2H, m), 2.07-2.31 (4H, m), 2.48 (3H, s), 2.93-3.75 (8H, 

m), 3.88-3.95 (2H, m), 6.51-6.58 (2H, m), 7.57 (1H, dd, J = 2. 0 and 9. 0) , 

7.85-7.95 (4H, m), 8.22 (1H, d, J = 6.2), 8.47 (1H, br s) . 

TtmfttifiM C 2 6 H 2 8 N 3 C10 4 S 2 • 0. 5Et 2 OkLX 

ff-#fiS (%) : C, 57.67; H, 5.70; N, 7.21 
15 mWM (%) : C, 57.88; H, 5.64; N, 7.04 

4-[3-(6-^ PP-2-t7 f-MX/i/ft —A/-? n t°M-8-(2-J- fv^-4-t:° V 
4,8-^7f> b°P r4.51xff V-Z-Jrls l.l-^^rv' K 

103a) 4-r3-(6-^ g p -2-^:7 ^yl^^/fr^/K/n fcVH-3-^-^ry-l-^T-48-v^ 
20 TIP* fc°P [4.51^^-8-^7/^^ tert-^/^iq-v^^iX K 

^f!l90c)-C#7c4-[3-(6-^ p p^-t^^v^/M^/I^/p tV^]-3-^-^y-l- 

^ n n7fc/UA£3;fcmCPBA&6.4^Stf§V\ ^JfeM7cDi:|^a^fbLTMlB^ 
&!$(45%)%M&&3ib LT#fc 0 NMR(CDC1 3 ) 5: 1.45 (9H, s), 1.93-2.28 
25 (6H, m), 3.17-3.55 (6H, m), 3.80 (2H, s), 4.18-4.24 (2H, m), 7.56-8.07 

(5H, m), 8.48 (1H, s). 

103b) 4-r3-(6-^ p P-2-t7f^)^/^/)N^7p fcVH-8-(2^ ^° U 

M-l-?-T-4£-Z?T if * t:°P [4.51x^7 >--3-^-^ U-v^^y- K 



:MMl03a)t1#4-[3-(6-^ n P-2-t7f/l/)^M=;l/7P \f/U]-S-^y-l- 
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f-T^fritT-Fx if p [4.5]^ sutf^M K#*E> 
»M83c) i: l^t&fc UTSIB^^Sr*lfe*&*(14%) t LT?#fc 0 NMR (CDC1 3 ) 
5: 2.01-2.21 (4H, m), 2.35-2.43 (2H, m), 2.50 (3H, s), 3.18 (2H, t, J 
= 7. 3), 3.52-3.60 (6H, m), 3.91-3.97 (2H, m), 6.54-6.58 (2H,m), 7.59 
(1H, dd, J = 2.0 and 9.0), 7.83-7.97 (4H, ra), 8.22 (1H, d, J = 5.8), 
8.45 (1H, d, J = 1.0). 

2- [3- (6-^ p u-2-j-7^/U)X/U7fr~/uyv fc:°/^]-8-(2-^^-/^-4-b°y i?/U>)- 
2, tfp [4. 5~]T'% ^-1-^-^ 

104a) 2-[3- (6-9 p P -2-^" 7^/1/) ;^/fc~;K7°P tf/H-1, 3-^~^y-2, 8-S?T 
If Zl If P [4. 51x^7 >-8-^7/^V^tert-7^^ 

HWJ85c)-e#fc2-[3-(6-^ p o.2-t7^)^M=;^0 tf/l-]-2,8-^Tif 
* fc°n[4.5]x^7 ^-1,3-^^(3.47 g)<Dl,2-v^ p p^ ^(35 ml)f£$£^ p p 
^1-^ a P^^(0.75 ml)£0°CTiIT U 70°C^mm^U^fc^ * 9 J 
-/K35 na)&M^70°C^£ btzmmfr%M^fc 0 Rj&Wi%m±.Mffi LT# k 
/tgsWtk &Bfe#JJ !>^(1.10^,7K(30ml)t@^^/K30ml)©m^^-^ 
■^^-tert-7^Ml.67ml)^n^^«20#^d^MYc o »^IU *£ 

(3.14g,89%)£ LT#fc 0 NMR(CDC1 3 ) 5: 1.38-1.58 (2H, ra), 1.47 (9H, s), 
1.84-2.14 (4H, m), 2.59 (2H, s), 2.84-3.06 (2H, m), 3.21 (2H, t, J = 
7.4), 3.61 (2H, t, J = 6.8), 3.92-4.16 (2H, m), 7.60 (1H, dd, J = 2. 0 
and 8.8), 7.87 (1H, dd, J = 1. 8 and 8.8), 7.90-8.00 (3H, m), 8.45 (1H, d, 
J = 1.0). 

104b) 2-[3- (6-9 P U-2-jry=f-;y) ^/U^r-^P \£ M-l-jr* V -2, 8-v^Tjf 
7s tf P [4. 5]r^ ^-8-^/W^V^tert-y"^-/^ 

HJfeMl04a)^#fc2-[3-(6-^ P ^/V^^/Vfu \?7V\-\, 3-^" 

8-$?rif^ t°P [4. 5] 7*^ V-8-^/l^^V^tert-y^;^(0. 50 g) 
^^*7- hJJ ?J»(0. 12 g)£>THF(10 ml)^^H7y>fb5tc^^^^-/Vrc— 

1^(0.52 mi) Srot^An*., ■e^?i.^-e20tr H ^^Miffc o S^^7k^^o< 
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$£LTM?E^#j£Mfef£*(0.38 g, 78)0 t tt#fco NMR(CDC1 3 ) 5: 
1.20-1. 50 (2H, m), 1.45 (9H, s), 1.68-1.90 (2H, m), 1.90-2.12 (4H, m), 
5 2.86-3.06 (2H, m), 3.06-3.22 (2H, ra), 3.26-3.44 (4H, m), 3.86-4.08 (2H, 

m), 7.60 (1H, dd, J = 2. 0 and 8.8), 7.87 (1H, dd, J = 1.8 and 8.8), 
7.88-8.00 (3H, m), 8.45 (1H, s). 

104c) 2- [3- (6-^ p ^jVj^^;Vy°u hVl/j-8-(2-^ f;V-4-h° U 

vVl^-2, 8-v^Tif g [4. 5]x^^-l-^-^ 
10 HJtMl04b) T#fc2-[3-(6-^ n 7*jVi£~)V~7u \f;V]-l-^ 

y-2, * fcTP [4. 5]x# ^-8-#A-7j? ^^tert-^^^>bHJiM83c) £ PJ 

8Sfc LTMfHf^^^M^^*(31°/o) £ LT#fc 0 NMR (CDC1 3 ) 6 : 1. 40-1. 58 

(2H, m), 1.82-2. 14 (6H, m), 2.45 (3H, s), 2.96-3.22 (4H, m), 3.28-3.46 

(4H, m), 3. 68-3.88 (2H, m), 6.44-6.58 (2H, m) , 7.60 (1H, dd, J= 1. 8 and 
15 8.8), 7.88 (1H, dd, J = 1. 4 and 8.8), 7.88-8.00 (3H, m), 8.15 (1H, d, J 

= 5.8), 8.46 (1H, d, J = 0.8). 

TuMfttirffe C 2 7 H 3 0 N 3 0 3 SCI • 1. 5H 2 Oh LT 

ft^jlt (%) : C, 60. 16; H, 6. 17; N, 7. 79 

mWHU (%) : C, 60. 06; H, 5. 90; N, 7. 73 

20 

3-(6-^ p 0-3,4-1^ Vn-2-1-y^JV)x;]/fr^jU--N-J. ^vKN-H-(2-^ ^vU-4-t: 0 
V y^M-fc^y i?My°v^yT ^ K 

105a) 3-(6-^ p p-3,4-^1: Vu-2-j-y?-MX7U*~/uy°u bT^gfe 

n P-3,4-^fc Knt7^ /Uft~/UfrbmMW7Ga)kmfflz. 
25 l>Xmmfc&y9%M&MM*Q5%)k LT#fc Q NMR (DMSO-dg ) 5:2.55-2.68 

(4H, ra), 2.96 (2H, t, J = 8.0), 3.42 (2H, t, J = 7. l), 7.19 (1H, s), 
7.30-7.44 (2H, m), 7.49 (1H, d, J = 8.0). 

105b) 3-(6-^ PP-3,4-^t: KP-2-^:?fvl^/Wfr^/WN-^ =?yl/-N-\l-(2-t ± 
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MMMlOBa) x#fc3-(6-^ Pn-3,4-^t K n -2-t 7f 

^/^^mtmMmsoa)x^tc4-^ ^jvt ^ / -i-(4- m v t°-< y vyfrbM 

mmeb) t mm\^ Lxmm^^^(6i%) t vxwt 0 nmr (cdci 3 ) 8 .• 

1.50-1.90 (4H, m), 2. 46 and 2. 47 (3H, s), 2.65-3.04 (11H, m), 3.44 (2H, 
5 t, J = 5.0), 3.80-4.05 (2H, m), 4.62 (1H, m), 6.47-6.58 (2H, m), 7.15- 

7.27 (3H, m), 7.40 (1H, s), 8.14-8.21 (1H, m). 
7umftm$. C 25 H 30 ClN 3 O 3 S-H 2 O£ LT 
ft^jjt (%) : C, 60.41; H, 6.29; N, 8.45 
HfiiJfil (%) : C, 60.55; H, 6.31; N, 8.35 
10 MMMlOG 

3-(6-^ g p ^MX/]/ft-/U-N-\\4-t: Kp^v / -1-(2-^ ^v^-4- h° U v^M- 
106a) N-fl-(tert-7" h 3r fr7$~/V)-4- fcjjP y v*/H ^ ^-3-(6- 

76b)i:l^a}-bTMfBfb^^ll^(91%)i LT#fc„ NMR(CDC1 3 ). 5: 1.34- 
1.65 (4H, m), 1.44 (9H, s), 2.79 (2H, t, J =7.3), 2.87 (1H, m), 3.05- 
3.30 (4H, m), 3.56 (2H, t, J = 7.3), 3.76 (2H, m), 6.46 (1H, m), 7.59 

20 (1H, dd, J = 1.8 and 9.2), 7.85-8.00 (4H, ra), 8.47 (1H, s) . 

106b) 3-(6-^ g p -2-^:7 fvi^/l^^/V-N-IT4-t: Y^^^-l-(2-^^/U-4-^V 
*J/U)-4- ^ y i?M * ±M 2lH£i>X§Jl 

HJiMl06a) T#^N-[l-(tert-7'>^v/^/l-7jKzi/i,)-4-t Kn ^^-4-fc^y *J 
/H^^-3-(6-^ Dn.2-t7^)^;^=;^P^y7 ^ K/^£>H»Jl02b)<k 

25 l^a^LTMIBfb^^@^(13%)i! LT#fc 0 NMR(CDC1 3 ) 8: 1.40-1.80 

(4H, m), 2.42 (3H, s), 2.79 (2H, t, J= 7.2), 3.20-3.65 (8H, m), 6.45-6.60 (3H, m), 
7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 8.10 (1H, d, J = 5.8), 8.47 (1H, 
s). 

7tm^m% C 25 H 28 C1N 3 0 4 S-1.25H 2 0£ LX 
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frf-me (%) : C, 57.24; H, 5.86; N, 8.01 
(%) : C, 57.24; H, 5.86; N, 7.72 

107a) 4-(^y^^rv^^^^^^7 § 7)-l-(tert-^ b^Vfl/l^^Mtf^ 

^»j92a)T#fc4-T 5 y -l-(tert-^ h ^i/^;^^)-4-t:^y v^y^/^V 
^(2.45 g)<E>lNzKgfeft;"?- h V V&frmmaO ml)— (0.86 g), 7k(20 ml):fc5«ktf 
10 ^drf-^O ml)^Dxfc^ N ^an^y>;;l<1.72g)lTU g2B.-C16l$ 

A-C^MLfCo ^^^ffiW*LTJlia^#l^^^(2.89g)^#fc 0 NMR 
(CDC1 3 ) 5 : 1. 45 (9H, s), 1.90-2.20 (4H, m), 3.00-3.22 (2H, m), 3.74- 
15 3.95 (2H, m), 5.10 (2H, s), 5.18 (1H, bs), 7.27-7.40 (5H, m). 

107b) 4-(^<^i?/Vjr3ri/%/VT$^/VT ^ y)-l-(tert-^ Y^ytl ;V^jV)}f^) 

mMMl07a)V^fc4-(^y^^^yti/^-^r ^ / )-l-(tert-:/ b **yti>V 
Vy-4riJfVifsl/mX g)<DDMF(10 ml)^^^ h V !7A(0.56 
20 g)t X 9^^^/K0.67ml)^Px.^M^6B#^/5^MYc o 50fcm^*Jk%tt\k., 

mm^s^ v utfjvu bTMtaft^^^-fe^(o.8 g, 77%) t it 

#fco NMR (CDCI3) 6 :1.45 (9H, s), 1.95-2.20 (4H, m), 3.00-3.20 (2H, 
m), 3.69 (3H, s), 5.03 (1H, s), 5.11 (2H, s), 7.30-7.40 (5H, m). 
25 107c) 4-r3-(6-^ p P-2-f 7^)^;^^;^p/V^;1/17 ^ /-Utevt-^ h 

mmmi01h)Xm^4-^lyx>;V^iy^;V^=.;vr * y )-l-(tert-^ b ^i3A/ 
/Jw^)fc°-< ]) vV-4-#A^>^M ^/K0.39 g)Oy: ^ 7 -M50 ml)— 10%^° 7 
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LT#fc 0 NMR (CDCI3) 8 : 1.45 (9H, s), 1.85-2.08 (4H, m), 
2.79(2H, t, J = 7.4), 3.09-3.20 (2H, m), 3.51 (2H, t, J = 7.4), 3.69 (3H, s), 3.70- 
3.82 (2H, m), 6.22 (1H, s), 7.60 (1H, dd, J = 2.0 and 8.8), 7.85-8.00 (4H, m), 
8.47 (1H, s). 

107d) 4-f3-(6-^ g rL-l-^y^)\s)~7^)Vifr~)V~7xis^Jy( ;V\T % J -l-(2-^ 
4- tf V 2M ] 2 f-ju 

H^Ml07c)Tl#fc4-[3-(6-^ p n-2-t7f/U)7;^^/n/V-f/W]7^ /- 
l-(tert-^ b *i/%/Vtf~/V)\?s< y v^^-^A^V^ ^/^^H»!l83c) t ffl 

m\zLXMmik&%!i%M&&M40%)k VXWc a nmr(cdci 3 ) 6:2.00-2.10 

(2H, m), 2.12-2.22 (2H, m), 2.43 (3H, s), 2.81 (2H, t, J = 7.4), 3.20-3.40 (2H, m), 
3.10-3.23 (2H, m), 3.50-3.60 (4H, m), 3.71 (3H, s), 6.42-6.52 (2H, m), 6.63 (1H, 
s), 7.85-8.00 (4H, m), 8.13 (1H, d, J = 6.0), 8.44 (1H, s). 
jumftmU C 26 H 28 C1N 3 0 5 S • 0.5H 2 OtVX 
fj-Hfit (%) : C, 57.93; H, 5.42; N, 7.20 
mWM (%) ,: C, 58.10; H, 5.32; N, 7.71 

l-f4-(6-^ g u.2-j-y^M^/U^^^f-M-S-^ ^/l--8-(2-;>< ^vW-4-fc° V 
1,3,8- b V T*£Zl ^°p [4.51^^-2.4-^^ 

108 a) l-(4-^T3^^/U)-S-yt?-/V-2A-i?3-3cy-h3,8- b V T^Xt°v\4.5]T' 

^JiMl01a)T#fc3-7< ^-2,4--^^ y -1,3,8- h V T^Xlfv [4.517*% V-8- 
^j/^^mtert-zf^ 1 1,4- vV p l/t* kHMJlOlb) b WMK LTMta 
fci?m&mm%&O0%)b LT#fc 0 NMR(CDC1 3 ) 8: 1.49 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.95 (6H, m), 3.01 (3H, s), 3.22 (2H, t, J = 7.6), 3.40-3.58 (2H, m), 
3.43 (2H, t, J = 6.0), 4.00-4.20 (2H, m). 

108b) H4-(6-^ p P-2-t7f ;H-3-^ f-jV-IA-VHr^- 

1.3.8- h V TIF* t'PHS]"?*! y-8-% jU^ymert-y^/U 



WO 02/06234 PCT/JP01/06148 

177 

mmmiO&a)^nitH4-zfr2^^sisy3-*^-2,4ri?tty -1,3,8- b !? Tif 
^t'P [4.5]^ ^-8-# ^i^Bfetert-^/^ bH»iJ101c) i: fflm\z UTUfS'fb 
^£Mfe^(92%)£LT#7c a NMR(CDC1 3 ) 5: 1.48 (9H, s), 1.54-1.88 
(8H, ra), 2.96 (3H, s), 3.10-3. 25 (4H, m), 3.35-3.55 (2H, m), 3.95-4.25 
5 (2H, m), 7.60 (1H, dd, J = 1. 6 and 8.8), 7.85-8.00 (4H, m), 8.47 (1H, s). 

108c) l-\4-(6-f g ^-8-(2-^ ^vP-4-t:° U 

vVH-1,3,8- b U Tif^ l:°Pr4.5l7 2 '^7 V-2,4-^V 

I^FU08c)T#fcl-[4-(6-^ p p-2-^7^/V)^/^^/^^]-3-^ 5vk-2,4- 
^3rlM,3,8- b 9 TIP* t:°n[4.53x# V-8-*^V^tert-y^/^>b^»J 
10 91e)il^«^LTjl8Bfb^**iife»5|5(Bl%)i:LT#fco NMR(CDC1 3 ) 5: 

1.65-1.85 (6H, m), 1.85-2.00 (2H, m), 2.46 (3H, s), 2.98 (3H, s), 3.10-3.25 (4H, 
m), 3.60-3.75 (2H, m), 3.78-3.90 (2H, m), 6.48-6.64 (2H, ra) , 7. 55-7.65 (1H, 
m), 7.85-8.00 (4H, m), 8.19 (1H, d, J = 5.6), 8.44 (1H, s). 
TumfttitW. C 28 H 31 ClN 4 0 4 SiUT 
15 fr%U (%) : C, 60. 58; H, 5. 63; N, 10. 09 

(%) : C, 60. 38; H, 5. 75; N, 9. 90 

MMM109 

H2-(6-^ PP-2-t7f/l/^M^xf/H-3-^ f2bgjfe! gvbi^jj 
1,3.8- b y TIP* \fu\±5\T$>-y-2A-V'Jri' 
20 109a) l-(^c fc dp^^^^Upt ^)-3-^ ^-2,4-^^-1,3,8- b V TjF* b° 

^»Jl01a)-Cl#fc:3-^ ,^-2,4-^^r y-1,3,8- b V TIP* t°n [4.5]x# V-8- 
#/^#:/||tert-:/^^ n n^rc^;^^^il^I101b)ill^ LTilfBfc 
^£&S£J£f!l(94 0 /o)£ LT#7t 0 NMK (GDC1 3 ) 5 : 1.30 (3H, t, J = 7.0), 1.47 
25 (9H, s), 1.60-1.72 (2H, m), 1.72-1.82 (2H, m), 3.05 (3H, s), 3.40-3.60 (2H, m), 

3.97 (2H, s), 4.00-4.20 (2H, m), 4.22 (2H, q, J = 7.0). 

109b) l-(2-t Kg ^y^M-3-?i fv^-2,4- 2^2. -1.3.8- b V Tjf*fc°nr4.51 
X% ^-8-^7^V^tert-^f-/V 
^Ml09a)T?#7t:l-(^ b ;Vt$^;V* 5V^)-3-^ fsU-2A-i?$-* V- 
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1,3,8- b V Tif* t°n[4.5]x^^-8-^7/^V^tert-7^K1.69 g)tf)THF(80 ml) 

wm^Tkmim 5 m-r v v vmo.ss g>%M^ mmr^^ ? / -/hs mb&m 

&&##&;*:(0.61g,40%)£ Ltifc NMR(CDC1 3 ) 6: 1.45 (9H, s), 1.60-1.70 
(2H, m), 1.75-1.90 (2H, m), 2.98-3.04 (1H, m), 3.03 (3H, s), 3.38 (2H, t, J = 5.2), 
3.38-3.60 (2H, m), 3.78-3.85 (2H, m), 3.95-4.25 (2H, m). 
109c) 3-^ ^-l-[2-(4-7* T;V7^~MX7Vifr~;VttU^M-2A-*Jtty' 
1,3,8- b V TTZi fa°Pf4.51x^^-8-^77^>^tert-7 f ^ 

HJSMl09b)-e#fcl-(2-fc Kn^v-m^)-3.^^.2,4-^af-y. 1,3,8- b 3 
T-fX fc'n [4.5]x# y-8-^/^^V^tert-^^(0.60 g)<Dikik* f > >(60 ml)^ 
^ b y ^/VT 5 ^(0.77 ml)i:^k h/^^^^*^/u(0.70 g)%tox.£M.-V 

fc 0 ttffl^mwzKT»u «w^-hy i>AT^Mufc 0 w^^u 
mmw%i/v ^^/^y^mmvxmmi\:^m^^nM(o.6o g , 68%)i: lt 

#fc 0 NMR(CDC1 3 ) 5: 1.49 (9H, s), 1.55-1.68 (2H, m), 1.73-1.85 (2H, 
m), 2.46 (3H, s), 2.97 (3H, s), 3.37-3.57 (4H, ra), 3.97-4.25 (4H, m), 
7.36 (2H, d, J = 8.4), 7.77 (2H, d, J = 8.4). 

109d) l-\2-(6-? uu-2-j-y=^M^/^=-^^M-3-^ ^-2,4-^^f-- 
1,3,8- b V Tif^ b°P[4.51x;ft^-8-;fr/l^V^tert-:/^ 

mMMlOd^WcS-p 1 ^/l--l-[2-(4-^ *f-j\>y ^/V)^/Vfo^/Vjr^y^J-;V\- 
2,4-v ? ^^y-l,3,8- b V Tif^t°n[4.5]x^^-8-^/^V^tert-^/^^ll^ 
MlOlc) £ Pfflgtc LTMfBte^&&&$«£fi:l&) £ tT#fd 0 NMR (CDC1 3 ) 
6 : 1.50 (9H, s), 1.60-1.70 (2H, m), 1.80-1.92 (2H, m), 2.94 (3H, s), 3.35-3.75 
(6H, m), 4.00-4.25 (2H, m), 7.61 (1H, dd, J = 2.0 and 8.8), 7.90-8.00 (4H, m), 
8.49 (1H, s). 

109e) l-\2-(6-f g g .2-7-7=7-/P)X/Ufc^/U^?-M-B-/ <?-/U-8-(2-J ^-4- 1° ]} 
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HJHEMl09cl)"e#fcl-[2-(6-^ n u-2-ir^^/V)^/U^^/U^^7U\-3-^^-jU.2,4- 

91e) t mffifc LTMfBfc^£Mfefe&;fc(56%) t LT#fc 0 NMR (CDC1 3 ) 5 : 
1.70-1.90 (2H, m), 1.95-2.10 (2H, m), 2.48 (3H, s), 2.96 (3H, s), 3.55-3.70 (6H, 
m), 3.80-3.90 (2H, m), 6.50-6.60 (2H, m), 7.60 (1H, dd, J = 1.6 and 8.8), 7.85- 
8.00 (4H, m), 8.21 (1H, d, J = 5.6), 8.46 (1H, s). 
jnmfttifm C 26 H 27 ClN 4 O 4 S-0.4H 2 Oi: LT 
ff-Jf fl[ (%) : C, 58.45; H, 5.24; N, 10.49 
MWm (%) : C, 58.63; H, 5.55; N, 10.54 
HWU10 

2-f2-(6-^ P u-2-1-7^MX/U7fr=-/U^M-8-(2-*?-/U-4-t°}) 2MMl22. 

110a) 8--0-vv^-2-r2-(6-^ g u-2-~r7 £ 5')V)7jV~fc~;V^;V\- 2,8-^7f^b° 
pr4.51x# ^-1,3-v^^ 

3.(6-^ p n^-^^v^/t^-zK/n \?jVT % l^MmW)>hMMM85c) h IrI 
#^LTMfBfb^«^ffi^(^ft^)i: LT#fc„ NMR(CDC1 3 ) 
6 : 1.00-2.25 (6H, m), 2.54 (2H, s), 2.75-2.95 (2H, m), 3.45-3.60 (4H, m), 3.85 
(2H, t, J = 6.0), 7.20-7.38 (5H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.86-8.06 (4H, 
m), 8.51 (1H, s). 

110b) 2-f2-(6-^ p u-2-j-y^M^/^^;U^M-8-(2-^^/U-4-^V 
2,8-v ; Tif 7s fcfn \45YfD 

»Mll0a)Tltfc8-^^v J /^-2-[2-(6-^ pn-2-t7f/V)^M^xf/i,]. 
2,8-v ? Tif> fc°n[4.5]x# ^-1,3-^^(0.28 g)(Dl,2-P? Pnx^y(2.8 ml)|g 

p n$mi-f p P^f-MO.062 ml)^0°C^Px, 70 o C"eiB^^tmif 7t 0 
K^^^^/-M2.0ml)»^ 70 o CT$b^lB^^M^Tc o 
EE©5feLr#fca»^ 4-^n-2^f/^°!J ^^(0.14 g)*3 b V^^T 
^ ^(0.76 ml)£^ / -7K5.0 ml)fc$$? U 4B#^150°C^^B^ Lfc 0 ffi&m& 

mg)t LXmc 0 NMR (CDC1 3 ) 5 : 1.58-1.78 (2H, m), 2.04-2.26 (2H, m), 2.49 
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(3H, s), 2.66 (2H, s), 3.00-3.20 (2H, m), 3.50-3.62 (2H, m), 3.76-3.96 (4H, m), 
6.50-6.62 (2H, m), 7.61 (1H, dd, J = 1.8 and 8.8), 7.88-8.06 (4H, m), 8.19 (1H, 
d, J = 5.8), 8.52 (1H, s). 
%mftm& C 26 H 27 ClN 4 O 4 S-0.4H 2 O£ LT 
5 ff-Hjji: (%) : C, 58.45; H, 5.24; N, 10.49 
(%) : C, 58.63; H, 5.55; N, 10.54 
H»Jlll 

2-f2-(6-^ P P-2-f 7f/l-)^;^^;^f ;H-8-(2-^ ^jV-4-\f V v^ )-2,8-v>T 
f* * fc° P r4.51x # 

10 111a) 2-[2-(6-^PP -2-7- 7 5^) ^ E^kE^Jkl zL 3-#" ^ V ~2, 8- v^T if 

^fc°P [4. 5]^^ ^-8-^y^7^V^tert-^^ 
^»iJll0a)T?#fc8-^^v ; /^-2-[2-(6-^ p u-2-^y^)V)^jVi^=.jV^)V\. 

2,8-v ; Tif^t: 0 n[4.5]7 i ^ y-l,3-^V^b^»Jl04a)£ nWt- LXM&fc& 

#j£^&^0t*#J)t LT#7c 0 NMR(CDC1 3 ) 6: 1.47 (9H, s), 1.40-1.62 
15 (2H, m), 1.88-2.08 (2H, m), 2.60 (2H, s), 2.86-3.08 (2H, ra), 3.48-3.60 

(2H, m), 3.80-3.92 (2H, ra), 3.94-4.16 (2H, m), 7.61 (1H, dd, J = 2. 2 and 

8.8), 7.88-8.04 (4H, m), 8.51 (1H, s). 

111b) 2-[2-(6-^ P P-2-7-7^)^/^^/UJi^]-l-^-dry-2, 8-Z?T1?X 
fc°P [4. 5]"?% >-8-$> ^ymtert-y^/l' 
20 MUfcWUlla) Tl#fc2-[2- (6-^ P U-2-1~7 ^;V) 7,jVt^=.;V^;V']-1 > 3-^=¥ 

y-2, 8-i?T*?X t°P [4. 5]x# y-S-^/V^^tert-y^/V^h^mOAb) b 

mmfc vxmm\&wo&te&foM(fe&&)) t lt#tc 0 nmk (cdci 3 ) a : 

1.24-1.40 (2H, ra), 1.45 (9H, s), 1.66-1.86 (2H, ,ra), 1.92 (2H, t, J =7.0), 
2. 84-3. 04 (2H, m) , 3. 45 (4H, q, J =6. 6) , 3. 71 (2H, t, J = 6. 6) , 3. 84- 
25 4.02 (2H, ra), 7.59 (1H, dd, J = 1. 4 and 8.8), 7.85-8.00 (4H, m), 8.47 

(1H, s). 

111c) 2-r2-(6-^ p P-2-^-7^/V)^7k/^^7^^/k1-8-(2-^^-/^-4-t: 0 !J vVl^)- 
^»!jlllb)T#/ci2-[2-(6-^ P V-2-^7^?V)^;V'fo~7V^/V\-l-7!r2cy-2$- 
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v^Tif> tfn [4.517*$ ^-8-^/^^^tert-^/^^HJiM91e) £ li^C LT 
mmk&%&%&MM3Wo)b LT#7c 0 NMR(CDC1 3 ) 6: 1.40-1.56 (2H, m), 
1.82-2.04 (4H, m), 2.44 (3H, s), 2.96-3.16 (2H, ra), 3.38-3.56 (4H, m), 
3.66-3.86 (4H, m), 6.44-6.56 (2H, m), 7.60 (1H, dd, J = 2. 2 and 8.8), 
7.85-8.20 (4H, m), 8.15 (1H, d, J = 5.8), 8.49 (1H, s). 

Ttmftmm c 2 6 h 2 8 n 3 o 3 sci-h 2 o t lx 

ff-DME (%) : C, 60.51; H, 5.86; N, 8.14 
Mum (%) : C, 60.84; H, 5.85; N, 8.34 

l-r3-(6-^ p n^-T-yf-^^/U^^/Wfu \?M-l-(2-t ^-4-b° U i?M-l,7-Z? 

112a) HfUy b°^< ]} *J ^-1-^^^V^tert-^/l^ 

Hfc^ ^vV- b U ^^^^^7^^t>A(31.4 g)<DTHF(315 ml)^— -15°CT 
1.6N^/uy ^ A-.drf-V^(54.9 ml)^H^30^*=»#jii^^ % 4-^ 
y t°^y i^-l-#/l^>^tert-:/^(3. 5 g) <7)THF(50 ml)^£-15 0 C-CigT 

Hfeffi^#j(3.23 g, 93%) £ LT#fc Q NMR(CDC1 3 ) 5: 1.47 (9H, s), 2.18 

(4H, t, J = 5.8), 3.42 (4H, t, J = 5.8), 4,74 (2H, s), 

112b) 2-^y-lJ-iST^Xt°u\3.5]yj->'-7-%;Utf^mtert-7^/U 

H»iJll2a) Xi^tci-^7^^y^VPy-l-$;^ymtert--f7 r -/^(3. 23 g) 
<D^— 7VW50 ml) f&WL^J V^T^WlV n n*/Wfr~/Kl. 35 ml) ^OtreAP;^ 
^O?M^2fl#!^#«Yc 0 25%mmi- h y £i»7k^(50 ml) b ^-7VV(25 
ml)^^10%7k^^ y >) A«T*f ^i^T;^ ]J ttf^t)^^ 

/^7A-CilLT, MfB-fb^^^»(2.23 g, 57%) £ LT#7t a NMR 
(CDC1 3 ) 8: 1.47 (9H, s), 1.78 (4H, t, J = 5.8), 2.73 (2H, d, J = 1.4), 
3.14-3.34 (2H, m), 3.56-3.74 (2H, m), 6.02-6.30 (1H, br). 
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112c) 7-(2-7 ^-4- V itM-lj-jtr-Fx \f u T3.51 7 
HiiMll2b)-e#fc2-^-^y-l,7-^T1f^ fc°n[3.5]/^V-7-#/^;^tert- 

NMK(CDC1 3 ) 6: 1.90 (4H, t, J = 5.6), 2.45 (3H, s), 2.79 (2H, d, J = 
1.8), 3.14-3.34 (2H, m), 3.44-3.64 (2H, m), 6.38-6.48 (1H, br), 6.48- 
6.60 (2H, ra), 8.17 (1H, d, J = 5.8). 

112d) l-f3-(6-^ p n-2--r-7^;V)^;V^^;V^^ b°/H-7-(2-7 ^-4-b c y 
1.7- v^Tif ^ T3.51 1 

mmmn2c)-vmcH2-^ ^-4-t° y v/uyij-vr-fx t°u [3.5]/ 7-1/-2-3- 

^(0.18 g) t MMM90a) ~QWzJ6-t p p -2- (3-^ Pn/n fcVP) .X/I^~/^:7# 
U^k6-# n n-2-(3-^n^^n feVP);^/^ JV^^79 Uy(Dl:V& i -&!%} (0. 27 
g) *3 i Xf^itT V 7 l^£~ tP J* (25 mg) <D1W (5. 4 ml) t 

# 7 AT?^ LTMfEfc-^tlSr^fe^ (28 mg, 7%) t LT#fc 0 NME 
(CDC1 3 ) 6:1.54-1.74 (2H, ra), 1.86-2.12 (4H, ra), 2.47 (3H, s), 2.77 (2H, 
s), 2. 72-2. 96 (2H, m), 3.16-3.32 (4H, m), 3.84-3.98 (2H, ra), 6.46-6.58 
(2H, m), 7.60 (1H, dd, J = 1. 8 and 9.2), 7.84 (4H, m), 8.20 (1H, d, J = 
5.8), 8.46 (1H, s). 

jumfttfiW C 2 6 H 2 8 N 3 0 3 SCI- 1.5H 2 OtLX 
fj-Mm (%) : C, 59.47; H, 5.95; N, 8.00 
(%) : C, 59.27; H, 5.64; N, 8.03 
HJSM113 

(S)-4-rf2-r(6-^ pp^f^f^^/^^MWl-b'P V -JMluv$~M-l- 

(2-7 ^/k-4- g y vvwi ^ y 

113a) (S)-2-t KP^r^f^t:°P -Jz^-l-ti A^>^<^/^ 

N-^V^^^/I^^/K/p y >(10 g)<£>THF(100 ml)^^0°CT/K-7 
>THF£g$:(80ml)Mj;t, ^MT18H#r^t fc 0 SJ^Sr^^^^*C* 
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to, m*mM^y*^*&T*mkvtz. a nmzwt&m&u mm®*^ 

V t) fiVls yMZ-^mm bTMIBfb-a-#I^^^^(9.4 g, 99%) t LT#fc 0 
NMR (GDC1 3 ) 8 : 1.30-2.15 (4H, m), 3.30-3.80 (4H, m), 3.86-4.10 (1H, m), 
4.30-4.48 (1H, m), 5.15 (2H, s), 7.25-7.45 (5H, m). 
5 113b) (S)-2-^ ?~;VX;V'fc~M3ri/* s }-;V\£u ]) v^-l-#^V^<^v^ 
^Mll3a)-C#/t(S)-2-fc KP^rv^^fP ]) i^-l-^/I^V^Vv^ 
(1.5 g)thV zxLrf-fVT % >-(1.3 ml)t£>H#tefvK30 ml)?t^^^ * 

-/Ko.64mi)^o°c-e^px., muxmm^n^t.. mm^mm., mm 
wt? *y$j* x&m vtc a mmzwifcm&Lxmmfc&w&m&ffiMz-o g, 

10 t LXntc 0 NMR (CDCI3 ) 5 : 1.75-2.15 (4H, m), 2.75-3.00 (3H, m), 

3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.00-5.30 (2H, m), 7.25-7.50 (5H, m). 
113c) (S)-2-(6-^ pp-2-t7f;V)ft^ 5M^fc°P ]} v^y-l-^^V^V^ 
l?^Mll3b)T#fc(S)-2-^ ^/l^/l^—zl^^ * fjv^u y iyy-l-^;V^ 
-y^Oit/VQA gK ^»!lld)-C#fc6-^ n n-2-^/^7° t^(l. 2 

15 g) *3 «t OT- h y ? A * Y *r V K (0. 34 g) GO ^ * 7 — ^ (20 ml) ^^50°CT4B#Ph1 

IB{^t)^M^H B 0 (1.4 g, 52%)£LT#fc 0 NMR(CDC1 3 ) 8 : 1.70-2.10 (4H, 
m), 2.65-3.00 (1H, m), 3.30-3.70 (3H, m), 3.95-4.25 (1H, m), 5.00-5.20 (2H, m), 
20 7.20-8.00 (llH,m). 

113d) (S)-2-(6-^ p fvHf a y v^-l-^/k/frV^ 

|^»!jll3c)Xl#^(S)-2-(6-^ P p -2-^-7 y v^-l-^/V/K 

25 #fc 0 NMR (CDCI3 ) 8 : 1.80-2.45 (4H, m), 3.00-3.28 (1H, m), 3.30-3.45 (2H, 
m), 3.50-4.05 (1H, m), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.05-7.40 (4H, m), 
7.50-8.00 (6H, m), 8.36 and 8.49 (total 1H, s for each). 
113e) (S)-2-(6-^ p u-2-1~y'?MX/l'ft~/l'* f;^°o V -J^MMM. 
H»Jll3d)T#fc(S)-2-(6-^ p a-2-i~y^/U)^/^^/u^ fvufp V v 5 ^-!- 
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%/^ym^i/z?Mi.5s)*25%%4^mffimmfc\z.mffiu mu.xmm^ 

m?tc 0 mtti^ZMs ^^7 i ^-ei5fc^LTMIBfb;^Sr^fe*&*(l.lg,86 0 /o) 
k LT#fc„ MR (CDCI3 ) 8 : 1.64-2.18 (3H, m), 2.20-2.40 (1H, m), 3.38 (2H, 
dd, J = 6.6 and 7.8), 3.62-3.80 (1H, m), 3.86-4.06 (2H, m), 7.69 (1H, dd, J = 2.2 
and 8.8), 8.02 (1H, dd, J = 2.0 and 8.8), 8.08-8.20 (3H, m), 8.67 (1H, d, J = 1.6). 
113f) l-(2-^^-4-b°P 2^k^Jk^>ME^2k 
4 y=^=i^^m=^f-M2.5 g)t4-f n S^fl.l g)<£>H^(70 

g, 95%) k LXntc 0 NMR (CDClg ) 8 : 1.27 (3H, t, J = 7.1), 1.8-2.0 (4H, m), 2.44 
(3H, s), 2.48-2.59 (1H, m), 2.87-3.01 (2H, m), 3.81 (2H, dd, J = 13.6 and 4.2), 
4.16 (2H, q, J= 7.19), 6.50 (1H, dd, J= 5.8 and 2.4), 6.59 (1H, d, J = 2.4), 8.16 
(1H, d, J = 5.8). 

113g) f-tv-ir ¥ V i?M ^ V /i^^gg 

g)> Xmfc-f- h V ^(1.3 g)33 £0^(10 ml)<D* $ J-)V(*>2 ml»££^LT*l 
83%)£LT#fc 0 

ii3h) (S)-4-rr2-r(6-^ g ^^12±MZJk^E^kA J-M-i-t°u y 2M%2k^ 

^»Jll3e)T#f'(S)-2-(6-^ o n-2-iry^;v)^;V^;vy J-jUM'v ]) v^H 
{bfcXR&(0.20 g)kmMmU3g)XWcH2-^^/U-4-h a V ^)t 0 ^!) 
/M*V^(0.13 \£?V^)VT % ^(0.27 ml)tf)DMF(4.0 ml)^ 

dmtmm(o.35 g )^m^ muxmm^^tc 0 M^iiu, mmm 

MfB^^^^*(46%)^LT#/c 0 NMR(CDC1 3 ) 5 : 1.60-1.92 (4H, m), 
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1.92-2.64 (5H, m), 2.43 (3H, s), 2.72-2.94 (2H, m), 3.15 (1H, dd, J = 9.8 and 
13.6), 3.34-3.64 (2H, m), 3.74-3.98 (3H, m), 4.26-4.42 (1H, m), 6.38-6.56 (2H, 
m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.84-8.00 (4H, m), 8.12 (1H, d, J = 5.8), 8.48 
(1H, s). 

Ttm^mU C 2 T H 3 0 N 3 0 3 SCI- 0.5H 2 Ok LT 
ff|f jjf (%) : C, 62.23; H, 6.00; N, 8.06 
(%) : C, 61.98; H, 5.86; N, 8.27 

mmmiu 

3-(5-y g V ^)^/^^;UN^ 5VWN-ri-(2-y» f-jv-4r\f V i? 

114a) 3-(5-y p P-2-^yy'f7!)/^t7 8 P^y^;U/lfyl 

Tk^ft^ y *«M1 g)(D70%^?/ — /^7K^^(50ml)^5-^ p P-2-^/l^y 0 b 
^>-y^Ty^Kl.84g)i:3-7 f n^^n t"^-^(l.53 g)»x.T30#F^31^ b 

7^ttl LTgfBffc^&&fe£iSI(1.52 g, 59%) £ UT#fc 0 NMR 
(CDCI3 +DMSO-d 6 ) 8 : 2.87 (2H, t, J = 7.0), 3.53 (2H, t, J = 7.0), 7.12 (1H, 
dd, J = 1.6 and 8.4), 7.39 (1H, d, J = 8.4), 7.47 (1H, s). 

114b) 4-fN-f3-(5-y p P-2-^yy>7'7 V Mft7°n ^-/H-frM fv^Z § 
7 1 P v ; ^-l-^/V^V^tert-7 > ^7^ 
Hii#iJ114a)-C#/t3-(5-y p P-2--<^y^T V —}V)J-^-fu^y1d}Vi$vm. 

LXMBi\:^m^m^^(2S%)tVXmc 0 NMR(CDC1 3 ) 5: 1.46 (9H, s), 
1.46-1.75 (4H, m), 2.60-3.00 (4H, m), 2.83 (3H, s), 3.60-3.75 (2H, m), 4.10-4.30 
(2H, m), 4.60-4.72 (1H, m), 7.25-7.30 (1H, m), 7.64 (1H, d, J = 8.8), 7.80-7.84 
(1H, m). 

114c) 3-(5-y p P-2-^O-y^T y* V M^/P^^jU-N-^ 5VKN-fl-(2-.7< =f-/VA- 
H»!lll4b) Tl#fc4-[N-[3-(5-^ p n-2-^y/f7y y /l/Jft/o 
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Tg^t; U>iV^»83c) £ Urtfilfc L"CSIB^-a*Sr^fe«&*(0.6%) £ LT 
#f' D NMR(CDC1 3 ) 5:1.56-1.70 (2H, m), 1.90-2.20 (2H, m), 2.40-2.50 
(2H, ra), 2.46 (3H, s), 2.75-3.10 (4H, m), 2.86 (3H, s), 3.90-4.10 (2H, 
5 ra), 4.55-4.65 (1H, m), 6.50-6.60 (2H, m), 7.59 (1H, dd, J = 2. 0 and 8. 8), 

7.95 (1H, d, J = 8.8), 8.17 (1H, d, J = 6.0), 8.20 (1H, d, J = 2.0). 
HJttilllS 

3-(6-^ g P-2-t7f;w)^/^=;WN^ ^/^-N-ri-(2-^ 5v^-4- fcf y t°^< 

y ^H^p^yr^ k 

10 115a) 3-b KP^r^^U t^-l-fl/t^Vfert-:/^ 

3-fc KP^tVi) ^V(10. 1 g) (DTK (50 ml)— Tir h~ h P/I^lOO ml)^ 
-.-^^-tert-^/K26. 19 gJiSa^TUfc. ^$£&lR#lffl/5>#$Sli?fc 

15 ftS£J&gr(14. 13 g, 70%)iLT#f' o NMR (CDC1 3 ) 5: 1.40-1.60 (2H, m), 

1.46 (9H, s), 1.70-1.80 (1H, m), 1.84-1.94 (1H, m), 3. 00-3. 18 (2H, in), 
3.48-3.60 (1H, m), 3.66-3.78 (2H, m). 
115b) y ]) ;v^mBxt--f^;v 

mttt*? V /K5.01 ml)(Dmt^ ^U>(150 ml)f§^-78°C-CDMSO(5.42 

20 ml)^TbaO^^#MYcft^ mMmil5a)T*mc3-K Kn^txy^y. 
l-^7/V^V^tert-^/K5.78 g)<D;^fb^ ^ l> >-(10 ml)^^r^T 1 7c 0 ^Olfi 
^-eiO^^^^Miffcff,-45°C^#?l.LT$ btci^RO^tJS^ RfcWi^h 

t>£M£J£{St(4.5 g, 78%) i: LT#fc 0 NMR (CDC1 3 ) 6: 1.47 (9H, s), 1.93- 
2.01 (2H, ra), 2.46 (2H,. t, J = 6.8), 3.58 (2H, t, J = 6.0), 4.00 (2H, s). 
115c) 3-(t< fT^T ^ y)b°^y v'^-l-^/^V^tert-y^/^ 
mfeMH5b)T?#fc:3-^-dry bT-^U ^V-l-^/^Vfert-^^^^^fd 



WO 02/06234 PCT/JP01/06148 

187 

42b)tmn\zLxmmfc&w*&n&mvtmso%)tvxmco nmr (cdci 3 ) 

5: 1.20-1.50 (4H, m), 1.46 (9H, s), 1.60-1.72 (1H, in), 1.87-1.97 (1H, 
m), 2.40-2.50 (1H, m), 3.70-3.83 (1H, m). 

115d) 3-[N-r3-(6-^ g n-2-i-y^-M^7U^^;^^ fc°^-n/H-N-^ f-JVT % 
^»!)115c)-e#fc:3-(^^T 5 /)^V v'^-l-^/^V^tert-^/^^ 

mmmsob)tmmKvxmmi\:^^m^mo2%) tLxntco nmr (cdci 3 ) 

5: 1.40-1.90 (5H, m), 1.43 and 1.49 (total 9H, each s), 2.44-3.00 (4H, 
ra), 2.77 and 2.89 (total 3H, each s), 3.50-3.66 (2H, m), 3.85-4.35 (2H, 
m), 7.56-7.62 (1H, m), 7.90-8.00 (4H, ra), 8.48 and 8.49 (total 1H, each 
s). 

115e) 3-(6-^ PP-2-f7f/H7M^M-^ ^/U-N-\U2-^ ^yW4-b°U 
7k)-3- tf^ y i?Mzfv ;OT^ F 

^»J115d)-C#fc3-[N-[3-(6-^ Pa-2-t7f/v)^;^^P fc°;*-=/V|-N- 
* *f~)VT % J ] t°-<y v ? ^-l-^7/l^^V^tert-'7^/^^^SiM83c) £ l^lfc: LT 
MfBfb^&&6*&:fc(51%)£ UT#fc 0 NMK(CDC1 3 ) 6: 1.55-2.00 (4H, m), 
2.42 (2.25H, s), 2.48 (0.75H, s), 2.65-2.98 (4H, m), 2.85 (0.75H, s), 2.95 (2.25H, 
s), 3.45-3.90 (4H, m), 4.34-4.46 (1H, m), 6.42-6.60 (2H, m), 7.56-7.65 (1H, m), 
7.88-8.00 (4H, m), 8.13 (0.75H, d, J = 6.0), 8.21 (0.25H, d, J = 6.0), 8.46 (0.25H, 
s), 8.49 (0.75H, s). 

TcmfttifiU C 25 H 28 ClN 3 O 3 S-0.5H 2 Oi LX 
fj-mU (%) : C, 60.60; H, 5.90; N, 8.49 
(%) : C, 60.84; H, 5.98; N, 8.63 

N-H-(2-T ^/-4-t° V v^M-fc^y i?M-S-(6-f p u-2-±y^M^;v^^-^- 

1 16a) 8-(2-T § / -4- tf y v ? /H-l,4-v ; ^-= 3 rf--8-rf ; ^ fcTn f4.51-r # ^ 

2-r 5 y-4-^ o d t°y ^£ i,4-^^f--8-rif^ [4.5] x# Skills 

^j90e)^^^UTMIB^^^«ife@ft:(25%)i:LT#^ o NMK(CDC1 3 ) 5: 
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1.75 (4H, t, J = 6.0), 3.42 (2H, t, J = 6.0), 3.99 (4H, s), 4.21 (2H, br), 5.88 (1H, 
d, J = 2.2), 6.20 (1H, dd, J = 2.2 and 6.2), 7.80 (1H, d, J = 6.2). 
116b) H2-T § I -4- V i?/V)-4r t°~< V vV V 
^»!lll6a)T#f'8-(2-T 5 /-4-fcTP v ? /V')-l,4-v ? ^f--8-rif^ fe°n [4.5]^ 
5 # ^(0.46 g)(DT± h V(8 ml)«^4NSg|(6 m])&Jn&12B#Kjf# L7t 0 ^ 

r^VATtmk. mi&m^xmm\&w*n&mfo (0.29 & 79%) a 

T#fc 0 NMR(CDC1 3 ) 5:2.53(4H,t, J = 6.0), 3.68 (4H, t, J = 6.0), 5.91 (1H, 
10 d, J = 2.2), 6.23 (1H, dd, J = 2.2 and 6.2), 7.87 (1H, d, J = 6.2) 
116c) 2-T § I -4-(4-J ±JVT § I V ) fc° V Vis 

Hife#jii6b)t?#fci-(2-T ^ /-4-t°y vf/v)-4-t o ^y yt^hwmtaM)}! 
mMKLxMmfc&m&M&mM66%)k tT#/t 0 nmr(cdci 3 ) 5:1.34 

(2H, m), 1.95 (2H, m), 2.46 (3H, s), 2.58 (1H, m), 2.87 (2H, m), 3.76 (2H, m), 
15 4.19 (2H, br), 4.63 (2H, s), 5.87 (1H, d, J = 2.4), 6.20 (1H, dd, J = 2.4 and 6.2), 

7.80 (1H, d, J = 6.2) 

116d) N-n-(2-T $ /-4-t°Vi?M-4-t°s<V vVH-3-(6-^ p ^2£±Z±MZJk 

»Mii6c)-e#fc2-r ^ /-4-(4-y 3- Asr 5 /-l-f^y vV) try v^^bH 

20 ^65) nsnn^ LTjaaBfb^»sr efeii Att@^(37%) £ utufc, nmr 

(CDC1 3 ) 6 : 1.56-1.75 (4H, m), 2.82 (3H, s), 2.82-2.96 (4H, m), 3.56 (2H, m), 

3.81 (2H, m), 4.24 (2H, br), 4.57 (1H, m), 5.84 (1H, d, J = 2.6), 6.16 (1H, dd, J 
= 2.6 and 6.6), 7.60 (1H, m), 7.78-7.94 (5H, m), 8.48 (1H, s). 

TumftMU C 2 4 H 2 7 N 4 0 3 SCI- 0.5H 2 OtLX 
25 ff^jt (%) C, 58.11; H, 5.69; N, 11.30 

(%) C, 58.38; H, 5.91; N, 11.56 

3-(6-^ UT2-2-1-7 s 7-MXsl'ft~/l'-N-\U2-K tf ]) i?/U)-4- b° 
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1 17a) 2-b Kn ^-4-(4-y gvKT ^ 7 tf ^ U vV ) fc° y i?^ 

i-(2- 1 k p ^y tr y y vv bHJfeM65) t mm\c l 

TMIE^^^fe?a»(74 0 /o)i:LT#fe 0 NMR(CDC1 3 ) 5: 1.36 (2H, m), 
1.98 (2H, ra), 2.47 (3H, s), 2.61 (1H, m), 2.94 (2H, m), 3.86 (2H, m), 
5 4.63 (2H, s), 6.60 (2H, m), 8.19 (1H, d, J = 6.0). 

117b) 3-(6-^ p P-2-t7^)^;^^-N-[l-(2-l: Kg *ri/* J-jV-A-^ V i? 

^Mll7a)T?#fc2-fc Kn^rv-y ^-4-(4-y $ / fc°^y ^7)t° y 5? 

^hmmmiG^tmm^Lxmmit^^m^MM^t lt#^„ nmr 

10 (CDC1 3 ) 5 : 1.56-1.79 (4H, m), 2.83 (3H, s), 2.86-2.99 (4H, m), 3.57 (2H, dd, J 
= 3.2 and 8.2), 3.95 (2H, m), 4.63 (2H, s), 4.65 (1H, m), 6.56-6.63 (2H, m), 7.60 
(1H, dd, J = 2.2 and 8.2), 7.93-7.97 (4H, m), 8.20 (1H, d, J = 6.6), 8.49 (1H, s). 
Ttmftmfe C 2 5 H 2 8 N 3 0 4 SCI- 0.5H 2 O t UT 
fj-mU (%) C, 58.76; H, 5.72; N, 8.22 

15 (%) C, 58.89; H, 5.92; N, 8.02 

MMM118 

3-(6-f p P-2-'j-7^/V)^^^^/^-N-ri-(2,6-v ? y ^U-4-fa° ]) v7^)-4- y 

1 18a) 8- (2, 6-i^y ^vt/-4-tf y S?AQ-1, A-i>^-f-8-T^^ b°n [4. 5] g# V 
20 2,6- ^-4-^ n p tr y ^^*^^J6M90e) i: [WtfiiC LTMffi-f^^^^fe 

@ffc(71%)£: LT#fc 0 NMR (CDC1 3 ) 6 : 1.76 (4H, m), 2.42 (6H, s), 3.46 (4H, 
m), 3.99 (4H, s), 6.41 (2H, s). 
118b) l-(2,6- =f-)V-A- y y ? /P)-4-fc°^ y vV ^ 

• H»Jll8a)-t?#fc8-(2,6- 5?^ h° y ^/l^-M-^^lf-S-TIf'^ fc° n 

25 [4.5]^ ^ fe||»!lll6b) t HHfc LTMlBfcl^£^&®#:(42 0 /o) £ LT 

#fc 0 NMR (CDC1 3 ) 5 : 2.45 (6H, s), 2.54 (4H, t, J = 6.2), 3.72 (4H, t, J = 6.2), 
6.45 (2H, s). 

118c) 2,6- vL* ^-4-(4-y ^ 7 -1-fc 0 ^ V vV) fa° V 

^»Ul8b)-e#fc 1.(2,6-^7 v7P)-4-fc°^y l/frbmt&W 
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42b) t mm\c \^xMmfc&m%m&mfc(tt%) t uT#fc 0 nmr (cdci 3 > s : 

1.40 (2H, m), 2.00 (2H, m), 2.47 (9H, s), 2.69 (1H, m), 2.98-3.12 (4H, m), 3.88 
(1H, m), 6.43 (2H, s). 

118d) 3-(6-^ P p -2-^-7 ^)^/^^/^-N-ri-(2,6-v ? ^ : 3vU-4-bf U v>M-4-fc° 
5 vvH-N-t* gvk2lg-£iZZ § K 

HJif!|118c)T?#^:2,6-v ? ^ ^-4-(4-^ 5 7 -l-t?-< U vV)t° U 

(CDC1 3 ) 6 : 1.56-1.68 (4H, m), 2.44 (6H, s), 2.83 (3H, s), 2.88-3.04 (4H, m), 
3.57 (2H, dd, J = 7.0 and 8.0), 3.94 (2H, m), 4.60 (1H, m), 6.38 (2H, s), 7.60 
10 (1H, dd, J = 2.2 and 8.8), 7.93-7.97 (4H, m), 8.48 (1H, s). 
j^m^mU C 2 4 H 2 7 N 4 0 3 SCI- 1.5H 2 Oitt 
ft%m (%) C, 59.25; H, 6.31; N, 7.97 

mnm (%) c, 59.34; h, 6.19; n, 8.33 

15 N-f3-(6-^ p u-2-1-7f-;V)^/VK~/V?X2 fcVH-N-^fvl-- 1 

119a) N-[3-(6-^ PP-2-t7f;P)^;^^7°n fc:7H-N-^ ^/i/jj;W< * ym 
tert-^^V 

MM9c)T#fcN-[3-(6-^ nn-2-t7f;^;^^n tV^]#7W^ l/B. 
20 tert-yf-/K0.12 g)^b^&S0iJ6c)i: WffiZ LTMiBfb^^^^(61%)i: U 
T#fc 0 NMR (CDC1 3 ) 8 : 1.39 (9H, s), 1.90-2.04 (2H, m), 2.80 (3H, s), 3.12- 
3.20 (2H, m), 3.31 (2H, t, J = 6.7), 7.60 (1H, dd, J = 1.8 and 9.0), 7.86-7.97 (4H, 
m), 8.46 (1H, s). 

119b) 6-^ p P-2-(3-7 ^JVT % J 7°P t°MXjUft~;Uj-7 # MJ 7J¥* 
25 Pg£^ 

HiiMll9a)-C#fcN-[3-(6-^ p u-2-~r*7=f-;V)7.;Vib=.jv?xi fcVl/]-N-7 

(98%) t LT#fc 0 NMR (DMSO-dg ) 8 : 1.81-1.97 (2H, m), 2,52 (3H, s), 2.97 
(2H, m), 3.53 (2H, t, J = 7.8), 7.76 (1H, dd, J = 2.0 and 8.8), 7.97 (1H, dd, J = 
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8.6 and 1.8), 8.22 (1H, d, J = 8.6), 8.23-8.33 (2H, m), 8.46 (2H, br), 8.65 (1H, 
br). 

119c) N-f3-(6-^ n p - 2-^:75vI^/1^^/K/p tf/H-N-p< ^ytM-ftert-:/ h 



MMM 1 19b)Tl#fd6- 9 n p-2-(3-^ f-;VT 5 J \?>V)^>Vfcz=.?Vlr7 $ \s 

tVXfflt, NMR(CDC1 3 ) S: 1.45 (9H, s), 1.62 (2H, m), 2.01 (2H, m), 2.56- 
2.82 (4H, m), 3.04 (3H, s), 3.14 (2H, m), 3.48 (2H, t, J = 7.0), 4.12 (2H, br), 
7.59 (1H, dd, J = 1.8 and 9.2), 7.85-7.97 (4H, m), 8.45 (1H, br). 
119d) N-[3-(6-^ g u - 2 -j-yf-/U)^^^/^u h°M-N-^^-l-(2-^^- 

^^iJH9c)T?#fcN-[3-(6-^ n p- 2-^-7^ jV)^;Vi^-;v^vi t°/^]-N-^ ^vl" 
-Htert-y h i/%/Utf=./U)-4- JJ v^;*7/^>^T ^ bH££#!l91e) £ 

mmzvxmmfc&&&M&mfc(&9%)tvxnfro nmr(cdci 3 ) s: 1.74- 

2.13 (4H, m), 2.45 (3H, s), 2.63-2.95 (4H, m), 3.08 (3H, s), 3.12-3.19 (2H, m), 
3.46-3.53 (2H, m), 3.86-3.92 (2H, m), 6.47-6.51 (2H, m), 7.59 (1H, dd, J- 1.8 
and 8.6), 7.85-7.96 (4H, m), 8.15 (1H, d, J = 6.2), 8.46 (1H, s). 
TumfttirfM. C 2 6 H 2 9 N 3 0 3 SCI- 0.3H 2 Ob LX 
ft^lt (%) : C, 59.10; H, 5.91; N, 8.33 
mmW. (%) : C, 61.81; H, 5.89; N, 8.13 

l-r3-(6-^ p p -2-^:7 fvl^/kfr^/K/g/V J-/V-4-t° V i?M- 

120a) l-f3-(6-^ p P-2-^-7^/U)^/^^^yp/NV J M-IA-^T^^^ 
^M27b)-C#fc3-(6-^ p u-2--ry^-M ^;V^)Vfxi ¥Jrl/B.b 1, 4-v> 

T-a^frbmMMsob) bmmfcvxmmik&w*n&mftW(±i%) b ux#fc 0 

NMK (CDC1 3 ) 6 : 1.77-1.87 (2H, m), 2.78-3.00 (6H, m), 3.46-3.62 (6H, m), 

7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.48 (1H, s). 

120b) l-f3-(6-^ p p -2-^:7 ^/l^/P/fr^K/p/V 4M-4-(2-t =f)V-4-\£ U 
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^)-l,4-^T1ffcV^ 

Tif t°/^^(0.16 g), 4-^ a ^vUfcr JJ v>>(0.11 g)*5 £ »^ MJ £A 
(41 mg)(D^(5 ml)^^110°C-ei3H#P H ^^^Yc:#^j±a^ Lfc 0 gft&fe 

^£Bt#£t£*(60mg,30%)£ LTt#fc 0 NMR(CDC1 3 ) 6: 1.79-2.05 (2H, m), 
2.45 (3H, s), 2.78-3.00 (4H, m), 3.36-3.71 (8H, m), 6.34-6.38 (2H, m), 7.60 (1H, 
dd, J = 1.8 and 8.8), 7.93-7.97 (5H, m), 8.13 (1H, d, J = 5.8), 8.48 (1H, s). 
jmftmU C 24 H 26 N 3 C10 3 S-H 2 0£: LT 
fHHit (%) : C, 58.83; H, 5.76; N, 8.58 
mMiU (%) : C, 58.58; H, 5.86; N, 8.29 

(R)-4-rf2-(6-^ PP-2-t7f/^^M^^^f/Wl-t:°P V j?Mjj;Vi$~M-\- 
121a) (K)-2-t KP^f^^f^b°P ^^y-l-^/^Vj^y^ 

d-^p 3 ; -/K5.4 g\ mtr v v t? a(7.4 g), Tkcso mi)*3 ^xmm^^ 

(50 m±)(Dm&^ 9 n P^^^^/K8.4ml)^0°C^P^ > ^M^lB#r H ^^?l 

^MfeTO^OEftftOi LT*tfc 0 NMK(CDC1 3 ) 5: 1.52-2.10 (4H, m), 3.40 
(1H, m), 3.50-3.74 (3H, ra), 4.01 (1H, m), 4.38 (1H, m), 5.15 (2H, s), 
7.28-7.46 (5H, m). 

121b) (S)-2-^^;V^;V^M^y^^-J^\fn U ^-l-^/WfiVj^^vVk 
^fiJl21a)Tl#fc(R)-2-fc Kn^^^f^fc'o P ^y-l-^/^Vi^y^ 

^hmmmii^)tnm\^xmm^m^m^M{^mm)t Lxnft, nmr 

(CDC1 3 ) 6:1.78-2.15 (4H, m), 2.84 and 2.93 (total 3H, s for each), 
3.35-3.55 (2H, m), 4.00-4.45 (3H, m), 5.14 (2H, s), 7.25-7.50 (5H, m). 
121c) Gi)-2-(6-^ g ^vvtf p ]) i/y-l-Xsutfym^Oi/si' 
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ym*^i?A>i>> bMMmusc) t vxmmik&w%m&mw:m(6o%) 1 1 

T#fc Q NMK(CDC1 3 ) 6:1.70-2.15 (4H, m), 2.65-3.00 (1H, m), 3.30- 
3.79 (3H, m), 3.95-4.25 (1H, m), 4.95-5.20 (2H, m), 7.24-8.02 (11H, m). 
12 Id) (R)-2-(6-^ g u-2-~r7j-/V)?-./V7k=.;V^ ^-;V\fu jj v^^-l-^/^V^ 

5IJgMl21c)-e#fc(E,)-2-(6-^ nn-2-t7f^)ft^f^t°P y v^-l-^/WK 

^-o-^/i^ b^JiM7d) i mm\z. L,xmm\&m%$k&*y7 v 7°(96%) * l 

T#fc 0 NMR(CDC1 3 ) 5:1.75-2.50 (4H, m), 3.00-3.28 (1H, m), 3.28-3.47 
(2H, m), 3.50-4.03 (1H, m), 4.08-4.25 (1H, m), 4.80-5.08 (2H, m), 7.04- 
7. 40 (5H, m) , 7. 52-8. 08 (5H, m) , 8. 36 and 8. 49 (total 1H, s for each) . 

12 le) (R)-2-(6-^ p ^^tZ^MZ^k^E^k^ 9vnf p y s^-^ffcateififefe 

HJIMl21d)-C#fc(R)-2-(6-^ np-2-t7f;^;^^/M^t'n y ^V- 

(93%) t LT#fc 0 NMR(DMSO-d 6 ) 5: 1.55-2.00 (3H, m), 2.14 (1H, m), 
3.21 (2H, t, J = 7.2), 3.75 (1H, m), 3.90 (1H, m), 4.04 (1H, dd, J = 4. 5 
and 14.4 ), 7.78 (1H, m), 8.05 (1H, m), 8.21-8.34 (3H, m), 8.73 (1H, s). 
121f) (R)-4-rr2-(6-^ PP-2-f7f;^/^^/Mf/V4-l:'P V jM^Jk^E: 

HJIMl21e)T^c(R)-2-(6-^ PD-2-t7f/V)«^/W f/H:°P y l?>9k 
i\SfcMffl& t WfcM 1 13g)Tl#fc l-(2- ^ ^-4- fcf y v^U) tf ^ y y-4r ts )Vi$ y 

m^hmmmiish)tmm^Lxmmi^m^n^BM(26%)k. lxwc 0 nmr 

(CDC1 3 ) 5:1.54-2.64 (9H, ra), 2.43 (3H, s), 2.70-2.94 (2H, m), 3.15 (1H, 
dd, J= 10.0 and 13.8), 3.36-3.68 (2H, ra), 3.76 (3.98 (3H, m), 4.26-4.44 
(1H, m), 6.36-6.56 (2H, m), 7.57 (1H, dd, J = 2. 2 and 8.8), 7.78-8.06 
(4H, ra), 8.14 (1H, d, J = 5.8), 8.48 (1H, s). 
Tzmfttifm C 27 H 30 N 3 O 3 SCl-0.2H 2 O£:LT 
ft#jiS (%) : C, 62.89; H, 5.94; N, 8.15 
(%) : C, 62.88; H, 5.82; N, 8.24 
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(R)-4-r2-[2-(6-^ p P-2-t7f 71/)^;^^/!/^ f U PM-2-^y^ 

122a) 2-(l-tert-^ h =fr->;fr/^^^-4-h 0 ^ ]) pA^m^Jk 

v?cc^/V7^^7^/@^^^(22.3 g)<Z)THF(90 ml)^— 7k*fb^ h P 
(60%?fctt; 4.3 g)^0 0 C-e^P^,30^1^^^/t 0 4-^y t°-<y ^-l-tf/t^ 
V^tert-^^M18 g)OTHF(90 ml)^SrJP ^T?20f R3i&># Mffc 0 KJS 

x^-l-fc'^y ^V^/^V^tert-^^§rMfe@ft:(12.8 g, 

53%) £ lt#t 

#bnfc@#:(12.8 g)<£M ?y—Ml30 ml)^}3ll0%^y v 5 ^-^— ^^(1.3 

U »^^y*W7ATiitTllB^?rifelfiWl2.9g ) ^ft 
#J)£: LTtfco NMR (CDC1 8 ) 5 : 1.02-1.33 (2H, m), 1.26 (3H, t, J = 7.0), 1.45 
(9H, s), 1.60-1.80 (2H, m), 1.80-2.05 (1H, m), 2.23 (2H, d, J = 7.0), 2.60-2.83 
(2H, m), 3.95-4.22 (2H, m), 4. 13 (2H, q, J = 7.0). 
122b) 2-[l-(2-^ gvW4: t° V i?M-4- t:°^< V ^jffi^ 

^7lF!jl22a)-e#7t2-(l-tert-y h ^#/l^~/V-4-tv<y vvl^^c^yt^ 
b^ii^J91e)^^^LTMfiB^#jSrilfe^^tl(51 0 /o)i: UT#fc 0 NMR 
(CDC1 3 ) 5: 1.28 (3H, t, J = 7.0), 1.20-1.44 (2H, m), 1.74-1.90 (2H, m), 
1.92-2.32 (3H, m), 2.45 (3H, s), 2.86 (2H, dt, J = 2.4 and 12.6), 3.78-3.94 
(2H, m),4.16(2H, q, J = 7.0), 6.44-6.58 (2H, m),8.15(lH, d, J = 6.0). 
122c) 2-n-(2-7< 5vW4- b° V l?/U)-4- h a ^< V *J;vWSk 

HJiMl22b)T*#fc2-[l-(2-^ V i?/U)-4-h°-<V P/^mm^M^g), 

7kmfc~r V y t> -Ml-3 gX7k(10 ml)& * / -;H2 ml)<D?g^tl lBf 

^LTMf3f^tl^^fe^(43%)i: LT#fc 0 NMR (DMSO-d 6 ) 6:1.08-1.24 
(2H, m), 1.71 (2H, d, J = 12.9), 1.82-1.98 (1H, m), 2.16 (2H, d, J = 6.6), 2.23 
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(3H, s), 2.78 (2H, t, J = 12.6), 3.88 (2H, d, J = 13.2), 6.61 (1H, dd, J = 2.4 and 
6.0), 6.67 (1H, d, J = 2.4), 7.99 (1H, d, J = 6.0). 

122d) (R)-4-\2-\2-(6-t PP-2-t7f/l/)^/^^/M fvU-l-tf P jj j?M-2-# 
dp y^M-U2-^ fvj±4: g V i?M ^ V 3? V 
5 mMM 122c)-e#fc2-[l-(2- ^ 7vU-4- fe° « e?/P)-4- fcf ^ V i?/U]%m t MMM 

121e)T*#fc(R)-2-(6-^ p n-^^A^/l/tfwi^ ^/H?p JJ ^Hflsfofcgl 
^^^»!jll3h)i^^UTMfa^t)Sr^^(23%)i: LT#7c 0 NMR 
(CDC1 3 ) 8 : 1.05-1.35 (2H, m), 1.50-3.00 (11H, m), 2.46 (3H, s), 3.05-3.25 (1H, 
m), 3.25-3.55 (2H, m), 3.67-4.02 (3H, m), 4.25-4.45 (1H, m), 6.44-6.56 (2H, m), 
10 7.58 (1H, dd, J = 2.2 and 8.8), 7.86-8.02 (4H, m), 8.06-8.18 (1H, m), 8.49 (1H, 

s). 

7c3fS#*Jf#[ C 2 8 H 3 j N 3 0 3 SCI • 0.5H 2 Ob LT 

fflf {jt (%) : C, 62.85; H, 6.22; N, 7.85 

MMiU (%) : C, 62.65; H, 6.10; N, 7.99 
15 H»!J123 

(S)-4-f2-r2-(6-^ P n-2--j-7^)^/^^/^^^-l-fc°P y 

/H-l-(2-^ b° U gd: U 2> 

H»!jl22c)t:1#fc2-[l-(2-^ ^-4-k°]J S?*)-4- fc^* y i?/l4gB&£:£jfc0i| 

113e)-e#fc(S)-2-(6-^ P P^-^^yl^/Wjw^^tfP y S^JHtaK^fSI 
20 ^ b«$J113h) £ b-Cjgia^-^feSr^«&*(21%) i: LT#fc 0 NMR 

(CDCI3) 5 : 1.08-1.35 (2H, m), 1.60-2.60 (9H, m), 2.47 (3H, s), 2.75-2.98 (2H, 

m), 3.16 (1H, dd, J = 9.8 and 13.6), 3.25-3.55 (2H, m), 3.76-4.05 (3H, m), 4.26- 

4.45 (1H, m), 6.46-6.56 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, 

m), 8.08-8.14 (1H, m), 8.49 (1H, s). 
25 §^Ml24 

3.(5.^ p p .2-4 yJjV M^jU-^^/WM-^ ^vKN-ri-(2- ^ fvl^-4- b° ]} vV^-4- fc° 

124a) 3-(5-f n p -2-4 > K V /Hft/p g£>Jt 
5-^ p p .2-^ y K y ^^(Takada, S et al., Chem. Pharm. Bull., 1984, 33 



WO 02/06234 PCT/JP01/06148 

196 

877)^bmmmiua)tmm^ Lxmmt^^m^^ao%)t Lxntc a 

NMR (CDCI3 ) 5 : 2.68 (2H, t, J = 7.0), 3.06 (2H, t, J = 7.0), 6.62 (1H, d, J = 
1.2), 7.14 (1H, dd, J = 2.0 and 8.8), 7.24 (1H, d, J = 8.8), 7.52 (1H, d, J = 1.2), 
8.35 (1H, s). 

124b) 4-fN-r3-(5-^ p g -2-4 Is K V M^-^u ^-=/H-N-^ ±AS7_ § / 1 ^ 

HJI#!ll24a)T*#fc3-(5-^ n u-2-4 is KU /V)^^7°p b°^->-^i:4-^ "f'fVT 

W%Mm%Mi(43%)bLXmc 0 NMR(CDC1 3 ) 5: 1.42-1.63 (4H, m), 1.46 
and 1.47 (total 9H, each s), 2.60-2.90 (4H, m), 2.82 and 2.85 (total 3H, each s), 
3.18 (2H,t, J = 6.6), 3.50-3.70 (0.2H, m), 4.05-4.35 (2H, m), 4.58-4.75 (0.8H, m), 
6.52 (1H, d, J = 2.0), 7.12 (1H, dd, J = 2.0 and 8.8), 7.28 (1H, d, J = 8.8), 7.48 
(1H, d, J = 2.0), 9.60 (1H, bs). 

124c) 4-[N-f3-(5-^ g V K V M^/Vfo~jV~fu \f$r~M-TH-* s FA'T $ 

/ 1 y *? 1-^7 nstf ymtert-y^-ju 

HJIMl24b)'e#fc4-|N-[3-(5-^ n u-2-4 is KJ7 t°^-n/p]-N-^ 

fc^&MfeSf£ilIr(93%)£ LT#fc. NMR (CDC1 3 ) 5 : 1.42-1.72 (4H, m), 
1.46 and 1.48 (total 9H, each s), 2.60-3.00 (4H, m), 2.78,2.84 (total 3H, each s), 
3.68 (2H, t, J = 7.2), 4.05-4.55 (3H, m), 7.14 (1H, s), 7.33 (1H, dd, J = 2.0 and 
8.8), 7.41 (1H, d, J = 8.8), 7.68 (1H, s), 9.82 (0.75H, s), 9.93 (0.25H, s). 
124d) 3-(5-^ p P-2--Y M^;V^;V-^.^ ~7vWN-ri-(2-^ J *J 

»Ml24c)^1#fc4-[N-[3-(5-^ o is )V)^?VT^=.jVfxi t°Jr~M- 

N-^ 5y]t°^y e?>--l-^^V^tert-^^^|liiM83c) t L 
xmmt^^m^MMS3%)tLXntc 0 NMR(CDC1 3 ) 8 : 1.50-1.90 (4H, 
m), 2.45 (2.25H, s), 2.48 (0.75H, s), 2.78 (0.75H, s), 2.83 (2.25H, s), 3.69 (2H, t, 
J = 7.2), 3.70-4.05 (2.25H, m), 4.50-4.65 (0.75H, s), 6.45-6.60 (2H, m), 7.14 
(0.75H, s), 7.15 (0.25H, s), 7.33 (1H, dd, J = 2.0 and 8.8), 7.41 (1H, d, J = 8.8), 
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7.69 (1H, d, J = 2.0), 8.16 (0.75H, d, J = 6.0), 8.20 (0.25H, d, J = 6.0). 
jum^mU C 23 H 27 ClN 4 O 3 S*0.5H 2 Oi: LT 
ff^jf (%) : C, 57.07; H, 5.83; N, 11.58 
MWm (%) : C, 57.10; H, 5.92; N, 11.53 

3-(5-^ P P-l-7 >- K V M ^/I^/^^/V-N-^ ^/l^-N-[l-(2-^ ^yt^-4- 

g y -4- y ^u] t°p/^^t ^ K 

125a) 4-[N-[3-(5-^ P P-l-7 5vW2-^ V K U />) \?j!r~AA- 
N-7 gvKT ^ 7 1 U l-# /Mj^jjtert; :/^vu 
10 ^»J124c)~C#fc4-[N-[3-(5-^ p o -2--T ^KJ) fcT^-n/l/]- 

N-7 5 y ] y ^-l-#/t^>lH;ert-:/^yK0.35 g)ODMF(10 ral)« 

^Tkmiti- h V !>^(60%W4; 36 mg)^Px.30^^^MYcfts <t 5 fl^ 

/ko.i mi)^nx.^-e$ b^i6^^#MYc 0 ^^%iii±m^ u mmm 

^(0.34g, 90%) £ LT#fc D NMR(CDC1 3 ) 5: 1.15-1.70 (4H, m), 145, 
1.4 (total 9H, each s), 2.50-2.66 (2H, m), 2.76 (3H, s), 2.80 (2H, t, J 
= 7.0), 3.66 (2H, t, J = 7.0), 4.00-4.30 (1H, m), 4.03 (3H, s), 7.17 and 

7.18 (total 1H, each s), 7.32-7.40 (2H, m), 7.65,7.66 (total 1H, each d, 
20 J = 2. 0) 

125b) 3-(5-^ P p -1-7 ^ K U MX/^~/U-N-?i ^V-N-\l-(2-^ ±± 

-4-b° V tW-4-tf^!J VM^n/^T ^ K 
llMJl25a)T#f~4-[N-[3-(5-^ p p-1-7 fv^-2->f V K!) /l^/WiwK/a 

25 tH^(CLTMIB>fb^^il^7^(14%)i:UT#fc 0 NMR(CDC1 3 ) 6:1.20- 

1.34 (2H, m), 1.40-1.90 (2H, m), 2.44 and 2.47 (total 3H, each s), 2.67-2.95 (2H, 
m), 2.75 (3H, s), 2.80 (2H, t, J = 6.8), 3.68 (2H, t, J = 6.8), 3.80-3.90 (2H, m), 
4.04 and 4.05 (total 3H, each s), 4.15-4.26 (1H, m), 6.40-6.58 (2H, m), 7.17 and 

7.19 (total 1H, each s), 7.33-7.42 (2H, m), 7.66 (1H, d, J= 1.6), 8.15 and 8.19 
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(total 1H, d, J = 6.0). 

Ttm^m C 2 4 H 2 9 C1N 4 0 3 S • 0.25H 2 O t LT 
ff^jjS (%) : C, 58.41; H, 6.02; N, 11.35 

mmm (%) : c, 58.25; h, 6.00; n, 11.17 

4-(6-^ p p -2-^7^/^)^/^^^/^-N-p< ^-/UN-n-(2-^ ^vW4- U vvlO-3- 

126a) 3-[N-f4-(6-^ g P -2-^7^)^/^ ^7^'^ / ±]VT_ % J "1 b ° 

^JJ ^>-l-#/t^V^tert-:/^v^ 
10 ^JfeM24c)"e#^4- (6-^ P P -2-^-7^) ^/Wfrrv^gg^ £ H«!jll5c)-e# 

LXMBlk&^&M&$ftM80%)k LT#fc 0 NMR (CDC1 3 ) 6 : 1.44 and 
1.47(total 9H, each s), 1.45-1.85 (4H, m), 2.00-2.20 (2H, m), 2.45-2.80 (4.6H, 
m), 2.80 and 2.84 (total 3H, each s), 3.32 (2H, t, J = 7.2), 3.45-3.60 (0.4H, m), 
15 3.84-4.42 (2H, m), 7.58 (1H, dd, J = 2.0 and 8.8), 7.86-8.00 (4H, m), 8.48 (1H, 

s). 

126b) - 4-(6-^ p v-2-1~7^}V)^/V^^;V-N-*^;V-NAl-(2-*^;VA-\?3-J 
M-3- V vM^g l/T ^ K 
H^Ml26a)-e#fc3-[N-[4-(6-^ n n-2--ry^-;v)^;^^.;v^^ J ^/^]-N-^ 

m^m^M^MM44%)tLXmc 0 NMR(CDCl3) 6: 1.60-1.93 (4H,m), 
2.06-2.20 (2H, m), 2.43 (2H, s, 2/3Me), 2.46 (1H, s, l/3Me), 2.50-2.83 (4H, m), 
2.88 (1H, s, l/3NMe), 2.90 (2H, s, 2/3NMe), 3.25-3.45 (2H, m), 3.62-3.92 (2H, 
m), 4.40-4.58 (1H, m), 6.47-6.60 (2H, m), 7.59 (1H, dd, J = 2.0 and 8.8), 7.86- 
25 8.00 (4H, m), 8. 13 (2/3H, d, J = 6.4), 8.20 (1/3H, d, J = 6.4), 8.46 (1/3H, s), 8.48 

(2/3H, s). 

5n5fc##Ht[ C 2 6 H 3 0 C1N 3 0 3 S* 0.5H 2 O t UT 
fjrmU (%) :C, 61.34; H, 6.14; N, 8.25 
mum (%) : C, 61.19; H, 6.12; N, 8.24 
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127a) n-(2-^ fvW- V i?/U)-4- U -7>17 g V 
5 HiiM42a)^#fc l-(2- 7* 1° U V7V-) -4- fc 0 ^ U K > (0. 67 g) (D^m (8 

ml)^^^7'^^^i» (2. 71 g) ^Px.,O o C^10#r H ^^MTcf^ h U T± 
h ^^TK^bfS 5 ^ h V A (0. 90 g) %MjLXm.MX*l5mmfr%m£&tCo S/S 

^mj±^l, a^-^^^^v^j^^ y v &Mmmmx.T y 

fcUfc, MMS&^U M7k«^by ^AT^Lfc «%^j±@^LT 
10 MfB^»ltfe»^(0. 53 g, 79%) i: LT#fc 0 NMR(CDC1 3 ) 6 : 1.28- 

1.65 (4H, m), 1.88-2.00 (3H, m), 2.44 (3H, s), 2.82-2.97 (2H, m), 3.80-3.87 (2H, 
m), 6.49-6.54 (2H, m), 8.15 (1H, d, J = 5.8). 

127b) 3-(6-^ p P-2-^7^)^/^^yk-N-ri-(2-^^-4-b°y -^/^-b'^y 

15 ^#iJ127a)-C#7t[l-(2-^ 9^4- t° V v?/U)-4- y 9 JA\T. % yfrbMffiM 

76b) £ mmiz LXMmik&$&m&B3za5%) t LXntc D NMK (CDCI3 ) 5 : 1. 
• 35-1.48 (2H, m), 1.89-1.94 (2H, m), 2.44 (3H, s), 2.68 (2H, t, J = 7.5), 2.85-2.97 
(2H, m), 3.55 (2H, d, J = 7.5), 3.76-3.83 (2H, m), 3.93 (1H, m), 5.57 (1H, d, J = 
7.6), 6.47-6.51 (2H, m), 7.60 (1H, dd, J= 1.8 and 8.8), 7.88-7,96 (4H, m), 8.16 

20 (1H, d, J = 5.8), 8.46 (1H, d, J = 0.8). 

Ttm^mm. C 24 H 26 N 3 Cl0 3 S-0.3H 2 Oi:LT 
H-H4j| (%) : C, 60.38; H, 5. 62; N, 8.80 
MM®. (%) : C, 60.46; H, 5. 46; N, 8.90 

25 N-^^/^-3-(6-^ n P-2-^7^/V')^7^^^7^-N-ri-(2-^^V-4-t: o y i?M-4-t°^< 
128a) N-^^-N-ri-(2-7< fvj^M V vW-4-t^y 9 SMT ^ V 

mMW42a)x»nti i-(2- * 1° y wist -f^tvr 

mmsoa)tmm\^xmm^^n^^(9s%)t it#t nmr (cdq 3 ) 
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6 : 1.35-1.69 (2H, m), 1.94-2.02 (2H, m), 2.44 (3H, s), 2.63-3.09 (3H, m), 3.79- 
3.87 (4H, m), 6.48-6.55 (2H, m), 7.25-7.34 (5H, m), 8.14 (1H, d, J = 6.0). 
128b) N-:/fvl/-3-(6-^ g P-2-'j-75 : -/^)X/^^/^-N-ri-(2-^5 : -^-4-b°]J g£ 
/U)-4-bT^U ^l^P^yT g K 
5 mWM 128a)Tr#7tN-^ f;U-N-[l-(2- ^/P4- fc° JJ ^)-4- fc 9 ^ U v^] T 5 is 

d^HJIM76b) £ UTMIB{b^Sr^fe^(36%) t VXWc 0 NMR 
(CDC1 3 ) 6 : 1.47-1.80 (4H, m), 2.41-2.45 (3H, m), 2!68-3.18 (4H, m), 3.52-3.89 
(2H, m), 3.89-3.96 (2H, m), 4.46 and 4.52 (2H, each s), 4.63-4.69 (1H, m), 6.41- 
6.50 (2H, m), 7.07-7.30 (5H, m), 7.56-7.62 (1H, m), 7.76-7.95 (3H, m), 8.11- 
10 8.51 (2H,m). 

jumfttifm C 31 H 32 N 3 C10 3 S • 0.2H 2 OtLX 
ffHilft (%) : C, 65.82; H, 5.77; N, 7.43 
MUM (%) : C, 65.57; H, 5.98; N, 7.75 

15 3-(6-^ p n-2-j-yf-M^/U^^7V--N.\l.(2-^ 5vU-4- b° V vVp)-4- t:°^< V j?M- 
N-(2- V i?M * P£NVTXil 

129a) N-n-(2-^ ^4- U jj i^H-N-(2- b° p fvtg; § ^ 

HifeM42a)T*#fc l-(2- ^ ^vk-4- 1° U vv^)-4- fc°^ P K V £ N-(2- if U * ^ 

20 NMR (CDC1 3 ) 6 : 1.39-1.56 (2H, m), 1.98-2.08 (2H, m), 2.43 (3H, s), 2.74-2.96 

(3H, m), 3.80-3.86 (2H, m), 3.97 (2H, s), 6.50-6.54 (2H, m), 7.17 (1H, t, J = 6.2), 
7.27-7.69 (1H, m), 8. 14 (1H, d, J = 6.0), 8.55 (1H, d, J = 4.8). 
129b) 3-(6-^ p P-2-^-7^)^^"/U-N-n-(2-^ ^-4-fcf U 
S?/H-N-(2- b° U £W gvk2^H£i^Z S K 

25 HJfe^J129a)-e#fcN-[l-(2-^ ^4- tf U ^)-4- JJ v ? /l-]-N-(2- bf JJ v7W) ^ 

f-^r % >rt>*t>$mmeb) t mm\c Lxmmik&®%m&nM&o%) t lxwc 0 

NMR (CDC1 3 ) 5 : 1.45-1.64 (4H, m), 2.42 and 2.45 (3H, each s), 2.79-3.19 (4H, 
m), 3.57-3.65 (2H, m), 3.80-3.97 (2H, m), 4.52-4.72 (3H, m), 6.41-6.50 (2H, m), 
7.09-7.17 (2H, m), 7.56-7.64 (2H, m), 7.84-7.98 (4H, m), 8.10-8.18 (1H, m), 
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8.40-8.51 (2H, m). 

TGmftffiiU C 3 0 H 3 1 N 4 C10 3 S -H 2 O t LX 
ff-JUjt (%) : C, 62.00; H, 5. 72; N, 9.64 
mmiU (%) : C, 62.09; H, 5. 36; N, 9.63 
5 MMMlSO 

l-f3-(6-^ p ^ M-A-(2-^^;V-4:-\f3 i?Mt° 

130a) 4-(2-t< ^W-4- fcT V i?M-l- ^12 ^fr^^lfetert-:/^ 
1-Boc- fc^<7 b^WJ90e) £ IrJ^K: LTlIiB^t)^i&ia#:(92%) £ 

10 LT#7c„ NMR (CDC1 3 ) 6: 1.49 (9H, s), 2.46 (3H, s), 3.28-3.33 (4H, m), 3.53- 

3.58 (4H, m), 6.48-6.55 (2H, m), 8.19 (1H, d, J = 5.8). 

130b) 4-(2-p< ^VV-4-fc° V i?M-l-t°^.y 
HJfeMl30a)T*#fc4-(2-^ ^/U-4- b° V h°-<9 i?>#A'tf>Wttert-'7<7' 

/^/O^^»!l70a) £ LTMfB^^Srifi^^(^*^) £ LT#7t 0 

15 NMR(CDC1 3 ) 8: 2.57 (3H, s), 3.42 (4H, t, J = 5.5), 4.01 (4H, t, J = 

5.3), 7.14-7.18 (2H, m), 8.13 (1H, dd, J = 2. 2 and 8. 0) . 

130c) l-r3-(6-^ PP-2-t7 ^M^jV^^jVf M-4-(2- * fvl^-4- jj 

^»!jl30b)^#fc4-(2-^ fv^-4- fc° U vW)-l- i^Zlitifelfca* £> miMM 
20 30b)irlH^^L-CMia^t/^^^*(55%)i: LT#fc D NMR(CDC1 3 ) 5: 

2.48 (3H, s), 2.89-2.97 (2H, m), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.71 

(6H, m), 6.47-6.53 (2H, m), 7.59 (1H, dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 

8.22 (1H, d, J = 5.4), 8.48 (1H, s). 

jtm^mU C 23 H 24 N 3 ClO 3 S , 0.1H 2 Oi: LT 
25 (%) : C, 60.08; H, 5.31; N, 9.14 

mmm (%) : c, 59.78; h, 5.39; n, 9.42 

H»!jl3l 

l-f3-(6-^ p v-2-1-7^MX/^~/uyv;<J 4 M-4-(2-^^-4-t° V 
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131a) 4-(2-^^-4-fc°y i?/W)t°^7^-l,2-v?;fr/l^V^ l-^<^vv^ 2- 

¥3-232864)/O^^JIM90e) t mm\z bTMfa^^^-feffi^(63%) t IT 

NMR(CDC1 3 ) 6 : 2.46 (3H, s), 2.46-3.43 (3H, m), 3.67-3.73 (3H, m), 
4.00-4.42 (3H, m), 4.80-4.93 (1H, m), 5.17-5.21 (2H, m), 6.49-6.54 (2H, m), 
7.34-7.38 (5H, m), 8.20 (1H, d, J = 5.4). 

131b) 4-(2-7< ?v>-4- tf V ^7^y. 2 .j;^^y^^ =f-,y 

^Ml31a)-C#/t4-(2-^ ^/W4- tf U v> V-1,2- ^ A/^Wl 1- 

-Ovvl' 2-^ ^-/Kl.O g)£ 10%^° 7 v^A— ^f(0.15 g)Sr^ */-/Kl5 ml) 

m^->])^^^v^mmLxmm{h^^m^m^(o.5s e , 83%) t lt# 

fc„- NMR (CDC1 3 ) 5 : 2.15 (1H, br), 2.47 (3H, s), 2.86-3.82 (10H, m), 6.53- 

6.59 (2H, m), 8.18 (1H, d, J = 5.8). 

131c) l-r3-(6-^ g n.2-t7f;»^/^^P/V -OH-4-(2-,* ^7W4-tf U v£ 
HJi^i|131b)-e#fc4-(2-^ ^-4- fc° U v J >-2-v ? ^7^^V^^ fvV 

^h%mm^hnm^xmm\^m^^^2%)}i Lxntc 0 nmr 

(CDC1 3 ) 5:2.47 (3H, s), 2.89-3.20 (4H, m), 3.43-3.85 (7H, m), 4.31- 

4.60 (2H, m), 5.19 (1H, m), 6.49-6.55 (2H, m), 7.60 (1H, dd, J = 1. 8 and 
8.8), 7.89-7.98 (4H, ra), 8.22 (1H, d, J = 6.2), 8.49 (1H, s). 
Tb^fttirW. C 2 5 H 2 6 N 3 C10 5 S • 0. 5H 2 0 1 LT 

$jrm$. (%) : C, 57. 19; H, 5. 18; N, 8. 00 
MM®. (%) : C, 57. 43; H, 5. 57; N, 8. 16 

(S)-2-(6-^ n u-2--r~7*f-)V)^jVts=-}V* fv^HHg^ ^/^-4-b° U SW-4-fcV< 

y z?Mt°u y ^j^Mjjrg: § k 

132a) (S)-4-[2-(6-^ p p -2--?- 7^/1^7^-/1^ f;k-l-t:°n y v>/t/|#/k/j^/k 
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l-tert-7* b ^r^^/^^tV V ^^-4-^7/^^(0.40 g)thV ^)VT % 
^(0.34 ml)(D h/^y(8.0 xai)W^0 o CXr i?fci?7 *.~}Vifrx ^ ]) /K0.53 

fc(S)-2-(6-^ n n^-^^/l/^/t^^/M ^fc°n y v^(0.64 g)<D b/l^n^(2 
lft)£bT#fc 0 

132b) (S)-2-(6-^ p P-2--j-7^)^/^7^^/k^ f/l--N-fl-(2^ 5VW-4- 1° 9 vvl-)- 

4-b°^y t^/H^P y v^-i-ff/v^f-^: k 

»Ml32a)T#fc(S)-4-[2-(6-^ n n -2-^:7 ^71/)^/^^/^ ^-l-t°n y 

o 

^/l^/M^/t^T v>>-l-^7/l^/^V^tert-^/^^^W!j83c) £ IrI 

tlfc LTMIBfk^«r^*&*(8%)i: Lt#fc„ NMR (CDC1 3 ) 8 : 1.22-1.52 
(2H, m), 1.82-2.34 (6H, m), 2.44 (3H, s), 2.84-3.02 (2H, m), 3.10-3.34 (3H, m), 
3.68-3.90 (4H, m), 4.20-4.42 (2H, m), 6.44-6.56 (2H, m), 7.58 (1H, dd, J = 1.8 
and 8.8), 7.86-7.98 (4H, m), 8.14 (1H, d, J = 5.8), 8.47 (1H, s). 
TtmftmW. C 27 H 31 N 4 0 3 SCl-2H 2 Oi:LT 
fUSjjl (%) : C, 57.59; H, 6.26; N, 9.95 

(%) : C, 57.53; H, 5.81; N, 10.28 
«M133 

(S)-N-f2-(6-^ p n-2--ry^M^JV^^;v^ =f-;V-\-\fxx y *?M-l-(Z-t fv^g 

y yV^tf^y -^^-4-^7/^^f-g: k 

133a) (S)-4-[N-f2-(6-^ g P -2-^-7 ^)X/P^^/i^^ ^yi/.i-tf p y y?/H#/W^ 
^ /PI fc°^< y i^-l-^/l^Vfert-:/^-/^ 

^Mll3e)T#fc(S)-2-(6-^ p n-2-^:7^-/P)*/Wwl^ f^t°n y 
^mmM(2A g), g^Sfe(24 ml)*5 i t^f<(2.4 nd)(Dm>&^0 o CX&ffimi- h V 

^A(2.i2 g )»x., mnxzbfc2mmfr%?&£fz 0 tm&wm%&;u mm 

£ LT# btlfc^^^^(18 ml) 1 7K(24 ml)^? LT, E$&®(1.69 g)2r#n 
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l-tert-^ h *i/jJ/Utf—A'\f'<y ^^-4-^/^^(1.41 g), HOBt(1.13 g)£> 
£tWSC(1.77 g)^J:«IjWfWyiMDt £ffl*T»2H#IHa>t$HI?fc 0 

57%)£ LT#fc 0 NMR(CDC1 3 ) 6 : 1.44 and 1.46 (total 9H, each s), 1.48- 
1.98 (7H, m), 2.08-2.58 (2H, m), 2.60-3.02 (3H, m), 3.10-3.36 (2H, m), 
3.40-3.62 (2H, ra), 3.96-4.26 (2H, m), 5.92 and 6.68 (total 1H, each s), 
10 7.60 (1H, dd, J = 2. 1 and 8.7), 7.82-8.00 (4H, ra), 8.44 and 8.46 (total 

1H, each s). 

133b) (S)-N-[2-(6-^ P_g^2 I ±Z±M^Zk^lEZk2i±Zkdi^P ] 2 &M-l-(2-t 

HffiMl33a) Tl#/c(S)-4-[N-[2-(6-^ n xi-2-*t7*f-jV)7.)Vifr~;V} f-As-l-Mxi 
15 y *J)V\%)V/^4 ;v] fc°-< V ;V^mert-Zf^-/Vt> h HJiM83c) t IHil 

fcLTMlE{L#4&£te6f&5fc<22%)£ LXmc a NMR(CDCl3) 5:1.48-1.96 
(7H, m), 2.04-2.50 (2H, m), 2.43 (3H, s), 2.70-3.10 (3H, m), 3.16-3.38 (2H, m), 
3.42-3.68 (2H, m), 2.74-3.96 (2H, m), 6.40-6.56 (2H, m), 7.59 (1H, dd, J = 1.8 
and 8.8), 7.82-8.00 (4H, m), 8.11 (1H, d, J = 5.8), 8.45 (1H, d, J = 1.2). 
20 Tcmfttim C 27 H 31 N 4 0 3 SCM.5H 2 O^LT 

ffjUH (%) : C, 58.53; H, 6.18; N, 10.11 
(%) : C, 58.67; H, 5.86; N, 10.06 
H»!ll34 

25 V i?Mt°^7i?>-2-%/^3r-t* K 

134a) l-^^v ? /^^^-4-(2-^ ^W-4-t: 0 V -J;V)\i 0 ^y-Jy-2-iJ^^m. 

mmmiSla)Xntc4-(2-^^-4-H°V i>/U)^y^-l y 2-P^/vm^ 1- 
^y^/u 2-* ^-/Ki.30 %)tekumim.ik'r V V t> AtK^(7.0 ml)^ $ J 
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I^tUUfco NMR (CD 3 OD) 8 : 2.49 (3H, s), 3.32-4.81 (7H, m), 5.17-5.18 
(2H, m), 6.99 (2H, br), 7.33-7.38 (5H, m), 7.97 (1H, d, J = 7.6). 
134b) 2-(N-p< f/^/W^/f/^.4-(2^ ^-4-fa° V ^fcXU.y'y.l^/^V 
5 ^O-vVl- 

^M^a)^^!-^^^^-^^-^-^ f/V-4-fc^^)tV7v?y.2.j7 
/^^i: * f-^T 5 b»M76b) i li^fc LTjSlWb#W«r#B6|k*; 
(81%) i: bT#7t 0 NMR (CDC1 3 ) 5 : 2.45 (3H, s), 2.79 (3H, d, J = 4.8), 2.95- 
3.61 (4H, m), 4.10-4.79 (3H, m), 5.20 and 5.22 (2H, each s), 6.52-6.59 (2H, m), 
10 7.38 (5H, br), 8. 18 (1H, d, J = 5.8). 

134c) N-j* =FvV-4-(2-^ ^-4-b° V 2MMd^J2^^M2k^± I K 

lliiMl34b)*T?#fc2-(N-^ f-zUft/W^J ;V)-4r(2-t ^vt-4- fc° V t°^< V 

^0£*l&) i: lt#fco NMR (CDCI3) 5 : 2.45 (3H, s), 2.85 (3H, d, J= 5.1), 
15 2.96-3.17 (4H, m), 3.47-3.54 (3H, m), 3.81-3.86 (1H, m), 6.55 (1H, dd, J = 2.6 

and 6.0), 6.60 (1H, d, J = 2.4), 6.99 (1H, br), 8.18 (1H, d, J = 4.0). 
134d) H3-(6-^ n p -2-f 7f-;l/)^/^^7 , P^V ;H-N-^ f ;M-(2- / ^ 
-4- fc° y i?M \f^y ^^-2-77 /±]£j££ § K 
HJiMl34c)-e#^.fcN-^ ^/W4-(2-^ ^/K4- fc° U v>^) t°-< « ^-2-# 

NMR (CDC1 3 ) 6 : 2.47 (3H, s), 2.73-5.22 (14H, m), 6.54-6.61 (2H, m), 6.72- 
6.74 (1H, m), 7.62 (1H, dd, J = 2.0 and 8.8), 7.88-8.01 (4H, m), 8.20 (1H, d, J = 
5.8), 8.48 (1H, s). 

7Glff##f|i C 2 5 H 2 7 N 4 C10 4 S-0.5H 2 OiLT 
25 fc%\U (%) : C, 57.30; H, 5.39; N, 10.69 

(%) : C, 57.47; H, 5.44; N, 10.38 

2-rH3-(6-^ p v-2-^y^MX/l/7fr~/]/^u^J4M-4-(2-*?-/l'-4-t°}) i?M- 
2- i^M^Sk^f-^ 
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135a) 2-H-(2-J f/M-fc° V i?M-2-t°-<7 ^lil^f^ 

2-(2- t'^y i?/ls)BWt^M y M3¥fn y £W. ¥3-232864)/^ b mMM90e) t IH 
#^UTMIBft^^feffi^(74%)i: LT#fc 0 NMR(CDC1 3 ) 6:1.29 
(3H, t, J = 7.1), 1.64 (1H, br), 2.44-3.70 (12H, m), 4.18 (2H, q, J = 7.1), 6.50- 
5 6.54 (2H, m), 8. 18 (1H, d, J = 6.2). 

135b) 2-n-f3-(6-^ n u-2-^-y^M^^=-^y°u/</^M-4-(2-^ *J 

»Ml35a)"e#fc2-[4-(2-7< i~;VA- tf V Z?/V)-2- vVHSI^^/l^b!! 
te#-!l76b)i:|WI#^LTMfa^t/^^^*(50%)^ LT#fc B NMR(CDCl 3 ) 
10 5 : 1.18-1.30 (3H, m), 2.46 (3H, s), 2.59-3.07 (6H, m), 3.45-4.96 (9H, in), 6.45- 

6.49 (2H, m), 7.56-7.62 (1H, m), 7.95-7.97 (4H, m), 8.20 (1H, d, J = 5.8), 8.49 
(1H, d, J = 3.0). 

7G*#*Nf£ C 27 H 30 N 3 C10 5 S-0.5H 2 Oi LT 
ftHjjg (%) : C, 58.63; H, 5.65; N, 7.60 
15 mWHU (%) : C, 58.33; H, 5.72; N, 7.56 

HJSM136 

2-(6-^ p n -2-j-y W);^fr~7WN-r4-(2-^ ^vU4-fc° U ^)-l-^7^17 
tl>7-; K fe «t t >*l-f2-(6-^ g P-2-t7f;i/)^/V^=^7tf;H-4-(2-^ 

20 136a) l-(2-p* ^-4- b° y -^)-4-~ fc g V 

HJ6Ml30b)T?#fc4-(2-^^-4-^y ^>l-tr^9^^rMft*(1.00 g)C£>7k 
f»(10 ml^M^^ h U ?-M0.41 g)(D7K^^(2 ml)£0°C-»o < D SPxl. $ 

25 g> ^i^J) t LT#fc„ NMR (CDC1 3 ) 5 : 2.56 (3H, s), 3.93 (4H, s), 3.95-4.01 
(2H, m), 4.58-4.64 (2H, m), 7.07-7.11 (2H, m), 8.07-8.11 (1H, m). 
136b) 4-(2-^ J-JVA- V *JfVT % > 

HWJl36a)^#fcl-(2-^ ^-4- 1° V vVV)-4-= h p V v^(0.97 g)©g£ 
^(5 ml)«?£M^(1.10 g)(D7K(5 ml)tt^^S(JP*.^i&-C8fcL< 15^K^ 
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xmm,mj±mmL, mmmzmmt^v ^^/vtiv^xmuLxmmi^m 

^4-(2-^^/W4-t°y ^)-l-t°^9^^^^£p^fe»^t)(0.52 g, 68%) t LT# 
5 fc 0 NMR(CDC1 3 ) 6 : 2.45 (3H, s), 2.74 (2H, t, J = 5.1), 2.97-3.02 (2H, m), 

3.26-3.31 (2H, m), 3.38 (2H, t, J = 5.2), 6.49-6.55 (2H, m), 8.19 (1H, d, J = 6.0). 
136c) 2-(6-^ n n-2-^7^-^)^/V/^^/WN-[4-(2-^ ^/^-4-fa° V SW- 1-1^7 
i?MT~t hT^ £ t M-[2-(6-^ n P-2-t7f^)X/^=/W7tf ;H-4-(2-^ 

10 ^»!jl36b)-e#/t4-(2-^ 1° U v^-1- ^^^"a t?4-(2-^ 5^-4- 

tr y ^)-i- tr-<7 v^t 5 ^*^^M30b) t uro- Lxmm^m^mc 0 

2- (6-^ p a -2-^-7 *?-;U)X/]/fcz=./U-N-[4-(2-* y ^-l-kVy^]/ 
*b75K: jt&$^(18%X NMR (CDC1 3 ) 5 : 2.47 and 2.48 (3H, each s), 
2.65 (1H, m), 2.98-4.55 (10H, m), 6.45-6.55 (2H, m), 7.41-7.97 (5H, m), 8.19- 

15 8.24 (1H, m), 8.48-8.50 (1H, m). 

TE^lFpfifi C 2 2 H 2 3 N 4 C10 3 S • 0.5H 2 O t LX 
fj-mU (%) : C, 56.46; H, 5.17; N, 11.97 
mMW. (%) : C, 56.19; H, 5.41; N, 11.87 

l-[2-(6-^ n n-2-^7^)^/^^/l/r-fe^]-4-(2-^^/W4-t o y v 5 /^) fc° 
20 : **fi©5|c(27Kh NMR (CDC1 3 ) 6 : 2.49 (3H, s), 3.34-3.87 (8H, m), 

4.36 (2H, s), 6.51-6.57 (2H, m), 7.59 (1H, dd, J = 1.8 and 8.8), 7.88-7.97 (4H, 

m), 8.24 (1H, d, J = 6.0), 8.48 (1H, m). 

5c3R#tfftt C 22 H 22 N 3 ClO 3 S-0.3H 2 Oi:LT 

ffUfit (%) : C, 58.80; H, 5.07; N, 9.35 
25 mUi$. (%) : C, 58.66; H, 5.15; N, 9.72 

H»!ll37 

3- (6-^ P P-2--j-^^)-^/^^-/^-N-r4-(2-7 ( fvl^jg U ^)-l-bV7^1/ 
HJIMl36b)T*#fc4-(2-^ ^vU4- k" U t?/V)-l- fc^<7 v ? ^^^tf4-(2-^ 5V^-4- 
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*(29%) i LT#fc D NMR (CDC1 3 ) 5 : 2.45 and 2.48 (3H, each s), 2.62-2.69 
(2H, m), 2.89-3.14 (6H, m), 3.41-3.59 (4H, m), 3.75 (1H, br), 6.27-6.63 (3H, m), 
7.56-7.64 (1H, m), 7.93-7.97 (4H, m), 8.17-8.24 (1H, m), 8.47-8.50 (1H, m). 
TumfttfrW C 2 3 H 2 5 N 4 C10 3 S • 0.8H 2 OtLX 
IHMfiC (%) :C, 56.68; H, 5.50; N, 11.49 
(%) : C, 56.50; H, 5.23; N, 11.32 
H«!ll38 

3- (5-^ g P-2-^^y^^^/^)^y^^/W-N-^^-/k-N-ri-(2-^^-4-t: 0 IJ iM± 

4- t°s< y ^lyp^VT § K 

138a) fflkfrt g P^y^ft73:>.2^/i/^=/l/ 

U /K1.36 ml)£0°CTDMF(1.46 g)^TU^$a"C15#fSa>#*i 
i?fc^5-^ n n^<^>/^^^^(PlaP. A. et al., J. Heterocyclic Chem. , 

1988, 25, i27i)(i.68 g)%Mz., 9o°cx3^m^m-^rc 0 

&fe^i§(0.52g,20%)£LTfefc o NMR(CDC1 3 ) 6 : 7.54 (1H, dd, J= 1.8 and 
8.8), 7.88 (1H, d, J = 8.8), 8.30 (1H, d, J = 1.8), 8.56 (1H, s). 
138b) 3-(5-^ P P-2-^yy>x^)^;y^-;i/y P tf ^^jfetert-^^yU 
^»J138a)Tltfc^5-^ n v^^J^y x,>-2-X;Uft^/U(0.43 g)£rzk 

mikubm-r v v vmo.w g)coTHF(wmi)i-f/um^M^4o o cx7mm^ 

wDicmm U J> y ^/l^T $ ^(1.4 ml) fc T ^ y A«tert--/^M1.03 g)^jbflx. 
T20B#IH»8ILfc, RJ^£g^^/VT*f^U #^T-pH2tbfc„ 

m^mm^^xmmu mmm^mAmmi-hv^Ax^m^t^ mmzmm 
u mmm&t' v % >f;v% ? &xm$m> ^^-^/mm^^bw^ 

LXmmfc&&&m^M0.25g,44%)kVXmz o NMR(CDC1 3 ) d: 1.39 
(9H, s), 2.71 (2H, t, J = 7.7), 3.52 (2H, t, J = 7.7), 7.47 (1H, dd, J = 
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1.8 and 8.8), 7.85 (1H, d, J = 8.8), 8.26 (1H, d, J = 1.8), 8.39 (1H, s). 
138c) 3-(5-^ g P-^^'/fx^^/^^T'p gM^H 

tert-:/^/K0.28 g)©h ^ ^(2 ml)|g$^ b ]) V As* u gfH(2 ml) SrflP ^iS. 

LXmmik^*m&ffigh(0.24 g, 98%) k lX#fc 0 NMK (CDC1 3 +DMS0- 
d 6 ) 5: 2.75 (2H, t, J = 7. 7), 3.55 (2H, t, J = 7.7), 7.47 (1H, dd, J = 
2.2 and 8.4), 7.87 (1H, d, J = 8.4), 8.25 (1H, d, J = 2.2), 8.42 (1H, s). 
138d) 3-(5-^ p P-2-^y/fx?^)7/^^;v.N^ ^VWN-ri-(2-^ ^vW-4-t:° 
10 V *W-4-b^< V V'jvXfn ;*>T g K 

HJfe^!l42b)t?#fc4-^ 9S^T 5 ^-1- (2-^ ^vP-4- b° U JJ Vl/fr H 

»j30b)P=li^LTMIB^#/^M^ H e H (50%)i: LT#fc 0 NMR(CDC1 3 ) 6: 
1.40-2.00 (5H, m), 2.44 (2.25H, s), 2.47 (0.75H, s), 2.76 (0.75H, s), 2.78-3.10 

15 (4H,m), 2.84 (2.25H, s), 3.52-3.76 (2H, m), 3.72-4.10 (2.25H, m), 4.48-4.80 

(0.25H, m), 6.40-6.60 (2H, m), 7.47 (1H, dd, J = 1.8 and 8.8), 7.86 (1H, d, J = 
8.8), 8.16 (1H, d, J = 5.8), 8.25 (1H, d, J = 1.8), 8.40 (0.75H, s), 8.42 (0.25H, s). 
7Gl!f ##rff C 2 3 H 2 6 N 3 C10 3 S 2 • 0.25EtOH • 0.25H 2 Ob LX 
ff|f 4j£ (%) : C, 55.55; H, 5.55; N, 8.27 

20 (%) : C, 55.58; H, 5.41; N, 8.12 

«M139 

3- (6-^ p P-2-^^y^^^/^);v^:fr^/WNM fVKN-ll-(2-^ f-/V-4r\f V vW- 

4- fcX V 2M 2lE£j>2^Jl 

139a) M£&z2_ p P^<^y'^^7 cc V-2-^^=-;V 
25 6-^PP^yyfi7xy(fO 98/24784)^ b ^JIM 138a) ilRia^tTMIB'fb 

^(10%)tr#fc o NMR (CDC1 3 ) 5 : 7.60(1H, dd, J = 1.8 and 8.8), 7.95 (1H, d, 
J = 1.8), 8.24 (1H, d, J = 8.8), 8.50 (1H, s). 

139b) 3-(6-^ p v-2-'<^/ s 7-^~MxjVifr~jV7'u g^JjtCTt^fvtffi £ 
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138b) i: m$L<OEJfc\z. £ t) )SiBfb£*l«:#fc„ 

3.(6-^ p p-2-^^y*^c-/i/);*/^ -/K/n tf^gfctert-T^vi' : ££fe^fH 
(8%), NMR (CDC1 3 ) 5 : 1.39 (9H, s), 2.70 (2H, t, J = 7.7), 3.50 (2H, t, J = 7.7), 
7.53 (1H, dd, J = 1.8 and 8.8), 7.92 (1H, d, J = 1.8), 8.19 (1H, d, J = 8.8), 8.33 
(1H, s). 

3-(6-y p u.2-^0^^-^/V)^;V^;V^u V*>Wt : ^(16%) N NMR 
(CDC1 3 +DMSO-d 6 ) 8 : 2.74 (2H, t, J = 7.5), 3.54 (2H, t, J = 7.5), 7.52 (1H, dd, 
J = 1.8 and 8.8), 7.94 (1H, d, J = 1.8), 8.18 (1H, d, J = 8.8), 8.33(1H, s). 
139c) 3-(6-y g P-2-^^y^^^7^)^/V^^;^-N-^ ^-N-fl-(2-^ ^VW4-b° 
y ^).4.^y ^I/p^VT^ K 

IIMI139b)^#fc3-(6-y p p-2-^<vy^^=/W)^7U*^7^n tt^Wtfr 
bmMWZ0b)fr&mmzLXMmik&^&M&1®M5O%)k Lt#/: 0 NMR 
(CDC1 3 ) 8 : 1.45-2.00 (5H, m), 2.45 and 2.47(total 3H, each s), 2.70-3.10 (4H, 
m), 2.77 and 2.83 (total 3H, each s), 3.50-3.70 (2H, m), 3.70-4.10 (2.25H, m), 
4.48-4.80 (0.75H, m), 6.40-6.60 (2H, m), 7.52 (1H, dd, J = 1.8 and 8.8), 7.93 
(1H, d, J = 1.8), 8.10-8.20 (1H, m), 8.19 (1H, d, J = 8.8), 8.34 and 8.35 (total 
1H, each s). 

TzmfititiU C 2 3 H 2 6 CIN3 0 3 S 2 • 0.25H 2 O t LT 
tWit (%) : C, 55.56; H, 5.38; N, 8.46 
M®M (%) : C, 55.58; H, 5.41; N, 8.35 
MSM140 

3- (5-y P P -2-^yy'7 2 ^/t^^fr^UN-^ ^-N-n-(2-p< ^-4- if ]) 

4- ^ y ^i/d / j 5: K 

140a) 1-y pp-4-(2,2-^ b^v^ h 

4-f p n^^y-/Kl2.9 g), ^Sfe^7 y !>A(13.8 g)£> £t>*l-:/ p*-2,2-^ f 
dr^^ ^(17.7 g)£DMF(100 ml)^tfx., 150°CT17flf mfr$Mr£fr 0 DMF& 

mi-hvv&-zmkvit 0 mm*mj±.m£isX, Miaft:^(24.5g, mmm% 
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#7c 0 NMR (CDC1 3 ) 6 : 3.46 (6H, s), 3.97 (2H, d, J = 5.0), 4.70 (1H, t, J = 5.0), 
6.86 (2H, d, J = 8.8), 7.23 (2H, d, J = 8.8). 
140b) 5-^7 g p^77^ 

V V ym(60 >(300 ml)^^ MMT, MMM U0a)X 

xi P-4-(2,2-v^ h^v^ h=3r^)-<^ifV(24.5 g)^!T U MB^ilyjfD 

fc&&&®M&ffiW;VllQ.O g, 66%) t LT#fc 0 NMR (CDC1 3 ) 8 : 6.73 (1H, dd, 
J = 2.2 and 2.2), 7.25 (1H, dd, J = 2.2 and 8.8), 7.43 (1H, d, J = 8.8), 7.57 (1H, 
d, J = 2.2), 7.64 (1H, d, J = 2.2). 
140c) jjj&bg g P^yy77^-2^;^^ 

mm^MTte? nn^/^y|(6.5 glttmW W4.6 ghITU> $ £>K10 
&rea»#ifr£fc#U ^JfeMl40b)-C#fc5-^ p P^j/77 V(3.4 g)^P^55°C 

TMfB^^^M^H e 9(2.1 g, 39%) £ UT#fc 0 NMR (CDC1 3 ) 6 : 7.49 (1H, 
dd, J = 2.2 and 8.8), 7.59 (1H, d, J = 8.8), 7.93 (1H, d, J = 2.2), 8.39 (1H, s). 
140d) g P-2-^y/7 7y)^/^^7°P fc'^V^tert-:/^ 

t mWtK LXmm^^M^^(U%)t LT#fc 0 NMR (CDC1 3 ) 6 : 1.39 
(9H, s), 2.75 (2H, t, J = 7.7), 3.53 (2H, t, J = 7.7), 7.42 (1H, dd, J = 2.2 and 8.8), 
7.54 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.21 (1H, s). 
140e) 3-(5-^ p p.2-^y/77^^^P ggh>jS| 
MMMU0&)X%tL3-(5-? p p -2 ^ y 77ls)X iVifr u t°^^tert- 

NMR (CDC1 3 +DMDO-d 6 ) 8 : 2.80 (2H, t, J = 7.7), 3.57 (2H, t, J = 7.7), 7.42 
(1H, dd, J = 2.2 and 8.8), 7.55 (1H, d, J = 8.8), 7.87 (1H, d, J = 2.2), 8.24 (1H, 
s). 

140f) 3-(5-^ P P-2-^y/77^M^-N^ ^7V-N-ri-(2-^ fvt^g 
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H»!]30b) LTffi!a^^Sr«ifeHf&*(35%) i: LT#7c 0 NMR (CDC1 3 ) 

5 : 1.50-1.90 (4H, m), 2.45 and 2.47 (total 3H, each s), 2.76 and 2.84 (total 3H, 
each s), 2.80-3.10 (4H, m), 3.50-3.75 (2H, m), 3.80-4.15 (2H, m), 4.40-4.80 (1H, 
m), 6.45-6.60 (2H, m), 7.30-7.60 (2H, m), 7.86 (1H, d, J= 2.2), 8.16 (1H, d, J = 
6.2), 8.24 and 8.25(total 1H, each s). 

C 23 H 26 C1N 3 0 4 S£ LT 
ff-^jS (%) : C, 58.04; H, 5.51; N, 8.83 
MUM (%) : C, 57.89; H, 5.78; N,9.11 

141a) 3-r4-(4-b°U ^)7x^^7/^^/V7'p gj^jjtert^fvk 

^JfiM59b)"e#7h3-(4-^n ^7 1 -/V^Wfr—zK/p fc^V^tert-:/^ 
(1.40 gh 4- tf ]) i?MZ 5 ^(0.50 g)*3 «k tfx h 7 MJ 7s ^UtJn* ^~ !7 A 
s<?WM0-25 g)&mm&1- h V l7A7K^(4ml)i:^ h^r^* ^(15 ml) 
<£>Ml^Stox.. T7i^V#fflMT^15B#fS^£m-fffc 0 R&m&fcX'ffll U 

u mm**s v $ ?as* 7 i»-vmm ^xmmik&m*m&mmo.i9 §?, 14%) t 

Lxmco NMR (CDCI3) 6 : 1.40 (9H, s), 2.70 (2H, t, J = 7.7), 3.45 (2H, t, J = 
7.7), 7.53 (2H, d, J = 6.2), 7.82 (2H, d, J = 8.2), 8.04 (2H, d, J = 8.2), 8.75 (2H, 
d, J = 6.2). 

141b) fvbNJHg^ ^-4- V V7H-4- ]) >>/H-3-r4-(4- b° V 2MZ 

^»J141a)T#/t3-[4-(4-t 0 U i^):7^~/U];*/i^fwK/n t^V^tert-^ 
fvKO.19 g)OTFA(5ml)^Sr^Tn^^t^f^,^J£^Ufc„ 
t/£DMF(10 ml)^l§$? U »M42b)-e#/t4-7< ^ (2-^ ^VW4- 

t°y vVp) tr^y v>>-(o. 20 g ) £dmtmm(o. 42 g ) feto*^ ^fi-ei5B#r H i^^M^f7t 0 
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MLTMfejt:^^Mfeia^(15 rag, 6%) t L"C#fc Q NMR (CDG1 3 ) 6:1.50- 
1.95 (4H, m), 2.65 and 2.68 (3H, s), 3.12 (2H, m), 3.54 (2H, t, J = 7.6), 4.07 (2H, 
5 m), 4.76 (1H, m), 6.50-6.64 (2H, m), 7.54 (2H, d, J = 6.4), 7.84 (2H, d, J = 8.4), 

8.00-8.20 (3H, m), 8.75 (2H, d, J = 6.4). 

3.(6-^ v p-2-^T is K V Mxsisft-siQ-N-* ^/WN-fl-(2-/ =f-/VA-\f V v^)-4-fc° 

10 142a) 6-^ pp-1,3-^1: Kn-2H-^ V K— 

6-^ PPt^f-W V K-M8.38 g)ilf(8.4 g)£THF(75 ml)fc:ttA^U 3E 
^b!9M6.75g)^P^^fi-ei20#^^^^fc o ^M9&5*U 

15 !£ff B (2.56 g, 28%) £ LTffc, NMR (CDC1 3 ) 6 : 4.04 (2H, s), 6.97 (1H, s),. 

7.14 (1H, d, J = 8.0), 7.29 (1H, d, J = 8.0), 12.65 (1H, s). 

142b) 3-(6-^ p n-lH-^f ^ K^-^Mft/n^yi 
^Ml42a)T#fc6-^ n n-l^-i^t KP-2H--T > K^/W2-5M-^bll»i] 

114a)i:^^L-CMIB^^^^fe^(72%).i LT#fc 0 NMR 
20 (CDC1 3 +DMSO-d 6 ) 5 : 2.63 (2H, t, J = 7.0), 3.07 (2H, t, J = 7.0), 6.60 (1H, dd, 

J = 0.6 and 1.8), 7.03 (1H, dd, J = 1.8 and 8.4), 7.30-7.35 (1H, m), 7.43 (1H, d, 

J = 8.4), 9.63 (1H, bs). 

142c) 3-(6-^ P g -2-4 y}jV /^)^-N-^ ^W-N-ri-(2-^ ^-4- If V 

25 H»!jl42b)-C#fc3-(6-^ vu-lH-Jy ^^^^Wi^W^M 

3Ob)i:IIia^bTMfB<b^^^^H B 0(55%)i lT#t 0 NMR(CDC1 3 ) 6: 
1.40-2.00 (4H, m), 2.45 (3H, s), 2.50-3.28 (6H, m), 2.79 (3H, s), 3.80-4.10 (2H, 
m), 4.60-4.90 (1H, m), 6.40-6.60 (2H, m), 7.05 (1H, dd, J = 1.8 and 8.4), 7.36 
(1H, s), 7.43 (1H, d, J = 8.4), 8.17 (0.75H, d, J = 5.6), 8.19 (0.25H, d, J = 5.6), 
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9.97 (1H, bs). 

142d) 3-(6-^ p p-2-^ yVV Mx/Ufr^/V-'N-/ f-/U-N-\U2-^ ?-/U-4-t° V i? 

H»J142c)-e#fc3-(6-^ n is K P ;i^;t-N-;* ^-N-[l-(2-^>/l^-4- 

t° y ^)-4-fc°^ U ^yo^^T $ K(0.12 g)<7)^ ^ J ml)«-lN±g 
^(0.55 ml)^APx.fcfI,50%mCPBA(0.14 ^nxMU^l.mtM^m^t^ 

? J -^/^-—"r^hW^^. LTJS!Bfc^£&fefeNI(0.75 g, 93%) i: LT# 
fc„ NMR (CDC1 3 ) 6: 1.40-1.95 (4H, m), 2.45 (2. 25H, s), 2.48 (0. 75H, s), 
2.70-3.10 (4H, m), 2.78 (0. 75H, s), 2.83 (2. 25H, s), 3.70 (3H, t, J = 
7.3), 3.75-4.10 (2H, ra), 4.45-4.80 (1H, m), 6.40-6.60 (2H, m), 7.18 (1H, 
dd, J = 1. 8 and 8.4), 7.19 (1H, d, J = 0.8), 7.46 (1H, d, J = 0.8), 7.63 
(1H, d, J = 8.4), 8.17 (0.75H, d, J = 5.8), 8.21(0.25H, d, J = 5.8). 
jum^mU C 2 3 H 2 7 C1N 4 0 3 S • 0.25H 2 Ok LT 

(%) : C, 57.61; H, 5.78; N, 11.68 • 
MUM (%) : C, 57.63; H, 5.69; N, 11.66 
^M143 

H3-(6-^ p p-2-t7f/P)x;^^;^p / V^f;H-4-(2-^ f ;^-4-t:° !) 

v^-2-;fr/t^VE^ 
143a) 4-(2-^ ^v^-4-fe°y ^/V)\f-<y v^-2-v^/^V^^ 
h°-<7 ^-2-^;VMls^^-;V(^mmW^ ¥3-232864)/^ h »M90e) t 

mm\zvTmmik&m%n&wivtW(75%)kLxntc 0 nmr(cdci 3 ) 5:1.31 

(3H, t, J = 7.1), 2.46 (3H, s), 2.85-3.79 (7H, m), 4.23 (2H, q, J = 7.1), 6.53-6.59 
(2H, m), 8.19 (1H, d, J = 5.8). 

143b) l-[3-(6-^ p a-2-^y^/u)^/u^ju^v2^y4 / u}A-(2-?i^/i--4-}fV i? 
^»!ll43a)-Cl#7c4-(2-^ ^7^-4- 1° V i^jU) y I? >-2-i?jJ /Utf 
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a>e>niSM30b) tmmKvxmmik&m*n&ffiMM%)t vxntc 0 nmr 

(CDCI3) 8 : 1.19-1.25 (3H, m), 2.45 (3H, s), 2.92-3.13 (4H, m), 3.54-3.83 (4H, 
m), 4.09-5.16 (5H, m), 6.49-6.54 (2H, m), 7.60 (1H, dd, J = 2.0 and 8.8), 7.91- 
7.97 (4H, m), 8.22 (1H, d, J = 3.8), 8.50 (1H, s). 

yum&Vr®. C 26 H 28 N 3 C10 5 Si: LT 

(%) : C, 58.92; H, 5.32; N, 7.93 
mmiU (%) : C, 58.64; H, 5.57; N, 8.22 

l-r3-(6-^ p u-2-1ry^M7,;\sik~;V7u/^J ^ M-M2-*J-;V-4:-¥V 2Mg 

144a) l-^^v^^-^-te-^ ^;V-4- b° V i?M ^9^^-2-^l/^^m tert- 

^JiMl31a)T*#fc4-(2-^ ^-4-b° ]} \f-<y 1- 
^V'/V 2-7 ^-/K4.91 g) t lNzk^ft^ b V ^^7K«(50 ml)(D^? / — 
(50 ml)^^Sr^-e 4 H#[ffl;3>£ *Si?fcfI s KJ»£lNJ£^(50 nA)%toxMS±^ 

tJ^/PAT^ K^^V^Tir^— /K45ml), tert-:/^ 7 — /K50 ml)& £t£ 
DMF(40ml)^^LT15^^Lfc o £0»£^J±*!iU &©&&g»^ 

mm%ffi£m& vxmmik&wzm&mwms.io g , 97%) t lt#^ 0 nmr 

(CDCI3) 6 : 1.33 and 1.38 (9H, each s), 2.45 (3H, s), 2. 92-5.28 (9H, m), 6.50- 
6.54 (2H, m), 7.34-7.38 (5H, each s), 8.19 (1H, d, J = 6.2). 
144b) 4-(2-^^-4-fc°y *JMV'<7*J>-2-'tlA'i$l/m tevt-T'J-JU 

^»!jl44a)-e#^l-Ov ; ^^-^r^-4-(2-7 9VU4- 1° ]) V/V) \f^y i»-2-^i 
;v^m tert-^/^> k|Ufe0!I131b) t mm\z LXMmfc&fa&Bl&ffiMfeM 
&)) b ITHfc. NMR (CDC1 3 ) 8 : 1.49 (9H, s), 2.53 (3H, s), 2.85-3.77 (8H, m), 
6.58-6.62 (2H,m), 8.14-8.17 (1H, m). 

144c) l-r3-(6-^ p u-2'-ryJ-M^7V^^;V-fx2/^y 4M-4-(2-t ;V-4-\? V is 
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H»Jl44b)T#fc4-(2-^ ^-4- fc° V *J;V) t°-<9 i?y-2-$;Utf^m tert-^ 
Art>h9&M7®>) t VXmmik&&%:M&ffiM(75%) t LXWc 0 NMR 
(GDC1 3 ) 6 : 1.36 (9H, s), 2.47 (3H, s), 2.87-5.06 (11H, m), 6.50-6.54 (2H, m), 
7.60 (1H, dd, J = 1.8 and 8.8), 7.89-7.98 (4H, m), 8.22 (1H, d, J = 6.0), 8.49 (1H, 
s). 

Tnfff ##HI C 2 8 H3 2 N 3 C10 5 S • 1. 1H, O t LT 
ff^fit (%) : C, 58.19; H, 5.96; N, 7.27 
mmiM (%) : 0, 57.95; H, 5.86; N, 7.57 

1- r3-(6-^ PP-2-t7fM^/^^7'P ;*/4M-4-(2-* 1° V i?M t° 

^Mjl44c)X#fcl-[3-(6-^ n n-2-y-y^jV)^;V-^.^jvy°n^/ ^/P]-4-(2- 
^f-^-4-t°y ^/k)t°^7v J ^-2-^/^V^tert-y^/K0,24g)^ h JJ 

mk(2ms)\mm^r, ^uxGommf)>^m^ti 0 mmmzmmmmi-x, mm 

fe£XAD-2# y J*X>mM LXmmi^¥^M^MM86%) t LT#fc„ NMR 
(CD 3 OD) 5 : 2.55 (3H, s), 2.92-4.08 (5H, m), 4.60-5.11 (3H, m), 7.05-7.07 (2H, 
m), 7.68 (1H, dd, J = 2.0 and 8.8), 7.96-8.17 (5H, m), 8.61 (1H, m). 
TumfttfrW: C 2 4 H 2 4 N 3 C10 5 S -HC1- 0.5H 2 OtLX 
ff-J^jl (%) : C, 52.65; H, 4.79; N, 7.68 
HS!Hi: (%) : C, 52.45; H, 4.95; N, 7.52 

4-ri-r3-(6- -2--r7^M*/Vfr ^iVfu J M-4-(2- / =f-JV-4- if ]) -SW- 

2- 1:^7^1^/^^/^^/^ V > l-$r*c*/ K 
II^Ml45)i?#fcl-[3-(6-^ d n-2-t7f-;P)^/^^o/V ^^]4-(2-^ 

^-4-t°U i?;v)-2-¥^7i>l/%}V7Si/Wib^^?i'*fcy 1/ l-Jr^is K hV 7 

tz 0 NMR (CDCI3) 6 : 2.23-5.02 (22H, m), 6.39-6.42 (2H, m), 7.59 (1H, dd, J = 
1.9 and 7.8), 7.89-7.96 (4H, m), 8.21 (1H, d, J = 6.0), 8.47 (1H, s). 
TtmfttfriM C 28 H 31 N 4 C10 5 S-0.2C 6 H 15 N-H 2 O£ LT 



WO 02/06234 PCT/JP01/06148 

217 

f+Hjji (%) : C, 54.68; H, 5.66; N, 9.17 
(%) : C, 54.43; H, 5.90; N, 9.55 

2-[l-r3-(6-^ PP-2-t7f;U)^;^^7°P/V^;i/l-4-(2^ ^vU4-fc° ]) jM± 
5 2- t°s<7 

147a) 2-\l-^>-J/\sjr* ->%/Utf^/l>-4-(2-^ *f-/V-4- U v^-2- fc°^7 -JMW 

^JSMl35a)t?#fc2-[4-(2-^ 7VI--4- fc° V vy^)-2- If ^7 v>/W]@M^^vK5.00 
h y ^J-JVT ^ ^(2.88 g)«g^^^/K90 ml)?#$^7 n P^iP<^v7k 

10 (3.89 g)(D$m^Mio wi)mm&&Mx«ffiT istzM., $ h \cmux 2 rsto># 
jE@5feu m^^m.m^v x^x? j*xffimLxmw,fc&m%M&mvtm 

(7.69 g, jt*#J)i: L-C#fc 0 NMR(CDC1 3 ) 6:1.23 (3H, t, J = 7.1), 2.45 
(3H, s), 2.56 (1H, dd, J = 4. 8 and 15.6), 2.74 (1H, dd, J = 9. 2 and 
15 15.5), 2.95 (1H, dt, J = 3. 6 and 11.7), 3.13 (1H, dd, J = 3. 5 and 13.4), 

3.24-3.30 (1H, m), 3.67-3.71 (1H, m), 3.88 (1H, m), 4.05 (1H, m), 4.11 
(2H, q, J = 7.2), 4.71 (1H, m), 5.17 (2H, s), 6.45-6.51 (2H, m), 7.30- 
7.41 (5H, m), 8. 18 (1H, d, J = 6.0). 

147b) 2-[l-^^v ? /^^-^rv-^/^^^/k-4-(2-^ ^-4-b° V v^)-2-fc°^7 *?M 
20 glljtert^gv^ 

mMmU7a)Xi%r^2-[l-^^/U^^^/U^^/U-4-(2-? 1 - ^/U-4-ii° ]) ^A>2- 

(95%) t LXmc 0 NMR (CDC1 3 ) 8 : 0.91 (3H, s), 1.44 (6H, s), 2.44 (3H, s), 
2.50-3.30 (5H, m), 3.66-4.14 (3H, m), 4.71 (1H, m), 5.17 (2H, s), 6.44-6.49 
25 (2H, m), 7.33-7.38 (5H, m), 8.17 (1H, d, J = 6.0). 

147c) 2-r4-(2-^ fc° V i>M-2- b°-<7 ^MB^tert-y^/U 

mMMU7b)Xntz2-[l-^<^JjU^ v-#/Pt}w^4-(2-^ ^/V-4- tf V P/U)-2- 

tW) t LT#7t 0 NMR (CDC1 3 ) 5 : 0.95 and 1.47 (9H, each s), 2.15 (1H, 
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br), 2.36-2.65 (6H, m), 2.87-3.20 (4H, m), 3.65-3.69 (2H, m), 6.48-6.53 (2H, m), 
8.17 (1H, d, J = 5.8). 

147d) 2-ri-r3-(6-^ PP-2-t7f/l/)^/^^/^P^7^/Vl4(2^f/H-fc° ]) 
5 ^»!jl47c)-e#fc2-[4-(2-^ ^7W4- 1° V v^)-2- \?-<y ^]@^tert-^^Uj5> 

h t mm?- lt mib^^* ^n^^ao%) t tx#fc 0 nmr 

(CDC1 3 ) 8 : 1.38 and 1.41 (9H, each s), 2.46 (3H, s), 2.34-4.93 (13H, m), 6.45- 
6.50 (2H, m), 7.56-7.61 (1H, m), 7.90-8.02 (4H, m), 8.20 (1H, d, J = 6.0), 8.49 
(1H, d, J = 6.6). 
10 7t^ft$ri$. C 2 9 H 3 4 N 3 C10 5 S • 0.7H 2 Ob LT 
ffJMjt (%) : C, 59.57; H, 6.10; N, 7.19 
MUM (%) : C, 59.19; H, 6.35; N, 7.58 

2-ri-r3-(6-^ p n-2-j-y^7V)7,;V^^;vy°n/<^^MA-(2-^^;VA-^3^M- 
15 2-\?^<7*J;vmW. 

H^Ml47d)~e#fc2-[l-[3-(6-^ n u.2-7-y^;v)^;V^;Vfu^J 4 ^]-4- 

TMia^#J^^fe^*(93%)i LT#fc 0 NMR (CDC1 3 ) 5 : 2.28-4.51 (16H, 
s), 6.83 (2H, m), 7.59-7.64 (1H, m), 7.94-8.16 (5H, m), 8.58 (1H, s). 
20 %mftffi\U C 2 5 H 2 6 N 3 C10 5 S • 0.3NH 3 • 1. 1H 2 Ob\sX 
H-^jjt (%) : C, 55.51; H, 5.42; N, 8.54 
(%) : C, 55.21; H, 5.03; N, 8.84 
»#!J149 

fl-r3-(6-^ P p -2-j-77-MXjUft~/lsy°tt;<J -<(M-4-(2-* ^-4-fc° ]) v7^)-2- 

25 tf^v^i^ $ ;—;v 

^»!ll43a)T#fc4-(2-^ 5VU4- fc° y v7^) S^^-S^/I^V^^A- 
(0.50 g)<^ 9 J -/K5 ml)»^7K^^ 5 V V <^(0.76 g)^Px.T10f 
fflMffiLftfe, lNWftt?«fSlU ^^ff^*bfc 0 ^W(j27b)-C# 
fc3-(6-^ d n-2-^-7f-/^)^^^7°P t°^^(0.21 g)<DDMF(10 ml)ls^~- 
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HOBt(0.16g)i:WSC(0.21g)^Px., 0X:XlWmt^m^f^ M^ftTJV 

g)tbv ^jvt % ^(0.29 g)%Mtt a Kmu^^owimm, 

fc 0 ^^^W*bT#fcaW^SrmSft-^P^y^7AT^LT, HIE 
1k-&m%M&ffi^(35 mg, 8%)£ tr#7t 0 NMR (CDC1 3 ) 6 : 1.59 (1H, br), 
2.44 and 2.46 (3H, each s), 2.78-3.11 (4H, m), 3.45-4.63 (9H, m), 6.44-6.49 (2H, 
m), 7.60 (1H, d, J = 9.0), 7.91-7.96 (4H, m), 8.13-8.19 (1H, m), 8.49 (1H, s). 
jtm^-mU C 24 H 26 N 3 ClO 4 S-0.7H 2 Oi: LT 
ItH ft (%) : C, 57.58; H, 5.52; N, 8.39 
mWM (%) : C, 57.73; H, 5.49; N, 8.07 
^IM150 

ri-r3-(6-^ p u-2--ry = f-;V)^/V^^/V'^u/<y ^ /u].4-(2-^f-/^-4-^V vv^)-2- 
^»!ll35a)T#fc2-[4-(2-^ ^/V-4- b? V V;V)-2- ^7^]glif/^Il 

Bit^-^m^nM37%)t LXntc 0 NMR (CDC1 3 ) 6 : 1.70-4.77 (18H, m), 
6.46-6.51 (2H, m), 7.57-7.62 (1H, m), 7.95-7.98 (4H, m), 8.19-8.23 (1H, m), 
8.49 (1H, s). 

jm^\t C 2 5 H 2 8 N 3 C10 4 S • 0.2THF • 0.6H 2 0 1 UT 
ffUfjt (%) : C, 58.77; H, 5.89; N, 7.97 
MUM (%) :C, 58.74; H, 5.90; N, 7.73 

l-r3-(6-^ g P-2-f7fM^^^^/^P/V^/H-4-(2-^ ^-/W4-b°y 0/I^)-2- 

H»>Jl45)-e#fcl-[3-(6-^ nn-2-t7f/l')^/^^7 0 P^7'f/H-4-(2^ 
^A--4- tf y v?/k)-2- b 25%T ^ ~ *7 b Hffift 

76b)^^^LTMfBfb^«^^(17%)i:LT#fc 0 NMR(CDC1 3 ) 5: 
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2.47 (3H, s), 2.75-4.06 (10H, m), 4.50-4.54 (1H, m), 5.27-5.61 (2H, m), 6.56- 
6.61 (2H, m), 6.72 (1H, br), 7.60-7.64 (1H, m), 7.90-7.99 (4H, m), 8.21 (1H, d, J 
= 5.7), 8.49 (1H, s). 

jimftffiW. C 2 4 H 2 5 N 4 C10 4 S • 0.4THF • 0.8H 2 O • 0.5EtOH t L-X 
5 tmiU (%) : C, 56.32; H, 5.83; N, 9.88 

(%) : C, 56.23; H, 5.34; N, 9.38 
HJ&M152 

1- [3-(6-^ p p-2-^7^)^/^^/^p/nV ^T/H-N'K-^^ ^-4-(2-7< =f~^- 

10 ^»!H45)T#fcl-[3-(6-^ DD.2.t7f/l/)^/l/$=/l/7 p n/V 4 /U]-4r(2- * 

^jl,-4- fc° V Z?/U)-2- 1°^< yWti fVi$ >m h N,N- i? * *f-)V t K7^^^1 

0ui5i) t mmz Lxmmt&&%&M&nM(25%) t u#fc 0 nmr(cdci 3 ) 

5 : 2.23-6.63 (23H, m), 7.57-7.65 (1H, m), 7.92-7.99 (4H, m), 8.20-8.23 (1H, m), 
8.47-8.50 (1H, m). 
15 7mft%\\% C 26 H 30 N 5 C10 4 S-0.5EtOH-0.5THF-H 2 O£ LX 

(%) : C, 56.07; H, 6.33; N, 11.27 
mmW. (%) : C, 55.69; H, 5.92; N, 10.85 
H»!J153 

2- rn-r3-(6-^ g p^-t^^^M-^a/v^/w-^f/M-fc^^ 

^Ml45)"C#fcl-[3-(6-^ n n -2-^-7 ^)^/^^/^n/NV -T/H-4-(2-^ 

msMi5i) t mmiz Lxmmfc&<$%MM&&MM%) t lt#/c„ nmr 

(CDC1 3 ) 5 : 2.47 (3H, s), 2.76-4.53 (15H, m), 5.31 (1H, br), 6.54-6.59 (2H, m), 
7.11 (1H, m), 7.62 (1H, dd, J = 1.8 and 8.8), 7.93-8.02 (4H, m), 8.21 (1H, d, J = 
5.8), 8.52 (1H, s). 

TuMftW C 2 , H 2 9 N 4 C10 6 S • 0.2THF • 0.75H 2 O b UT 
tf-^jlt (%) : C, 55.56; H, 5.38; N, 9.32 

mmm (%) : c, 55.55; h, 5.45; n, 9.05 



25 
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HJfe^i|154 

^Ml48)T#/c2-[l-[3-(6-^ n u-2-i-yf-/U)^/U^^.^u/</^^].4-(2- 
5 / tr 0 v^)-2- 1°^< y vvH®^ £ ^ V y / 9vl^ 7. h % 

mmi5i) t mmtz Lxmmfc&ya&&M&%)*oi%) t Lx&tt 0 nmr 

(CDC1 3 ) 8 : 2 AG (3H, s), 2.59-4.88 (15H, m), 3.73 and 3.78 (3H, each s), 6.13- 
6.35 (1H, m), 6.54-6.57 (2H, m), 7.57-7.62 (1H, m), 7.94-7.99 (4H, m), 8.20 (1H, 
d, J = 5.8), 8.50 (1H, d, J = 4.0). 

10 TumftmU C 28 H 31 N 4 C10 6 Si: LX 

H-HHS (%) : C, 57.28; H, 5.32; N, 9.54 
mWM (%) : C, 57.00; H, 5.43; N, 9.32 
H»!J155 

l-f3-(6-^ g n-2-^-7^)^/^^7^P/^y-r/M-N-r2-(N,N-v ? ^^T ^ /) 
15 J^/H-ISM ^-4-(2-^ ^-4-fc° y ^)-2-tf^<7^^^/^^f-^ K 

HJS^J145T#fc:l-[3-(6-^ o n -2-^:7 ^/W);*/k7ft~/K/n/V ^M-4-(2-/ 

^-4-tf y ^-^^^^y^^yitNW h y ^ f/nfi/y^r 5 

^^HJi^ll51 £ l^tlfc: LXmm4k&®&&k&&ffiMSl%) k LT#fc„ NMR 
(CDCI3) 8 : 2.16-3.85 (26H, m), 5.01-5.08 (1H, m), 6.43 (2H, m), 7.58 (1H, dd, 
20 J = 1.9 and 9.1), 7.92-7.96 (4H, m), 8.18-8.21 (1H, m), 8.47 (1H, s). 

TumftffiW. C 29 H 36 N 6 C10 4 S-0.5THF-1.3H 2 O£: LX 
tt-^jjl (%) : C, 57.67; H, 6.65; N, 10.85 
MUM (%) : C, 57.52; H, 6.35; N, 10.69 

25 4-fn-r3-(6-^ p u-2-±7J-jV)*;V*~jV~7v ^/4M-4-(2-/ ^fr-A-V V 

^»!jl45)T#7cl-[3-(6-^ a n-2-t7f ^X/^-^n^V ^]-4-(2-^ 

LXmm^^mM^BM73%) t LXWCo NMR (CDC1 3 ) 5 : 2.47 (3H, s), 
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2.86-4.06 (18H, m), 5.12 (1H, t, J = 4.7), 6.39-6.44 (2H, m), 7.59 (1H, dd, J = 
2.0 and 8.9), 7.89-7.95 (4H, m), 8.20 (1H, d, J = 5.7), 8.47 (1H, d, J = 0.9). 

TGMfttifW C 28 H 31 N 4 C10 5 S-0.2Et 2 O-0.5H 2 O£: LX 
£ftM& (%) : C, 58.14; H, 5.76; N, 9.42 
5 mMM (%) : C, 57.97; H, 5.66; N, 9.17 

4-m-r3-(6-^ g n-2-1r7^M^;VT£~;V7*xis<; s(;V\-4-{2-*J-)V-4-\?3 

m\z Lxmmk&m%&n&ffiM65%)t lt#^ 0 nmr(cdci 3 ) 8:2.47 

(3H, s), 2.56-4.10 (18H, m), 5.11 (1H, t, J = 4.8), 6.39-6.43 (2H, m), 7.59 (1H, 
dd, J = 2.2 and 8.8), 7.92-7.96 (4H, m), 8.20 (1H, d, J = 5.8), 8.47 (1H, s). 
TumfttifiM C 28 H 31 N 4 C10 4 S 2 -0.5H 2 Oir LT 
15 ffJHft (%) : C, 56.41; H, 5.41; N, 9.40 

(%) :C, 56.56; H, 5.19; N, 9.21 

4-rri-f3-(6-^ p n-2-^-y^)V)^jVi^-;Vfn^J 4M-4-(2-^ 7~;V-4-¥ V 
;v)-2-\f^y -JMiJ ^-Mf-jr^^-fc V yi.l-v'^^ K 
20 ^Ml45)-e#/tl-[3-(6-i> X2X2-2-~f-73-;V)*7Vfo~/v7u/<; j ;V\-4-(2-t 

Xntc 0 NMR(CDC1 3 ) 8 : 2.47 (3H, s), 2.89-4.70 (18H, m), 5.00 (1H, t, J = 
5.5), 6.38-6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.93-7.97 (4H, m), 8.21 
25 (lH,d, J = 5.4),8.48(lH,s). 

7t&£$fW c 28 n 31 N 4 C10 6 S 2 • 0.5H 2 Oh LT 
(%) : C, 53.54; H, 5.13; N, 8.92 
Mum (%) : C, 53.25; H, 5.22; N, 9.20 
H»!jl59 
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4-r2-ri-r3-(6-^ g P-2-t7^)^M^P/V 4M-4-(2-^^/V-4-tiV 
«Ml48)T#fc2-[l-[3-(6-^ n n -2-t7f/k)X/k*=/^n/>7 ^ /I/]-4-(2- 

NMR (CDC1 3 ) 5 : 2.40-4.86 (23H, m), 6.47-6.56 (2H, m), 7.61 (1H, dd, J = 2.0 
and 8.9), 7.89-7.98 (4H, m), 8.17-8.22 (1H, m), 8.48 (1H, s). 

7tmft$fW. C 2 9 H 3 3 N 4 C10 5 S 2 • 1.2H 2 O k UT 
f+Hjji (%) . : C, 54.53; H, 5.59; N, 8.77 
MMi$. (%) : C, 54.43; H, 5.51; N, 8.56 

l-r3-(6-^ p v -2-1-7 ^MXsUft-j^us-t/^M-'NN-i?* ^-4-(2-^ 3vU 
4- b° V Vl/-2-3>;V7$*y- % K 

160a) l-^V ^/^^ V-N,N-^^ ^vW4-(2-^ ^-4- fc° U v^) v^-2-# 
K 

^Ml34a)Tl#fcl--<^v ; /^^r^-4-(2-^ 9vW4-tf JJ ^/V) v>:/-2-# 

f'A/T =• £>0£»!f76b) £ LTJBIBffc£4&*jSt 
£,$^(91%) £ LT#f:„ NMR(CDC1 3 ) 8: 2.44 (3H, s), 2.89 (3H, s), 
2.96 (3H, s), 2.85-3.10 (2H, m), 3.71-3.88 (4H, m), 5.00-5.17 (3H, m), 
6.43 (2H, ra), 7.35 (5H, br), 8.16 (1H, d, J = 5.8). 
160b) N,N-v^ ^7^-4-(2-^ ]) *JM g^jZ v^^-pfr/M^f- ^ K 

^-2-#/i^>f- 5: K^b^JSMl31b)i HffiHc LTffilBfl^SrHfett** 
$>C£fil&)£: LT#fc 0 NMR(CDC1 3 ) 5: 1.65 (1H, m), 2.46 (3H, s), 2.79- 
3.18 (7H, m), 3.70-3.88 (6H, m), 6.49-6.55 (2H, ra), 8.19 (1H, d, J = 
5. 8) . 

160c) l-f3-(6-^ p p -2-t7f M7;^^;U7°n/N7 ^/H-N.N-^^ f ^-4-(2-^ 

±m± m° y i?M-2- 2 2>^2k2$*2. § H 
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NMR (CDC1 3 ) 6 : 2.47 (3H, s), 2.89-4.03 (16H, m), 5.10 (1H, t, J = 4.9), 6.38- 
6.41 (2H, m), 7.59 (1H, dd, J = 2.0 and 9.0), 7.91-7.96 (4H, m), 8.20 (1H, d, J = 
6.0), 8.47 (1H, s). 

7Gm&Vm C 26 H 29 N 4 0 4 SCl-0.5THF-1.5H 2 Oi: LT 
fMf<fj£ (%) : C, 56.80; H, 6.13; N, 9.46 

mmm (%) : c, 56.92; h, 5.90; n, 9.27 

2-fl-[3-(6-^ g 4 M-4-(2-/ fcf V Z?M- 

2- i?M-N-* tJkZ^. hT^_K 

161a) 2-n-^<^v ; /^^r->^7;^^7P-4-(2-^ fv^-4-£° U v^)-2-fc°^7 v^lSE 

^f!ll47a)X#/t2-[l-^<^^^-^ri/^/^#^/U4-(2-^ ^/P-4- tf P v J /^)-2- 
t 0 ^9^]^m^^^b^Ml34a)t|^m(-bT^fe@#:(^g^) i: LT 
#fc 0 NMR (200MHz, DMS0-d 6 ) 6:2.31 (3H, s), 2.34-2.42 (1H, in), 2.52- 
2.65 (1H, m), 2.81-2.91 (1H, m), 3.04-3.22 (2H, m), 3.76-3.91 (3H, m), 
4.49 (1H, m), 5.10 (2H, s), 6.57 (1H, dd, J = 2. 6 and 5. 8) , 6.64 (1H, d, 
J = 2.2), 7.31-7.39 (5H, m), 8.03 (1H, d, J = 5.8). 

161b) 2-\l-'Oi?/l'$-3c->%/U7$~/U-4-(2-* V ^M-2-t^7S^1-N- 

^Ml61a)X#fc2-[l--<>v ? /^^^^/^#^/^-4-(2-^ V ^)-2- 

mvtmogmmtvxmzo nmr(cdci 3 ) s : 2.45 oh, s ), 2.55-3.34 (6H, 

m), 3.70-4.14 (6H, m), 4.60 (1H, m), 5.17-5.19 (2H, m), 6.50-6.53 (2H, 
m), 7.38 (5H, m), 8.18 (1H, d, J = 5.8). 

161c) N-^ ^-^-2-\4-(2-^ 9VV-4- V i?M-2- 1°^<7 i?M7± hTJJj 
fc°^y^]-N-^^T-fe bT^ K^b^»Jl31b)i^^LTMf3^^^ 

n&mwfa(Mmmt\,xmtz. 0 nmr(cdci 3 ) s: 1.70 cm, br), 2.45 oh, 
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s), 2.55-2.66 (1H, m), 2.80-3.20 (6H, m), 3.70-3.88 (5H, m), 6.48-6.53 
(3H, m), 8. 18 (1H, d, J = 5.8). 

16 Id) 2-n-r3-(6-^ g n.2-t7f;l/)^;^=;l/7 , P/V 4 M-4-(2-/f-sU-4-K°}) 

i?M-2- v^/h-n-^ ±ast± yrjui 

5 ||ffiMl61c)-e#7cN-^ ^-2-[4-(2-^ \f V Z?;V)-2- ^]T± h 

T K F b^MW27h)X%fc3-(6-? p p-2-^:7^/1/)X/i^^/K7°p fcr^gfej^k 

mM$U2ct mm\- ^xmmk&w%m&ffi3iw%) t tx#fc 0 nmr (cdci 3 ) 

8 : 2.24-5.01 (16H, m), 2.46 (3H, s), 5.61-5.74 (1H, m), 6.54 (2H, m), 7.57-7.63 
(1H, m), 7.95-8.02 (4H, m), 8.20 (1H, d, J = 5.4), 8.50 (1H, d, J = 6.4). 
10 ytm^mU C 26 H 29 N 4 0 4 SCl-H 2 O£ LT 

ff-IPfli (%) : C, 57.08; H, 5.71; N, 10.24 
HM (%) : C, 56.98; H, 5.91; N, 10.12 
HM162 

2-ri-f3-(6-^ g p -2-jr y =-/V7° n/<J 4 /H-N.N- i? ^ ^-4-(2-^^- 

15 /]/-4-t°V ^)-2-^7^17t hZUl 

162a) 2-n-^^v ? /^^r^^7/^^/^-4-(2-^ ^vW4- fa" U v7V)-2- hf^? 

N.N-v^ ^Tir b T ^ K 
II^Ml61a)^1#fc2-[l-^^v ? ^=3 f -iX^^^^/U4-(2-^ ^-4- tf V \?/V)-2- 

fc?^7 v^fi^i: J~A/T % ^ fe»M76b) i: |WHi^ LTSIBfh^^ 
20 -feffi^(96%) i: lt#fc, NMR(CDC1 3 ) 5: 2.44 (3H, s), 2.71-3.20 (9H, 

m), 3.70-3.75 (2H, m), 3.83-3.88 (2H, m), 4.01-4.14 (1H, m), 4.68 (1H, 

m), 5.17 (2H, s), 6.49-6.51 (2H, m), 7.36-7.39 (5H, m), 8.16 (1H, d, J = 

6. 6). 

162b) N,N-v^ 5FvP-2-r4-(2-7< ^-4-fc° ]) vv^)-2- i?MT± h 7 $ K 
25 ||^Ml62a)^1#^2-[l-^^v ? /^^^^7k^^/W-4-(2-^ ^/V-4- 1° V i?/V)-2- 

m^n^m^(95%)tVXntc a NMR(CDC1 3 ) 5: 1.86 (1H, br), 2.45 (3H, 
s), 2.58-2.70 (1H, ra), 2.89-3.30 (9H, m), 3.67-3.75 (3H, m), 3.83-3.88 
(2H, m), 6.50-6.54 (2H, m), 8.17 (1H, d, J =5.4). 
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162c) 2-U-r3-(6-^ p p -2-f 7f /^^/^^/^n/NV ^;H-N,N-^ ^ 
HiiMl62b)t?#fcN,N-v ? ^ ^-2-[4-(2-^ fc° P vVv)-2- \?^yV;V\ T 

5 e, mmmiQh) t mmK ^xmmi^m^Mm^^o%) t lt#^ 0 nme 

(CDC1 3 ) 6 : 2.46 (3H, s), 2.60-4.93 (19H, m), 6.46-6.54 (2H, m), 7.56-7.63 (1H, 
m), 7.95-8.02 (4H, m), 8.19 (1H, d, J = 6.2), 8.49 (1H, d, J = 3.4). 
jumfttif fit C 2 6 H 2 9 N 4 0 4 SC1-H 2 Ob LT 

(%) : C, 57.80; H, 5.93; N, 9.99 
10 (%) : C, 57.98; H, 5.91; N, 9.84 

HMJ163 

3-(6-^ p p -2--Ty ^vl^/V/fr^/WNM ^vWN-r4-(2-^ ^vW4-fc° jj vV^-l-fc'X 

163a) N-f4-(2-^ fv^-4-b° V vvH^AT ^ K 

15 ^Ml36b)T#7t4-(2-^ fc° U ^>-^tf4-(2-^ ^7W4- 

fc° y ^ ^(0.40 g)©dfH(l nrt)^H!lzK@1^(0.38 ml)^ 

& v- y # 7 a x«mm utmib^^ ^m^,*&*<o.33 g, 79%) at 

20 #fc 0 NMR (GDCI3) 8 : 2.47 (3H, s), 2.89-2.94 (4H, m), 3.42-3.47 (4H, m), 

6.50-6.54 (2H, m), 6.66-6.71 (1H, m), 7.98-8.42 (2H, m). 
163b) l-O gVkZ § ^ )-4-(2-^ =f-)VA-\f y ^) t:°^y z?y 

fcmikTsls^-ZA g)^THF(25 ml)^^»!jl63a)T#7t 

N-[4-(2-^ y v>/W)-l-fc°^7 v7t-]*/PAT 5 K(0.30 g)<DTHF(5 ml)«j 

#J>t!l:fcL;fc: 0 ^»£55&U 3^£THFT:te/±} Lfc D ttffiM££S*«?- 

#fc 0 NMR (CDC1 3 ) 6 : 2.45 (3H, s), 2.64 (3H, s), 2.77 (4H, t, J = 5.0), 3.39 
(4H, t, J = 5.1), 6.49-6.55 (2H, m), 8.17 (1H, d, J = 5.8). 
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163c) 3-(6-^ g ^-N-f4-(2-^ ^-4-t:° V 

1- 2 vvH ZlE^^ZUl 

»Ml63b)T#7c:l-(^ ?vl>7 ^ /)-4-(2-7< fy^-4-fc°y 
ffiM27b)Tl#fc:3-(6-^ P p-2-^7^)^/^^/^p t 0 ^^^^b^#!j76b) 
i: mmz LXm&te&y9&te&ffiM25%) t LT#fc 0 NMR (CDCI3 ) 5 : 2.49 
(3H, s), 2.78-3.17 (11H, m), 3.48-3.55 (2H, m), 3.78-3.83 (2H, m), 6.48-6.56 
(2H, m), 7.57 (1H, dd, J = 1.8 and 8.8), 7.91-7.95 (4H, m), 8.23 (1H, d, J = 5.8), 
8.48 (1H, s). 

7umftm$. C 24 H 27 N 4 C10 3 S£ LT 

fjrWiU (%) : C, 59.19; H, 5.59; N, 11.50 

mWHW. (%) : C, 59.04; H, 5.56; N, 11.23 

l-r3-(6-yp^-2--j-^^)^/^^^/^P h°^^M-4-(2-^^-4-h a V 



5i 



^»j64c)"Cl#fc3-(6-^ P *£-Z-~r ~7 ^/V)^/^ ~>V? nt°^yi^ 

i30b)-e#fc4-(2-^ 1° y z?y~mmMfrbmMmsob) t m 

m\Z- LTMfBfb^(31%)&#£: 0 NMR(CDCl3) 5-: 2.48 (3H, s), 2.93 (2H, t, J 
= 7.7), 3.23-3.28 (2H, m), 3.34-3.39 (2H, m), 3.55-3.70 (6H, m), 6.48-6.52 (2H, 
m), 7.71 (1H, dd, J = 1.8 and 8.8), 7.85-7.94 (3H, m), 8.13 (1H, s), 8.22 (1H, d, 
J = 5.8), 8.47 (1H, s). 

jtmfttifiM C 2 3 H 2 4 BrN 3 0 3 S • 0.5H 2 O t LT 
fHHjg (%) : C, 54.01; H, 4.93; N, 8.22 
(%) : C, 54.21; H, 5.05; N, 7.95 
HM1165 

N-(6-^P^-2--j-^^)^^^^/^P bVV-l-a-^>^v-^7/V/^-/W4-fc°^y 
vvt-^-N-p* ±A^< V-4-^77^>f- ^ K 

165a) N-(6-7^ ; 6-2-t7f^)^/^^;W^P tf^-l-d-^ h ^r'>^/^^/W-4- 
l:°^< U vV^-ISM gvijg^ fc°v>^-4-;fr/l^=3rf- ^ K 
1-(1-^ h /P-fc/k-4- y Sto) fc° v 5 V-4-# /l^ ^ 
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(WO9800134) t ^Mll9b)Tl#7c6-^ n p -2-(3-^ *5~}V7 % J ~fu \f;V)*;Vifr 

il^*(32%)i: LT#fc 0 NMR(CDC1 3 ) 6:1.40-1.44 (3H, m), 1.45 (9H, 
s), L 61-1. 76 (6H, m), 1.98-2.25 (4H, ra), 2.37-2.45 (2H, m), 2.69 (2H, 
m), 2.86-2.95 (2H, m), 3.02 (3H, s), 3.11-3.17 (2H, m), 3.47 (2H, t, J = 
6.9), 4.14 (1H, m), 7.72 (1H, dd, J= 1.8 and 8.7), 7. 85-7. 95 (4H, m), 
8. 13 (1H, m), 8.44-8. 48 (1H, m). 
Ttmftffim C 30 H 42 N 3 BrO 5 SiUC 
ft^ji: (%) : C, 56. 60; H, 6. 65; N, 6. 60 
MWM (%) : C, 56. 49; H, 6. 66; N, 6. 42 

N-(6-^p^&-2-^-^^)^/^^^/^p h>-l-(4-b°^y v'M-N-^f 

•ft;Vi$^/VA- fc^< ]J v'/^-N-^ ^7Hr"< fc°v^-4-#/WF>-^ 5; K(0.17 g)<£>@^ 
j^KIO ml)^-40%mb7km^^ / -/H&$?(5 mDSrJP^..Sia'C15l*IB^ 

^(0.14 g, ^fi:l&)£ LT#7c 0 NMR(DMSO-d 6 ) 6:1.75-3.43 (27H, m), 
7.84-7.89 (1H, m), 7.95-8.02 (1H, m), 8.18-8.24 (2H, ra), 8.44-8.46 (1H, 
m), 8.63 (1H, m), 9.07 (2H, br). 
TuMfttfiiM C 2 5 H 3 6 N 3 BrCl 2 0 3 S • 0. 5H 2 0 1 LT 
WrW-iM (%) : C, 48. 55; H, 6. 03; N, 6. 79 
mMiU (%) : C, 48. 71; H, 6. 02; N, 6. 71 

3-K6-? nx2-2-j-y^M^^it^M-mU^ ^ ffVrL2-a1t:°y W-M )V)-4- 

167a) 5-(l,4-v : ^^r-y--8-Tif ^ \?v \4,5VT^ ^-8-4 ^ ^Vri.2-a1 b° 3 W 
5-^0 0^; ^)/[l,2-a]bf U v>>(4.58 g)t l,4-i^-^-y--8-T1f X h°u [4,5]-x 
^7^(12.89g-)Sr^^T, 125°C-vmm^m^fc 0 ^Jftfe7k(100ml)£ 
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i/$j»-kx°&m&s mmm±m^\^tz. 0 m^mzmmu mmk&®*&n& 

|g^(6.60 g, 85%) t LT#fc„ NMR (CDC1 3 ) 5 : 1.96 (4H, t, J = 6.0), 3.22 (4H, 
t, J = 4.5), 4.04 (4H, s), 6.32 (1H, d, J = 7.5), 7.18 (1H, dd, J = 9.3 and 7.2), 
5 7.40 (1H, d, J = 8.4), 7.54 (1H, s), 7.65 (1H, s). 

167b) 5-(4-^^T g / fc°^vVK g £Vri.2-aHf 9 j^E^^Sj 

^Ml67a)-e#fc5-(l,4-v ? ^-^^-8-Tif * t°n [4,5]--r # ^-8--f /uH 5 
[1,2-a] tf p v>>(6.60 g)<7)Ti? b 1^(25 ml)^^4NS^(14.4 ml)^tIX.T50 o C 

$fc£ri#JBE@* Lfc D a»^^(50 ml)^|§^ L0°C^40%^ ^-^^ 

is myc 0 ^£^ra4cu o°c xn^m xc mim.\\^ v v ^^mm^nx. 

pHllK^bfc m&m*1&Mxmn U ^nn^Mt'iWtfco ffitH^£ 

mn&i&Tkxffi&u mimm^y^y&xifrMks mm^ui±^vtc 0 m 

mm**-? J -M100 ml)fc»> U r.^v'-tert - ^/K5.55 g)%W&.X*1& 
20 mm^fc 0 %htltc^m^^^ y-MlOml)\zm^U 12N*g||(21 ml)^ 

/ —;v%M7Lxifc&ik Lmmfc&m% efe^*(3.07 g, 38 %) t i^xm^ nmr 

(CDC1 3 ) 8 : 1.91-2.07 (2H, m), 2.34-2.39 (2H, m), 2.83 (3H, s), 2.98-3.11 (2H, 
m), 3.39 -3.51 (1H, m), 3.63-3.70 (2H, m), 7.00 (1H, d, J = 7.6), 7.58 (1H, d, J = 
25 8.8), 7-83-7.93 (3H, m). 

167c) 34(6-^ n p -2-^:7 5vH*/Wfr^/H-N-rW ^Vri,2-a1fc°?J v^-5-^ 

^M27b)Tl#fc3-[(6-^ u u-2-~r~7*f-}V)7s;Vi£=.)VY7x2 h o ^V^(0.30)0OT 
± h - MJ/K5 ml)ttA;W^HOBt(0.23 g)&V^WSC(0.29 g)£^ffi.-^Px.> 
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20ftm^Ulffz 0 Rfcm^MlfeM 167b)T:1ffc5-(4- * j-frT % / tf-^ vV) 
^ ^V[l,2-a] t° ]J v ? ^^^^-7kfR^/(0.36 gX 1,8-^TIf Ifv^ p [5.4.0]- 
7-^r ? i?>'(0.36 ml)*5 «fO* b U ^;VT 5 V(0.42 ml)<DTi? b~ b y /U(5 ml) 

h y ^/^^^^^^bTMIB^^l^fi-fe^ (0.19 g, 37%) £ UT# 
fc 0 NMR (CDC1 3 ) 6 : 1.69-1.73 (2H, m), 1.85-1.93 (2H, m), 2.77-3.08 (7H, m), 
3.48-3.52 (2H, m), 3.57-3.62 (2H, m), 3.77-3.95 (0.3H, m), 4.53-4.68 (0.7H, m), 
6.27-6.34 (1H, m), 7.14-7.24 (1H, m), 7.38-7.45 (1H, m), 7.50-7.52 (1H, m), 
7.60 (1H, dd, J = 9.0 and 1.8 ), 7.64-7.67 (1H, m), 7.92-7.97 (4H, m), 8.50 (1H, 
s). 

Tum^mu C 2 6 H 2 7 C1N 4 0 3 S t LT 
ftM (%) : C, 61.11; H, 5.33; N, 10.96 
(%) : C, 61.03; H, 5.37; N, 11.21 
MMM168 

3-\(6-y^^-2-^y^M^/U^M-'N-\U4 % ^Vri,2-a] fc° U ^-5-4 M-4- 
b° ^ y ^-/H-N-^ WP/<y7 ^ K 

^^M64c)-Cl#fc3-[(6-^ n ^e-2-^ 7 ^/V)* ;Vifr =-sU] -f n y£Jr >m t H»J 
167b)-e#fc5-(4-7< f-W 5 J vVM ^ ^[1,2-a] fc° y ^V-i^tl— 7K 

^^^HMM167c £ RHIf- LXM&fc&to % (41%) £ LT#fc„ 
NMR (CDC1 3 ) 6 : 1.68-1.73 (2H, m), 1.82- 2.25 (2H, m), 2.75-3.07 (7H, m), 
3.47-3.63 (4H, m), 3.75-3.96 (0.3H, m), 4.48-4.70 (0.7H, m), 6.26-6.34 (1H, m), 
7.13-7.26 (1H, m), 7.37-7.48 (1H, m), 7.50-7.52 (1H, m), 7.64-7.66 (1H, m), 
7.73 (1H, dd, J = 8.8 and 1.8), 7.88 (1H, d, J = 8.8), 7.92-7.99 (2H, m), 8.13 (1H, 
s), 8.49 (1H, s) 

Tumfttifm C 2 6 H 2 7 BrN 4 0 3 S • 0.25CH 3 CNt LX 
ftgjt (%) : C, 56.26; H, 4.94; N, 10.52 
£M[ (%) : C, 55.97; H, 4.97; N, 10.63 
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mm i 

5 *55WJc*5rt«^ (i) xm£ti&fc&M*tcft^(Dm.%^f&ftbLX^ 



l. tf^-fe/i/ftj 

( i ) mMm42x*mt>fitcik&m 4 o m g 

10 (2) h—X 7 Omg 

(3) $C*Ni-fe/l'P— * • 9mg 

(4) Xr7UV^?^^!?A lmg 



1 #:7%/^ 1 2 Omg 
(1) , (2) (3) *3j:tJ« (4) Ol/2«Lfct, WKflrt-So -ft 
15 (-a 1 ?© (4) %M?LX±&$:1i : 7?-y#7'±M£mA-f% 0 



2. ^7 7°ir/^IJ 

(1) ^JlM54-e# b ft fc^t> 4 Omg 

(2) 7^ ^ 7 Omg 

(3) ^t;m-^ 9mg 
20 (4) ^T7!Jyiv^^>)A lmg 



1 1 2 Omg 

(i) N (2) £ o) *3«ttf (4) <d i/2%mm Ltz.m s mwfct.z> a -ft 
(4) *mKX&fc*^7^i/%7*MmM-%> 0 



25 3. ^IJ 

(1) mMM42Xi%bfrifc 

(2) 7^ h-^ 

(3) ^—y^^—f- 
(3) ^ B B H ir/VP-^ 



4 0 m g 

5 8mg 
1 8mg 

3 . 5 m g 
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(5) ^rjJylv^V^A 0. 5mg 

1$£ 1 2 Omg 

(1) % (2) , (3) % (4) <D2/3$S£Xfi (5) <D 1 / 2 %mm Lft&, 

m&ttfrZo (4) *5«ttj« (5) sr^^0^^jtixT^j^pjE^M-r§ c 

4. ££glj 

( 1 ) ^«54T*#fe*Lfc'fc£* 4 0 m g 

(2) 7^ b"^ 5 8 mg 

(3) a^-^^w-^. 1 8mg 

(3) Wst/^-^ 3. 5mg 

(5) 7r7!)*^^^ 0. 5mg 

1^ 1 2 Omg 

(1) , (2) , (3) , (4) <D2/3&£.X$ (5) ©l/2»lfct > 
ItfttS. a<9© (4) *3<t0 (5) ^^<D^^nx.T^J^PJBE^M-t-6 c 



0 mmtmMmfc 5 o m 1 ^nm^so-m bttfcft^ 5 0 m g ufcflK 
nm&tomM&jk&nuz-x ioomi t~r% 0 zcomm^mm^rx^mu 

(1) fc b^t^bJl?«@^XH^ (FX a) mSffMB 

A^TO. 0 5MFMmiK (pH8. 3) 2 2 5 n 1 , W (f»ffc^t! 
^v^^f-^^^^^v-K^W) 5,u l&tffc bFXa (0.3uni t/m 
1) lOju l^t3 7tt?10»^ft^ SfC (3mM, S-2 7 
6 5) 1 0 ti 1 »U3 7°CT1 0#fWKtf?$i2:;fc o lk^X\ 5 0%M6* 
25/zl ^nx-CHJ^^it^^fc^, #3fe#^fH-«J: <9 4 0 5 nm(D^^JtC0 
SEftlSrSHtU FXaf^ffl^5 0%|fi#r««S (IC 5 0 ) £*&fc 0 
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(2) In vitro^@R#ftg$!j£iSfe 
(2-1) ^H^HBtl (PT) MJtJfe: 

PT-T 1 * M7=r- (ftSi g«JX&LM@0#mj^S (STA 

5 compact, DIAGNOSTICA STAGO) K «fc X> I'J5tLfc 0 t MEttl (ffUfc hifoJt 

FFP, ^tK^XH) 97/* 1 ^Ht?3/z l&Sfe&PU 37 < C^4^^#MLfd„ 

Lfc|£ N 3g@£T<E>l$ffl&S!lJ£L;fc„ ^te^^^/fr^K (DMSO) \m 

(2-2) rtH^iiBii (aptt) mmm: 

STA-APTT-LT (DIAGNOSTICA STAGO) &fflV\ ^WjlkMWl^fMM^W: (STA 
compact, DIAGNOSTICA STAGO) fc«k !> jil^Lfco t ME^« (»t blfajt 
FFP, ^^XH) 97 /, l^|^3/z l^JPL/c 0 lfaJS50/z H^Uf&tttP^ 
15 hn^^V7^^^^Sr50^ lfsftlU 37 e CT45>^?'iiMbfc 0 20 mmol/1 

<£>CaCl 2 ^$t50/z lSr^rabT, ^@£T-©H#F^£$9^Lfc 0 2^iiDMS0fc}g#? 
LT^ffiLfc 0 Hli^[|2^jilli > »©f^l9^DMS0^»Lfeit(D 

(2-3) fPV^HBll (TT) a^fe: 
20 BWnkMMm^M^mm (Biomatic B10, Sarstedt) Sr/BlvrSH^Wt, t 

hlk^S^hn^tr^ (Sigma) %^tR^T2. 3 NIH units/ml t fc« «fc 5 ^ 
»lfc„ t MEtif (»t h«FFP, «7K^XH) 97/^1^^3/11^ 
iUU 37°CT3^^{iMl.L^ 0 ±f5Jk^lOO/il^U hP>k^^200// 

Lfc 0 

(3) Ex vivo ^@fl#F H 1ilJ^ 
(3-1) Mtl^4: 
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tf£f£lCR^>^ (25 - 35g, Sic) %WM\->t- Q ^b^W-^ (50 rag/ 
1/10^^X0. 8 ml^jflU 3000rpmT15^5s^> Ufajt£#fc 0 ±fB«50//l^ 

(Dtifffl&MfeLfto MmtifmwWZM (fn^MH) *>L<«: (diagnostica 

STAGO) &^V\ SgftlfiL^H^WSO^fl (STA compact) J: 5 Lfc 0 3fg 

io (%) -e^bfco 

(3-2) ftPift-^- : 

JtftlCR-^* (25 - 35g, Sic) £M£fflbfc 0 12I^W&±|ft<febfc*r 

ml/kg<D#*^T^lM^P^bfc 0 S#lB#^^^f/^tf^— /I- 
(50mg/k g) i.p.) SiTl'Tl»llJ:!)Ii6iLfc 0 SS*rt±0.5%p<?vw-fe 
15 /kP-^Wltftffl U »l:(i|ftO^!3f:o. 6%/?yV>fe/H3— * 



(4) In vivoirCiL^ffliiJ^ 
(4-1) 7ybi^t^bfe: 
20 Umetsu b<DMk (Thromb. Haemostas. , 39, 74-73, (1978)) \Z.K$Cfc 0 Utt 

SD|7^ h (M2 5 0~3 5 O g) £/frV\ ^<^b/V^tf^— (50 rag/ 

kg, i.p.) Mrn-T, feiiM^^ii^t^F^^, m^m^tc^v^ 

^*V> (50U/ral) %&ib£m&M&&ffitz Lfc 0 «&15#F«Si£^ *<D 

ra^2B#^mf^i^T-e^#(2mi/kg) ufco nmmizmimvttfr*) ko. 5%^ 
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zmm&^mvmmmcDik (%) xwmvtc 0 

( 4 - 2 ) yy FK^Wfel^f^ 

l$f£Sprague-Dawley^7 V Y (250-400g, 0*^V7) Lfc 0 Jlgitfcff 

5 !W£ ; E'7VH3:, Finkle (Thromb. Haemostas. , 79, 431-438, 1998) 

Srafc^LT&JBLTt, (50mg/kg, i. p. ) J»T^T)1£|^ 

(Fogarty 2F, Baxter) ^}fAl> 2;fcOifccoPBl£200-300ml<DS^1i b^iirfc 

io svv-yxm^m^tz. a ^u-y^T-T-z^m^, &&ffifmmzfrttit.& 

TOttt^T^ff (BP110S, Satorius) \Z. «fc «9 jil5£Ut, £kfcs 
•93.8%^^^-fhy ?A (f^7^, W^ftSTO l/10W^T2ml^jfDLbfc 
15 ^ 3000rpmT10^ji-^bTSlfcL/htg« (PPP) £#fc 0 |£t>C0$HN3|§q 

fcSHRU ^H^2B#^ttr^lfe^TT^(2ral/kg)Lfc 0 
(4-3) 7 y ym^ffrmfiLfefe ff/V 

m^SB^yyh (M2 5 0~3 5 0 g) SrfflV^ 0 h/^tf^— 

(50 mg/kg, i.p.) fimTfox. &*mw>m\z#y^uy^^>-'7*%ffiAL 

25 fc 0 ^Uxfi/yfa^fcfi, ^fr%4Yyj^-\z.wm\^td$& (Mis 

5cm) £#AU «$l!§£l&<*fc#\ ^])y (50U/ml) ^^tp^a^feSfck^ 

(2oou/k g ) &&mft®^tc 0 ±mhB&imfc£*)i&iki,it& > mM*m 



WO 02/06234 PCT/JP01/06148 

236 

m^xm&zfrvmu n^tzsm^umm m^m*^^) ttmnE^ 
Lfci&m^m&%m^xmmLfcmm& ai.6±o.2mg) ) j^jfttmt, 





IC 50 (nM) 




IC 50 (nM) 


5 


95 


14 


60 
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